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tl>^U7jy;^DTh^7^-fciDIlU 4- { [2- (3, 4-^ 

fjV7i;^» x;i/7 7-M 7i;-;v (2) §19 Omg, iR*4 

6 

(2) (13 8mg) s 4-^DD-6, 7-^^ b^>^y >J > (2 2 6mg) £ 
^DD^> (0. 3ml) £#P;ls 14 0«Ct-M^Ufec RitemtzffiaBt 

h u^A7?%*bfco »jBET«f»se*bT#&nfc«**^-9->/7' 

1 2 2mgs 2%~cmfco 

»&ftfcfb£4» (6 8mg) §1 0%ttR— (3ml) fc«F»U ^ 
O«lfeo »J£T^l^§*tfe^ »^;V£#Px.s *rtHbfc*S 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : (5 2 . 13 (s, 3H) , 2. 
18 ( s , 3H) , 3. 40 ( t , J= 6 . 3Hz, 2H) , 4. 0 2 (s, 3H) , 
4. 0 4 (s, 3H) , 4. 15 ( t , J=6. 3 Hz, 2 H) , 6. 61-6. 74 
(m, 2H) , 6. 87 (d, J = 6. 6Hz, 1H) , 7. 02 (d, J = 8. 
1 H z , 1 H) , 7. 38 ( d , J = 8. 8Hz, 2 H) , 7. 54-7. 66 
(m, 3H) , 7. 72 (s, 1H) ,8.78 (d, J=6. 3Hz, 1 H) , 
MAfrtifm (E S I -MS, m/z) : 4 6 2 (M + +l) 

^«B09 8 2 8 :4- (4- { [2- (2, 6_jz^2i±2kZ^Zj^) Z 
;]/7 7-M 7x7jp'» - 6, 7 h *^±ZJ) > 

2, 6 -^^7i;- ;P (lg) S7-teh> (4ml) fc*#bfcgk 1 - 
7*D ; E-2-7DDi^> (1. 0 2ml) s MM* U «>A (1. 7 0 g) s 3>) 
h^n-^I/TVt-^A (3 0 3mg) &in£.» — 0Mn*ft»«Ebifco SJtS« 

fc*£j&nA£pn:fc;i,A-e&ttL igfn^7XtT^#b^7KM^- h u^A-cte 

^iJAWP^^77^-fc«llU 1- (2-7Dnxh^» -2, 
6 -S^^;]/^>-t?> (1) §5 13mgs lW3 4%T»f#fco 
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(1) (5 13mg) £7Hz p> (4ml) fc$S#bfcgU 

( 3 8 6mg) \ j^^bU^A (4 2 3mg) ^MZ., ifit-»lfeo 
KJ&ttfc 1N-HC 1 %1)\}7L? d D^;i/A^ffttHs ISfDJt&fcfcTife&btoMKiW- 
h U e/AT?Sg*Rbfco MJ±T^^^bTf#e)tLfea^^^Dn^;i/ATMH 
t§i/'J*Wn?h^77^»lij;!3ilU 4- { [2- (2, 6 -V* 
^J17 ^/V7 7-iV} )]y (2) § 3 1 9mg, «4 

2 %-et#fe 0 

(2) (2 8 lmg) s 4-7nn- 6 5 7-^ h^>>^y U > (4 5 6mg) 
^DD^>^f> (0. 5ml) ^An^.s 1 4 0 o C-tr-B«#bfeo ^^tlgfOj^ 

m^- h 'j^A«tfeo ^j±T«^^*bT#e»nfea^^^^-y->x^ 

2 9mgs lR$6%-Cflfco 

ft^tlfc^tJ (2 9mg) £1 0%±i@t— p<^y-;i/» (3ml) fc:$gfl¥U ^ 



'H-NMR (Chloroform- d, 4 0 0MHz) :6 2. 2 9 (s, 3H) , 2. 
34 (s, 3H), 3. 41 (s, 1H), 3. 95-4. 30 (m, 9H), 6. 
8 5 - 8. 3 0 (m, 1 1 H) 

SiMi(ESI-MS, m/z) : 4 6 2 (M + +l) 

mmms 2 9 : 4- r (6, i-s>* y^-^-a-^j u;u) 

)v [2 - (4 jiy ^;i/^> 

4- (4- { [2- (4 -7/l/tn7xy 7;i/7 7-jl/} 7i; 

-6, 7 -i^ h^^^y U > ( 2 Omg) *Sf» ( 0 . 5ml) fcMU 
U <>A (3 5mg) £ADX^ SfiT? 2 Bf S8S# bfco ^JM^f&fO 
^TK^^-h U^AyJc^^in^^nn^AT^ms ISin^7j<(3T^b^ 

1 6mgs 1R^7 6 %Tf#feo 
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&*>ntzfc-&® (i 6mg) &i o %mm— * * j -»mm (2 mi) tis#u 

1 H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 91 (t, J = 5. 6H 
z, 2 H) , 3. 99 (s, 3H) , 4. 03 (s , 3H) , 4. 30 (t , J=5 . 
4Hz, 2H) , 6. 74-6. 81 (m, 2H) , 6. 92 (d, J = 6. 3H 
z, 1H), 7. 04-7. 13 (m, 2H), 7. 57 (s, 1H) , 7. 59 
-7. 66 (m, 2H) , 7. 68 (s, 1H) , 8. 06-8. 13 (m, 2 
H) , 8 . 8 1 (d, J=6 . 3Hz, 1 H) , 
mMfttirm (E S I -MS, m/z) : 48 4 (M + +l) 

IM8 3 0 : 4 - [ (6, 7-*J* h^->-4-^y U;i/) 
;i/ f 2 - (3-p< h^->7xyjr-» ^2k4i> 

6, 7-^p< h3^>-4- (4- { [2- (3-^ F^7iy^) 
XJV7?r:;i/} ^i^*/) U > (2 0mg) £ffl« (0. 5ml) fc:SSfl¥U 
51 »; tf A ( 3 4mg) ^iniU SiT 2 B$Hif#bfco SJfB^fcfiafP 

jfcBbk*:*- h u ">Azk««*in^.^ n D^Afi^ fiSfn^zKfc -cubist 

9mg s I«4 0%T?#fco 

m^ntcfc&m (9mg) §10 o /oIi-^^7-;i/ii (2ml) t§)BU IS 

-el oMtifco *UET««*e*bfe«s y^;^— svi/SipiU tftBb 

1 H — NMR (DMSO-de, 400 MHz) : 53. 70 (s, 3H), 3. 
91 (t,J=5. 6 Hz, 2H), 4. 01 (s, 3H), 4. 04 (s, 3H), 4. 
31 (t, J=5. 6 Hz, 2H), 6. 23 (t, J = 2. 4Hz, 1H), 6. 
3 2 - 6. 3 7 (m, 1 H) , 6. 5 0 - 6. 5 5 (m, 1 H) , 6. 9 3 (d, 
J = 6 . 1Hz, 1H), 7. 16 (t, J = 8. 3Hz, 1H), 7. 57-7. 
6 9 (m, 4H) , 8 . 0 7-8. 13 (m, 2 H) , 8 . 80 (d, J=6 . 1H 
z, 1 H) , 
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IWtKESI-MS, m/z) : 4 9 6 (M + +l) 

mMM8 3 1 : 2 - (2, 4-^^PP7x;»'» ^±Jl (4- [ (6, 7 

4- (4- { [2- (2, 4-y^nD7i;^» ^;V7?-M 7 

n£y^» -6, 7-S>* fm;'J> (2 Omg) $SK.(0. 5ml) fci 
8PU m^>ft>Ml3 V £A (3 2mg) §j)Px.s S^T!2^a#lfco 

1§r« 1 5mg N IK* 6 9%l!f#feo 

tt^fcfbi^J (1 5mg) §1 0 * * S — J^WM (2ml) t*»U S 

bfc*M£MU ^#b»J^l 5mg£#& 0 

'H-NMR (DMSO-de, 4 0 0MHz) : (J 3 . 9 4-4. 0 7 (m, 8 
H) , 4. 4 2 (t , J=5. 4Hz, 2H) , 6. 91 (d, J = 6. 3Hz, 1 
H) , 7. 19 (d, J = 9. 0Hz, 1 H) , 7. 3 3- 7. 3 7 (m, 1H) , 
7. 5 2 - 7. 6 7 (m, 5H) , 7. 9 7 - 8. 0 3 (m, 2H) , 8. 80 
(d, J=6 . 3Hz, 1 H) , 
fi^lfiCESI-MS, m/z) : 5 3 3 (M + +l) 

832 : 2 - (3-»DP7x; ^±JV { 4 - [ ( 6 , 7-*?* 

4- (4- { [2- (3-7PD7i;^» rc^;i/] ^jl/7 7-M 7i7^r 
>>)-6, 7 h=^>3VU > (2 Omg) (0 . 5 ml) lijgiU 

!-?>^>ii] U >>A (3 1mg) ^^PX.s ^^2H#^ti#bfeo MJforfcl&fP 

^tk^^- h u atr^^^px.^ 7 d D^vA-^^ms mw&i&7kteTm&Lm 

jmBLi- Y V £AT3&*ftbfco «JIT^I^^*bTf#&tifca^§^DP*;i/ 
1 Omg, 4X^5 0%Tt#fco 

n^fitzi^^} (1 Omg) §1 0 %iMf — ^ # J —)Vm& (4ml) fc^JifU ^ 
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'H-NMR (DMSO-de, 4 0 0MHz) :<53. 92 ( t , J = 5. 4H 
z, 2H) , 3. 9 9 (s, 3H) , 4. 0 3 (s, 3H) , 4. 3 5 ( t , J= 
5. 6Hz, 2H) , 6. 7 0 - 6. 7 6 (m, 1 H) , 6. 78 (t, J = 2. 0 
Hz, 1 H) , 6. 94 (d, J = 6. 3Hz, 1H) , 6. 9 7 -7. 0 3 (m, 
1H) , 7. 28 (t, J = 8. 3Hz, 1H), 7. 58 (s, 1H), 7. 6 
0-7. 67 (m, 2H), 7. 68 (s, 1H), 8. 06-8. 13 (m, 2 
H) , 8 . 8 1 (d, J=6 . 3Hz, 1 H) , 
KM##HI (E S I -MS, m/z) : 5 0 0 (M + +l) 

^fflB0>]8 3 3 : 4 - [ (6, Y^ts- A-*J V )V) 7x~ 

;i/ r 2 - (3, j^2k] £2kjl> 

4- (4- { [2- (3, 4-^Wiy^» 7 
-6, h^>^y U> (1 9mg) (0. 5ml) fc^f 

Jt?U U £A (3 3mg) £2H];U Mt' 2 H$Wfl|#bfco EJfoffi. 

&vm*.mmj- v u ^A«bfeo i^T&is*e*bT»&ftfca<if**n 

m<otlfz4h&!®> (4mg) §10°/oli-^^;-/« (2ml) fc»#U 

liMtt (ESI-MS, m/z) : 4 9 4 (M + + 1 ) 

^»'J8 3 4 : 4- [ (6, 7 h^->-4-^^ V JV) ? 

)± \2 - (4-*^ji7 ^±2k] xji^y 

6 , 7-S>* h^>-4- (4- { [2 - (4 * 
;V7 7-M ^<JV (2 0mg) (0. 5ml) fc$g#U 

a^>3Kf>K* U £A ( 3 2mg) &;bn*^T! 3H#IBit#bfc& N $ e> fczfc&Jn 

x. 5 ^ist-a#bfco -sjiS«fc*sin£gfcJcj|*:*- h y <7 Assassin*. ^pd 
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bTf# & * * p D */l/A/7-fe h >"CSM'f * » m ^n?^* 

nt>Mti\j£® (lmg) §10%Ii-^^y-;i/M (2ml) tSIIU MU 

fcJBSI&ittfcx ^#b±M^lmg£#fc 0 
li^Hfi(ESI-MS, m/z) :4 8 0 (M + +1) 

11^8 3 5 : 4 - [ (6, 7-^ V )V) 7^- 

;i/ T2- (4 --f V7°PbVl/7 =£■->) x^2k] 

4- (4- { [2- (4 ->r y7DK;V7xy^» ^;i/7 7^l/} 7 

x^^» - 6 3 7 -^ h^>*y U > (2 2mg) £MI(0. 5 ml) (ig 
ib «^>*r>K*U»>A (3 4mg) £iD;tgfiT?3l$|f8«#b;fcSL £ 6 

»ffiT*^se*bT^6nfcgi^*^nD^;vA/7 , 'fe h >T?mm-?zmm? 

m^tlt^h-^m (2mg) §1 0%«&— (2ml) fc*»U 

IIMKESI-MS, m/z) :5 0 8 (M + +1) 

gMLg 3 6 : 4- [ (6 , 7-^^ U;V) 7^- 

4- (4- { [2- (2-^V7D^;i/7x7dfJ/) x^;i/] 7 
i;^) - 6, 7-S7p< h^^y ij> (1 2mg) (0. 5ml) {c^ 

»u jiY>^>iA'j7A (i 9mg) %M?Lmu-t! 2mmmnLtzo zimmz 

b«c«tl^ h U l>A«lfco «£ET*«*e*bT»&tlfc3i^%^DD 
^l/A/T-fe h >T?Jil8t5ii^PTh^7 7-f-t:«kt)MSIU iicft^ 
t)£7mg, IR*5 7%Tt#feo 
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m^thfc^m (7mg) $10%II-^^;-;i/j§« (4ml) id&fllU £S 
fc^S**^ ^UM£iM7mg£?#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) 04 (s, 3H) , 1. 

06 (s, 3H), 2. 70-2. 80 (m, 1H) , 3. 91-4. 06 (m, 
8H) , 4. 3 2 (t , J=5 . 4Hz, 2H),6. 87-6. 98 (m, 3H), 

7. 09-7. 18 (m, 2H) , 7. 5 4-7. 6 6 (m, 4H) , 8. 09- 

8 . 17 (m, 2 H) , 8. 7 8 (d, J=6 . 1Hz, 1 H) , 
Kfi^fJrffi (ESI-MS, m/ z ) : 5 0 8 (M + +l) 

mMM8 3 7 : 4 - [ (6, 4-*J V JV) ;t^>1 7x_ 

;i/ [2- (2 -7/i/^-P7xy jp->) x;i/^> 

4- (4- { [2- ( 2 -7MD7x^ 31 ^jl/7 7-Jl/} 7x; 

^» -6, 7-^ Y*ci/*; U> (2 Omg) (0. 5ml) fc»U 

ai^>^>^^ U t> A (3 3mg) ^JPx^fi^ 2 BSIfSBMfbfco &J&tt£ft$l£* 

mmi- h U«>A-e^i!)ftbfco Mi±T^«^M*bTt#^»tLfc^^^^PD^;i/A 

mgs W3 7 %Trf#feo 

tt^nfe^^J (7mg) £1 0%i«— *&;-)vmm (4ml) J3«?U 

1 H — NMR (DMSO-de, 4 0 0MHz) :S3. 9 3 -4. 0 4 (m, 8 
H),4.41(t,J=5. 4Hz, 2H) , 6. 8 7 - 7. 2 3 (m, 5 H) , 7. 
56-7. 64 (m, 3 H) , 7. 67 (s , 1H) , 8. 11 (d, J = 8 . 5 
Hz, 2H) , 8. 84 (d, J= 6 . 1Hz, 1 H) , 
mmfrffim (ESI-MS, m/ z ) : 4 84 (M + +l) 

IM8 3 8 : {4- [ (6, 7-^ Y*^-4-*cJ V JV) ±5^1 7^ 
-M [2- (3-^h^>-4--hP7x < ;^) w^>h- 

6, 7-S>* b^>-4- (4- { [2- (3-^ F^>7x/^» :n?-;i/] 
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X/1/7 7-M 7x;^» ij > ( 2 Omg) fcUgg (0 . 5ml) £JP;L 
0°Ct!3 O^BBat#Lfco S«^^P^It7Km^- h U^AzK^^iP^^DD 

bTf# 6 tife^^ ^dd a/* * y -;i/-c®M-r aiiJB^ n^f 

f# tlfefc-Sm (14mg) §10%li-^^y-;« (2ml) fc?gPU & 

H*^«fii (E S I -MS, m/z) : 541 (M + + 1 ) 

^%^J8 3 9: {4-f(6, 7-^ h^>-4-^ 'JJV) a-^*/] 731 
-;V> [2- (4-7MP-2--hP7x;jp^) J^;i/] ^;i/^^r->F 

4- (4- { [2- (4-7/i/tD7x7^>» 

^» -6, 7 -^p< h^>3^ U > (2 Omg) Wffl ( 0 . 5ml) £2JP;L 0 

3 0^P B m#bfe o H«^|gfn^@t7jC^^ h U ^Azk^^P^ D 
/1/A-efttBs ISfn^zK^T^b^TKMIt^- h 'J7AT^Hbfeo SJfTM 
£ ©* b Tt# £> ^fe^^ £ * p p a/^ ^ y -)V-£mmir& MM 9 n v h ? 
^y-i-lz^bmmhs 1 3mg s iR^5 8%-ef#feo 

m^fifc^m (1 3mg) £1 0%igm— (2ml) fc*#U ^ 
Wei O^Sbfco MJET^^@*bfc^ ^^^;i/oi-^;i/§ijp^ s #fm 

'H-NMR (DMSO-de, 4 0 0MHz) : d> 3 . 5 0 -3. 5 8 (m, 2 
H) , 4. 0 3 (s, 3H) , 4. 0 5 (s, 3H) , 4. 5 3 (t , J=4. 9Hz, 
2H), 6. 93-6. 97 (m, 1H), 7. 47-7. 65 (m, 5H), 
7. 73 (s, 1H) , 7. 8 7 -7. 9 4 (m, 3H) , 8. 80 (d, J=6. 
3Hz, 1 H) , 

lIMi (ESI-MS, m/z) : 513 (M + +l) 
jlj8i0 : [2- (2, 4-^PP7i;^» {4- [ (6, 

4- (4- { [2- (2, 4-^PD7i;^» 7J1/7 7-M 7 
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xy^i/) -6, Y*i/*rJ U> (2 Omg) Izffim (0. 5ml) £#P 

bt ft nfca^ S^nn ^/l/A/^ * y JgHf 3 ^Ji^ oyF 
^77^-l:i!)iiU 9mg, W9 2%T#feo 

tt^tife-fb^rti (l 9mg) § l o%±iit— (2ml) fc^fu ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 5 0-3. 6 2 (m, 2 
H) , 4. 0 2 (s, 3H) , 4. 0 5 (s, 3H) , 4. 3 9 -4. 4 9 (m, 
2H), 6. 91 (d, J = 6. 3 Hz, 1 H) , 7. 26 (d 3 J = 9. OH 
z, 1 H) , 7. 3 7-7. 4 3 (m, 1H) , 7. 5 7-7. 6 4 (m, 4H) , 
7. 72 (s, 1H), 7. 90-7. 97 (m, 2H), 8. 81 (d, J=6. 
3Hz, 1 H) , 

SiMI (ESI-MS, m/z) : 518 (M + +l) 
jg»118 4 1:6, 7 h^->-4- (4- { [3- (3-*?-})/7*S 

m-^l/V-;i/ (0. 6g) ^T-feh-hU;v (2ml) fc^bfcf^ 1, 3 
-^^D^rP7l> (1.1 3ml) s j^It^U^A (2. 30g), H>>{b^h 
^n-WTV^E-^A (2 0 5mg) £in*. N 3 Bf F^JPifoSi^bfco S«£7j< 

^ai//DP^At'i^ lgin^ig7k(iT^b^7j<?M^- h u ^a»i 
^^^DTh^77^-tj:DfSU l- (3-^D^rn^3p^» - 3 - 

^^;^>-if> (1) %8 3 1mg, lR^6 5%-£f#fco 
(1) (1. 0 7g) £T-teh> (5ml) tSUIlfc^ 4-tFDJpW7i 
(6 4 7mg) N ^It^U^A (7 0 9mg) §SPx.s MMT 2 l$[f8J*# b 
fe o Rjfom tz 1 N -HC 1 £#P £ £ D D T? WrfcHs ISfD^7jc iz T b«<a 

IitS^'J*WDYh^77^-fcJ;f)IiU 4- { [3- (3-^ 
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;i/7x;^) 7dk;i/] ^77^} y^j— ji (2) & 1 . 0 0g s iR¥7 

(2) (2 0 Omg) s 4-7PP-6, 7-^p< h=^>*y U> (3 2 6mg) 
7nPOf> (0. 4ml) fcj&niU 14 0°Ct-M#Lfco sj£«;rf§fn#£ 

1 3 4mg s 3 7 %T?f#fco 

m^tif^t^ (1 1 Omg) §1 0%^— (4ml) J3«?U 
^fl^JDis Vt&ViM.mi&l 0 3mg£?#£ 0 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 2 . 0 5 (t, J = 6. 8H 
z, 2 H) , 2. 27 (s, 3H) , 3. 19 (t, J=7. 3Hz, 2H), 4. 0 
4 (s, 3H) , 4. 05 (s, 3H) , 4. 08 ( t , J=6. 1Hz, 2H) , 6. 
7 0- 6. 7 7 (m, 3 H) , 6. 88 (d, J = 6. 6Hz, 1H), 7. 1 
6 (t, J = 8. 3Hz, 1H) , 7. 3 7-7. 4 2 (m, 2H) , 7. 55- 
7. 61 (m, 2H) , 7. 69 (s, 1H), 7. 75 (s, 1 H) , 8. 80 
(d, J=6 .. 6Hz, 1 H) , 

mmm 842-. 4- (4- {[3 - (2 -7WP7x;^» tp tvi/i ^ 

JV7 7-M 7x7Jr>» - 6, 7-^^fm7'J> 

o-7jwn7i;-)P (0. 6g) ^7--feh—hi;;i/ (2ml) izmmvtzm, 

1, 3-^^P^rny1> (1.0 9ml) s ^mtiV^A (2. 22g), 3 
Yb^ h^n-^;i/T>^-^A (19 8mg) £#Px.s l»niiilfeo 

^i/iJ*WDYf^7^-fci^lSU 1- (3 -yo^rn^^) 
- 3 -^;i/^>-tf > (1) §93 Omg, 5%-£f#£o 
(1) (1. 1 Og) h> (5ml) fciibfc^ 4-tFnJrm7x 

( 6 5 7mg) N U £A (7 2 Omg) §»P^ N ^St?2^8fc#b 
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IiT5^>'J*WDYb^77^-tJ;!3iIU 4- { [3- 
tD7i;^^/) rntvi/] ^/V7 7-M (2) $ 8 5 3mg. W 

6 5 %T#fcc 

(2) (2 0 Omg) s 4-7DD-6, 7-^^ h^>^ U > (3 2 2mg) (3 

^pp-<>h£> (o. 4mi) $ip^.s 1 4o o cx^mmnvtzo fcjfomizmmm. 
th>-emts^'j*yMDTh^77^-t:<tt) ism u mmcQih&yd % 

1 6 7 nigs JR*5 0%T#fe o 

%t>*lfeih-&m (1 3 9mg) §1 0%^lt— **S-;vmm (8 ml) CSiLs 
*gH£«JGU ^b^KJSl 3 2mg£f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 4-2. 1 3 (m, 2 
H), 3. 20 (t,J=7. 1Hz, 2H) , 4. 04 (s, 3H) , 4. 05 (s, 
3H) , 4. 18 (t, J=6. 1Hz, 2H) , 6. 87 (d, J=6. 6Hz, 1 
H) , 6. 9 1-6. 98 (m, 1 H) , 7. 10-7. 24 (m, 3H) , 7. 
36-7. 42 (m, 2H), 7. 59-7. 63 (m, 2H), 7. 69 (s, 
1H), 7. 74 (s, 1H), 8. 80 (d, J=6. 6 Hz, 1H), 

mnM8 43:4 - (4 - {[4 - {2jz2JU£V_7^Z g±j ^±2kJ ZJk 
77-M 7xyje-» - 6, 7-^hmy'J> 

o-7;wo7x;-;v (l. og) ^r-fe h— (3ml) fcWPbfcf^ 

1, 4-^7*D ; E7^> (2. 1 3ml) s M*'J7A (3. 7 0 g) s 3*Mb 
^ h^n-^;i/T>^E^H7A (3 3 Omg) &fln*. N 1 B#RSin*ft»ifcbfco SJfe* 

jlbfeo «ffiT*«*S*bT»&nfc^*^^>/WK3:^;i/-c®Hi-ra 
:>U#7*;i/£n^ h777^f-{;J;DliU 1- (4-7D ; E7f^) -2 
-yfrJtu^yJz > ( 1 ) £ 1 . 5 7gs W7 1 %T^#feo 
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(1) (1. 5 5g) h> (4ml) fc&jWLfcgU 4-tKn^>^7i 
(8 7 3mg) s MS&fcU^A ( 9 5 6mg) £/jnx. s Si7?2^»#b 

fee Kjfc&fc lN-HCl§in^^DD^;i/AT?tttBs ^0^7j<^T^bte-7j<®St 

jgia*r*^y*y;v^o^h^7>f-K:j:t)3fiiasu 4- { [4- (2-7^ 

^•D7iy+i/) 7;i/7 7-Jl/} 7i;-Jl (2) § 1 . 6 6g s 1R^9 

0%T't#feo 

(2) (200 mg), 4-7DD-6, V> (3 0 6 rag) £ 
7PD^^> (0. 4ml) £#Px., 1 4 0-C7?— «ft»»bfco M^fcfgfPj^ 

•fe h > tiit § ^> u * d ? h ^ 7 7 - j; DM^bs mmcoib&M* 

1 5 6mg, W4 

nztifcib&m (9 9mg) &i o%«ik— **;-))/mm (4 mi) tsmu g 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 1 . 7 3- 1. 9 5 (m, 4 
H) , 3. 12 (t , J=7. 3Hz, 2H) , 4. 0 3 (s , 3H) , 4. 0 4 (s, 
3H) , 4. 0 9 (t, J=6. 1Hz, 2H) , 6. 8 6 ( d , J = 6. 6Hz, 1 
H) , 6. 8 8 - 6. 9 7 (m, 1 H) , 7. 0 8 - 7. 2 3 (m, 3H) , 7. 
3 4-7. 3 9 (m, 2H) , 7. 5 2 -7. 5 7 (m, 2 H) , 7. 61 (s, 
1 H) , 7. 73 (s, 1H) , 8. 78 (d, J=6. 3 Hz, 1 H) , 

mffi,m8 4 4 : 6, 7 -V^Y^-jz-A- (4 - { [4 - Q-^^l/y^y 
^>) 2^2k] 7;v7y-;i/} ^j.y^->) =^t_u_> 

m-^W— ;U (lg) £7--feh-hU;V (3ml) fcSSf#bfc&s 1, 4-S? 
7*P^^> (2. 2 1ml) s KK*'je?A (3. 84g) s 3 <>fbrr h 5?n-:/ 
^l/T^^n^A (3 4 2mg) ^jjPXs l^TOM^bfeo ,EJfc«tl;?k£j&D* 

ET^*e*bTi#&tLfca^*^^>/ff»^;i/*ejgii-ra^y3t7y;i/ 
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>V> (1) £#fco 

(1) (4ml) tzmffihtzWis 4-tFn^>ft7i;-/l/ (2. 

0 7g) s mwtijvtA (2. 27g) *jn;u ^mt? 6mmmnhfco 
iN-Hci*init^DD^;pA7?ttms isfflA^fc-c^b^aK^-h u^a 

A^^DYh^7 7^-tJ;DilU 4- { [4- ( 3 * 
is) y^jvl X/V7 7-M (2) £1. 0 4g s W3 9%«o 

(2) (2 0 Omg) s Dp- 6, 7-*?* V*^*; >; > (3 0 9mg) fc: 
^DO^XO. 4ml) &iQ;t N 1 4 0°CT— IftSH^Ufco Kjfc*fc*»fiJj(ft 

■fe b >T?JglB-rs ^> ';AWDYh^7>f-ti DiiU gtM<ZMbi§r^£ 

1 3 9mg s i»4 2 %trt#7ho 

W&ftfcflj'&W (1 1 5mg) £1 0 %JfiH— ^ * y (6ml) fc$g#U 

Ifitl OMilfeo *&E~F*Jfc&eSbfc8k W»^^-;i/SJo^ N DftBbfc 

'H-NMR (DMSO-ds, 4 0 0MHz) : 6 1 . 72-1. 9 1 (m, 4 
H) , 2. 26 (s, 3H), 3. 11 ( t , J=7. 1Hz, 2H) , 3. 98 (t , 
J=6. 3Hz, 2H) , 4. 03 (s, 3H) , 4. 04 (s, 3H) , 6. 68 
-6. 76 (m, 3H) , 6. 86 (d, J=6. 6Hz, 1 H) , 7. 11- 
7. 17 (m, 1H) , 7. 3 3 -7. 3 9 (m, 2H) , 7. 52-7. 57 
(m, 2H) , 7. 60 (s, 1 H) , 7. 73 (s, 1H) , 8. 78 ( d , J 
= 6. 6Hz, 1H) , 

lii 845:4 - (4 - {[3 - (2 -7^P7 x. J =fr-» 7°P bVl/] ^ 
;i/7 7-M :7^^>) - 6, 7-^ h^j^±\/JI> 

o-7;P^D^oiy-;v (0. 6g) h=-Y Vfr (2ml) fc$g#bfc&N 

1 , 3-^7nt7P^> (1.0 9ml) x »J £A ( 2 . 2 2 g) s 3 >7 

-fb^ h^n-7^;VT>^-r>A (19 8mg) ^Jp^, 1 NfH*P*WtSEbfco HJfo 
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- 2 -^;V^"D^>Hf > (1) £ 9 3 0mg s JRs£7 5 %-£f#fco 

(1) (1. lOg) §7th> (5il) fciitfc^ 4-kFP^t7i 
( 6 5 7mg) s &»*U £A (7 2 Omg) fciPiU S»7f 2WfW*#b 

K^- h u^At?<6«bfco «ffiT*«*e*bT»fenfc«i*ft^DD^;i/A-c 
®M-rs^y*y;v^Pvh^7>f-t:J:t)»»bs 4- { [3-.(2-7;v 
tD7i.;^» 7dk^] ^;i/7 7-M 7x;-;v (2) &o. 8 5g N w 
6 5 %xnfco 

(2) (lOOmgK 4-7DD-6, 7 h ^^^^ >J > ( 1 6 3mg) 

fc^DD^>Hf> (o. 3mi) &ina. s 1 4 o o cx—mmnvtzo j&j&mzmu 

7KffiiMj- h U 9A«lfco MJETmm&m&\sX&t>titeM£*^*V>/ 
§ 6 5mg s W 3 9 %Tf#feo 

»&nfc-fb-&«i (6 omg) §1 o%mm— **;-)\smm. (8 mi) tiisu ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 01-2. 10 (m, 2 
H), 3. 16 (t, J=7. 3 Hz, 2H), 3. 99 (s, 3H) , 4. 00 (s, 
3H) , 4. 13-4. 23 (m, 2H) , 6. 9 0 - 6. 9 3 (m, 1 H) , 7. 
09-7. 51 (m, 8H) , 7. 58 (s, 1H), 8. 65 (s, 1 H) , 

mMM8 4 6:6, 7 -is* )^>-4- (4- { [3- (_3_=^i±2kZ^ 
^r->) 7°Pb.°;i/1 7JV7 7-M 7i/jr^) *i~"J V > 

m-^ l/V-;V (0. 6g) ST-feh— hU;i/ (2ml) fc$gJS?bfcgU 1, 3 
-^/d^/d;^ (1.1 3ml) N »'j^A (2. 30g) , 3«Wb^ h 
^n-^f/l/T^^E-^A ( 2 0 5mg) ^iO^s 3 I^HiDlft»*bfco HJ&iftfc:* 
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*WDY^7 7^-tj;!)iIU 1- ( 3-7*D^7'D^» - 3- 

* ^;^>Hf > ( 1 ) £ 8 3 1 mg, W 6 5 %t!f#feo 

(1) (1. 07g) §7^h> (5ml) J3^$Pbfc!£s 4-tFnJpi/^7x 
( 6 4 7mg) s mmti^t>h, (7 0 9mg) £#niLs ^?UT2B»lfl#b 

feo ^rtfc lN-HCl§^D^^PP^;VAT-fflms ^ffi^7KtT^#b^7k^ 

Sii-r*^y*^;v^D^h^7^-t:«J;b«f»U 4- { [3- (3-^tf- 
;P7^^^>>) rPUVP] 7JP7 7-M 7xy-/l/ (2) =£1. OOgs 1K^7 

(2) ( 1 0 Omg) s 6 , 7-^pt b^^VU > ( 1 6 5mg) 
t^PP^>Hf> (0. 3ml) ^inx.s 14 0°CM»Lfc o MjSMfcg&fn 

^gbKHi^h 'J^A7k«^inx.^pp*;i/A^tti±lx lSfn^7jciiT^#b^ 

* 8 2mgs 1R*4 9 fco 

^tht^h^m (7 Omg) ^10%Ii-^^7-« (3ml) fcSiU g 

H£*SU ?5fe#b^ltiMl 2mg^t#feo 

Hfi^jffii (E S I -MS, m/z) : 4 6 3 (M + +l) 

Iii8 4 7:6, b^->-4- (4- { [4- ( 3 ^71/7 ^ J 

3^>) -?±n/} ^/V7 7-M 7 3r±w> 

m-PU^—Jls (lg) £r-teb~bU7l/ (3ml) £$gfl?LfcgU 1, 4-*J 
•?n^y&> (2. 2 1ml) s m.M*VV& (3. 84g) , 
^l/^^-^A (3 4 2mg) §j)Di, 1 StP^DilS bfeo Hii&^i37j<^5D^ 
^DD^ATtttfi, »^7K^T^b»M^- b U ^At^jlbfc, M 

77D^ h^'^^-f — t J; tiltMbs l- (4 -yntT* b3^>) -3-^71/^ 
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(i) %mtco 

(1) £T-teh> (4ml) fc^ibfclls 4-bFn^t7i^-;i/ (2. 
0 7g) „ ^It^U^A (2. 27g) ^iP^s ^©l?6^^jS#bfeo 
lN-HCl^SP^.^DD*;VAt?^ms ^fP^7jci3T»bM7jcM^-h U<7A 

r^iitbfeo us.rmm^m^ bx# £ tuta^ ^oo ^jvAummr^-y u 

tWI/^p^ h ^7 ^— SADISM bs 4- { [4- ( 3 31 y 

7i7- ;i/ (2) §1. 0 4g, lR^3 9%-£#fco 

(2) (10 0ig)s 4-7PD-6, 7 b^S/^V^y > ( 1 5 6mg) 
{3^7DD^>-lf> (0. 4ml) £#PiU 1 4 0°CT— Rfeit#bfco SJfefcfcffift 
^gtdcifc T-h'J^A £ #P £ ^ P D A T «J £Bs ti&ffi&WK T b m 

7kmmj- h y >7At^iufeo Mj±r«^®*bTt#e>nfea^^^^-9->/ 
^ i i o mg s ium 6 6 %nmfco 

m^tifz^m o 5mg) o %mm— * $ ; -^mm (8 mi) t^u u 
u-ni o^gbfeo Mj£T^^^*b^cf^s ^@t^^;v*ip^s */rmb£$g 

H £ *8U ?5fe# 6 0 ngfc^fc o 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 71-1. 91 (m, 4 
H) , 2. 26 (s, 3H), 3. 07 (t, J = 7. 1Hz, 2 H) , 3. 93 
-4. 04 (m, 8H) , 6. 6 8- 6. 7 6 (m, 3H) , 7. 14 (t, J = 
8. 1Hz, 1H) , 7. 25-7. 31 (m, 2H) , 7. 3 8-7. 4 8 (m, 
3H) , 7. 5 9 (s, 1H) , 8. 6 4 (s, 1 H) , 

mmm8 4 8:4-(4-{F4- (2 -7/l/tP7i7 y^JVl X)l> 

7 7 - 6, l-*J* M^jFi±^y> 

o-7MD7x7-/l' (1. Og) £T-fe h— h»j;i/ (3ml) fc$g#PLfc&N 
1, 4-^^D^^> (2. 1 3ml) N IfcKfcy^A (3. 70g), 3<Mb 
^ h^n-y^T^n^A (3 3 0mg) £#P;U 1 B^MM^tbfco SJtS* 
fcTk&in*.* DD*;i/AtffltB, ISfn^7Ki3T^#b^7jcSfi@t^ h y 
il^bfeo MHT«^^bTf#&tifea^^^^i7->/M^^;i/-eMI^-ri) 
i/'J*WnYh^77^-t<t^lU 1- (4-7*D ; E7*h^» -2 
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-7;i/tD^> (1) §1. 5 7g, 

(1) (1. 5 5g) £T-teh> (4ml) CMUfefl 4-tFn^>Wi 
(8 7 3mg) s mStiiWK O 5 6mg) S#P;ts ^UT2B#^at#b 

fee K.mmi iN-Hcisijp^^DD*;vA^jfim> ^A^fcT$fc#b»izfci« 

nan^'JAWn'? h^^-fcj; DJfMttU 4- { [3- (2-^;i/ 
tD7iy^» ;w (2) si. 6 6g, i&*9 

(2) (10 0mg) s 4-^DD-6, 7-^p* h^WJ > ( 1 5 4mg) 

iz^uu^y^y (o. 4mi) san^u 1 4 o°ct?— nfeai#bfco Bimmzmu 
Tkmmi- h 'j-)A«bL »jET*«*e*bt»&tifcgi*%^i?->/ 

S 1 1 7mgs JR^7 3 

m^tifcik&W} (9 6mg) SI OKJfiSH-**^— (6ml) fc$gf#U ^ 
ifi-Cl OMibfec «BET»J«*B*b}fe«N W^^;vS^Px.s *JTtBbfeM 

m%mm, m&Lmwtms imgs#£o 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 7 3- 1. 9 4 (m, 4 

H), 3. 09 (t, J = 7. 3Hz, 2H), 3. 99 (s, 3H), 4. 01 
(s, 3H), 4. 08 (t, J = 6. 3Hz, 2H) , 6. 87-6. 96 
(m, 1H) , 7. 0 7-7. 2 2 (m, 3H) , 7. 2 7- 7. 3 2 (m, 2 

H), 7. 43-7. 48 (m, 3H) , 7. 61 (s, 1 H) , 8. 71 (s, 

1H) , 

mMM8 4 9 : 4- (4 - { [2- (2-7MP7i;^) ZJkZ 
7~M yjLj^js) -6, l^Jl2Lt±^±^Jl> 

o-7MD7i;-jP (0. 6g) ST-teh> (2ml) IzmffiLtz&s 1 
d ; E-2-^ddx^> (0. 69 ml), £*S£# U£A ( 1 . 1 1 g) s 3£<fb 
^ h^n-7>;i^T>^E-i>A (19 8 aig) SiJPX-s — RfeSP^jg^bfco 
7kSJPx.^no^;i/AT^ms ISjRiA*fedcfc:t:^b«t*5«K^- h 'J^A^i 
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'J*WnYf^77^-t:J:f)iiU 1- (2-^nnxh^» -2- 
7;i/^-D^>-€ > (1) §4 3 8mgs l£2^4 7%Tf#fco 
( 1) (4 3 2mg) (3ml) £«PbfcfJL 4-kFo^^^7x 

(3 4 3mg) , #tIf#'J<>A (3 7 6mg) £iPx., ^T-Hft3t#bfco 
lN-HCl^P^DD^l/A Tttms «i^m7jc^T^#b^7j<M^- 
h U ^7 A b fco «J£T?^£gfSc bTf# £> tlfea^ £ ^ P D A TMH 
«^y#^;v^n ^h^^-fcJ^^MU 4- { [2- (2-7;i/^n 
7 ^3^) rc^;i/] 7i;- ;i/ (2) £3 4 5mg s 5 3% 

(2) (lOOmgK 4-^PP-6, 7 h3^>^V"U > ( 1 7 lmg) 
^77DD^>-1f> (0. 4ml) %13U?L. 14 0°CT-Wbfco BOS^fgftl 

£11 Omg^ H«6 4%T-#feo 

m^ntc^^} (9 Omg) £1 0%ffi&— (6ml) t«f»t, g 

'H-NMR (DMSO-de, 4 0 0MHz) : 3 . 42 (t, J = 6. 6H 
z, 2H) , 3. 98 (s, 3H), 4. 00 (s, 3H), 4. 26 (t, J = 
6. 3Hz, 2H) 3 6. 92-6. 99 (m, 1H) , 7. 08-7. 62 
(m, 9H) , 8. 6 5 (s, 1 H) , 

mnffl8 5 0:6, 1-*J* (4- { [2 - (3 =jj±Jl7^Z* 

m-^l/V-;V (0. 6g) £T-feh> (2ml) fc*#bfc& N l-7*Dt- 
2-7DDx^> (0. 6 9ml) s jKK*y*>A (1. 15g), 3<Mb^h^ 
n-^;VT>^-»>A (2 0 5mg) §^PXs — ^iP^SMbfeo HJi&^t7jc^P 

x. ^ d d a -effl t£K IS*n££* fc: t Sfe$£ b*feK«ftg*:*- h y ^ a n&m b fc „ 
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;byp^ hP^y-i— izX bIMKU 1- (2-P'uu^h**s) -3-A^-)V 
*<>M> (1) £3 4 7mg N 4X¥3 7%Tt#feo 

(1) (3 4 1mg) §7-fe h > (3ml) SdWPbfc^ 4-hFD^t7i 
(2 7 8mg) N »'Jf7A (3 04mg) £#n;ts HfeiI#bfco 

t^^'J^WDTh^y^-tcfcfJiiU 4- { [2- (3-^^1/7 
jiy^) x;i/7 7-M 7i;-A (2) §2 4 3mg s i»4 7 %7? 

(2) (10 0mg)s 4-7DD-6, 7-iM h^^^\/U > ( 1 7 4mg) 
(Z^DD^>-tf> (0. 4ml) &M%.s 1 4 0°CT— Ufefll^bfco fclSIP 
^zklfc:*- h U £ ATk^rtS^nx.^ p D*;i/At«iffis ISfP^7jci3T^#bM 

£8 6mg N l&5£5 0%"t!f#feo 

^e>tifc<b^ (7 2mg) §10%M-^^;-Jl/g$ (6ml) fc$8#U ^ 
bfc*g£l&iMiU ^blt«5 2mg£f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 7 (s, 3H) , 3. 
38 (t, J = 6. 3Hz, 2H) , 3. 98 (s, 3H), 4. 00 (s, 3 
H), 4. 17 (t , J = 6. 3Hz 5 2H) , 6. 68-6. 78 (m, 3 
H) , 7. 12-7. 18 (m, 1H) , 7. 2 7- 7. 3 4 (m, 2H) , 7. 
41 (s, 1H), 7. 50-7. 56 (m, 2 H) , 7. 58 (s, 1 H) , 
8. 6 2 (s, 1 H) , 
mmms 5 1 : N-r2-(2, 4-^yPP7 z^Jt^l*±2)dzMMiMz¥£ 

->-4-^-y 'j;i/)^'>l7i-ji/}7^> 

7jc^b±hU<7A ( 60mg) §^f;i/*;i/A7U* (3ml) fcigfi?bfe 
2,4-^7007x7-/1/ (2 4 5mg) ®7^»^A7^ (5m 
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1) ^iPX.T^TT10^P H m#bfeo M^T^n^^T-jlT^^- h (344 
mg) O^^fM/l/AT^ K^rt (5ml) flP;LTs $f>fcSSTt9 O^HS 

Iitb^A«lfeo ttflg£ s 5%7j<^b± h U^AtK^M (10ml) 

&jpx_, 8o°c^ i ommmnhtzo m^x 1 N£K&jn*.*§f«&iM4fcu £ 

1 0mg s J&*9 4%-emtzo 

2-(2,4-^^DD7xy^»ffi ( 3 1 Omg) t^nn*M (5ml) fciP 
£ N l-x^lz-S-lS-^^f/l/T^rDh'/l/)*/!/*^^ ^ KffiKffi (4 0 3m 
g) s 1-b pD^W h 'J7V-/V- jjantJ (2 8 4mg) s 4-[(6,7-^t< 
f^>4-^yj;P)^>]7-'J> (4 9 8mg) ^iO^.TiPHftM^T"e2B#^ 

bs isfn^itzk^^-h u^A7j<^^ iNa zks mm±M7kx°tfcm%, mm 

IfM-r^^ht J: Nl-{4-[(6,7-^p< F^^;ij;y)^^]7xr;i/}-2 
-(2,4-^7DD7x7^^)7t 5 0 Omgs W¥l 2 %T?#fco 

Nl-{4-[(6,7-^7< h=^>-4-^y 'J;i/)^^]7xx;v}-2-(2,4-^^nD7x7 
3^>)T-te h T ^ F ( 2 0 Omg) ^rh^t FD77> (10ml) MMPb 
fef^s ^-t 1 f7th*D77 >fgfa<D 1 h7tFD77 >SSftS ( 1 . 3 m 
1) %MZXl}UMi s MmTX>2.mF3m$Lfz 0 0°C^^bpH= 1 IzteZ&X 1 N 
m^^^P^Ts ^6»fciPJtt««ET*C3 O^K«#b&o 0°Ct^blN7jc^b 

>7A7jC»^JnX.pH= 1 2 ^bfeo ^DD*MfitBliibfe^ 

iS§7DD*M-^^;- ;v^©7j^ATMMT^^ £££ mM<Dik-& 

M15 6mgs 1^8 0%-et#feo 

1 H — NMR (CDCla-di, 4 0 0MHz) :S3. 76 (t, J = 5. 4H 
z, 2H) , 4. 11 (s, 3H) , 4. 14 (s, 3H) ,4. 47 (t , J 
= 5. 4Hz, 2H) , 6. 81 (d, J = 6 . 6Hz, 1H) , 7. 08 (d, 
J = 8. 8Hz, 1H) , 7. 2 3 - 7. 2 7 (m, 3H) , 7. 38 (d, J 
= 2. 7Hz, 1H) , 7. 54 (d, J-=8. 8Hz, 2H) , 7. 69-7. 
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70 (m, 1 H) , 8. 01 (s, 1 H) , 8. 65 (d, J=6. 6Hz, 1 
H) 

rn.rn.mjxm. (esi-ms, m/z) i4 8 6 (m + + i ) 

Nl-{4-[(6,7-^p< h3^>-4-3V 'J;i/)^i']7ir:;i/}-2-(2-^7 t ;V7iy^ 
SyjT'-fehT^K ( 2 0 0mg) ^rh7th'D77> (10ml) IzmU^tz 
jtf^ h v t FP77 >&{£<D 1 h7th'D77 >?§M ( 1 . 3 m 
1) SJDitTJ«l»»aETTf2I^Hli#L/fco 0 o Cfc#iJJbpH= 1 fc&53;T? 1 N 

mm^m^Xs ^f>tMi^Tt-3 o^w«#bfco o°c{3^4PbiN7jc@^b 

1 H — NMR (CDCla-di, 400 MHz) :52. 11 (s, 3 H) , 3. 
88 (brs, 2H) , 4. 06 (s, 3H) , 4. 10 (s, 3H) , 4. 4 
0 (brs, 2 H) , 6. 72-6. 76 (m, 3 H) , 6. 96-7. 01 
(m, 2H) , 7. 2 8 -7. 3 2 (m, 2H) , 7. 53 (s, 1 H) , 7. 
88 (s, 1 H) , 7. 96 (brs, 2H), 8. 72 (brs, 1H) 
IlMf (ESI-MS, m/z) :43 1(M + +1) 

mnm 8 5 3 

N-{4-[(6,7-^ Y**y-\-*J ij;i/)t^^]7xrjb}-N-[2-(2-^ F^7i; 

Nl-{4-[(6,7-i?^ hdrSy-4-^ryU;i/)^^r^]7ai-;i/}-2-(2-p< h*i/7^s>* 
->)7 J t h7^ K ( 2 0 0mg) ^rf7tb'D77> (10ml) fc$g#Pbfc 
>-t^ h7t FD77 >%£fa(D 1 h7tFD77 ( 1 . 3 m 

i) zmzxiiMMm'T-czmmtitnLtzo o°c^^sibpH=ifc^^^T-iN 
mm^m^Xs ^^^.limmmyxz o^mmnLtzo o-ct^PbiNzkSHb 
±bv t>&7kmwL%i)ii7Liptt= i2t bfeo zvriTtsjvAxmitiLmmLfzik, 
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1 5 5mg, «8 0%-ef#fco 

rn.rn.mmu (e s i -ms, m/z) : 447 (m + +d 

Nl-{4-[(6,7-i^ h^>-4-^y 'JJl/)^>]7xrjl/}-2-(2 ) 6-^^nD7x 
y^->)THzhT^F ( 2 0 0mg) §rf7tFD77> (10ml) 
bfef^s #5 >-:r b7tFD77 lMfh7tF D 7^ >}g?$ (1.3 

ml) §iPXTiP^M^T-t?2Bt^a#bfeo 0°C£tfr£Pbp H = 1 lzf£% £X 1 
NMm^M^X, $^fc»I^3 0«#lfeo 0°C(3^PblN7jcIf 

1 H — NMR (CDCls-di, 4 0 0MHz) : 6 3 . 5 9 (brs, 2H) , 
4. 04 (s, 3H) , 4. 05 (s, 3H) , 4. 29 (t , J = 5. 4Hz, 
2.H) , 4. 54 (brs, 1H) , 6. 43 ( d , J=5. 4Hz, 1 H) , 
6. 76 (d, J = 9 . 0Hz, 2H), 6. 98-7. 05 (m, 3H), 7. 
27-7. 31 (m, 3H), 7. 41 (s, 1H), 7. 59 (s, 1H), 
8. 4 6 (d, J=5. 4Hz, 1H) 
mA^frm (E S I -MS, m/z) : 4 8 6 (M + + 1 ) 
mMM8 5 5 : N-{4-[(6,7-^ Y J U JV)**^] 7 :c-;i/}-N-[2- 

(2,6-^ 5^ 37 3i y *i/)^)V]T$ y 
Nl-{4-[(6,7-^ h^-^-4-^y U ^=.J]y}-Z-(2,6-V^^-JVy ^ 
T-febT^K ( 2 0 0'rag) §rh7tFD77> (10ml) izmffi 
bfcf^s ^ h7tFD77 ymfo(D 1 h7tFD77 (1.3 

mi) %mzxtofimm.i : r*2mr*mnistzo o°c(3^*pbpH= nztzz&T* 1 

N^gg^iP^T. ^?»t|)DiI^TTi3 0^r»bfeo 0°Cfc^SPblN7j<@t 
^b7" h U ^AtK^^SP^pH = 1 2 ^bfco ^DD*;i/AfiHilI»l^s 

4» 1 5 5mgs i&^8 0%Tl#feo 
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'H-NMR (CDCl.-di, 4 0 0MHz) :6 2. 29 (s, 6H) , 3. 
55-3. 56 (m, 2 H) , 3. 99-4. 02 (m, 2H) , 4. 03 (s, 
3H) , 4. 04 (s, 3H) , 4. 38 (brs, 1H) , 6. 42 (d, J 
= 5. 4Hz, 1H) , 6. 76 (d, J = 8. 8Hz, 2H) , 6. 92-7. 
05 (m, 5H) , 7. 42 (s, 1H) , 7. 60 (s, 1 H) , 8. 46 
(d, J = 5. 4Hz, 1H) 

WMfrtirlM (ESI-MS, m/ z ) :4 4 5 (M + +1) 

mmmS 5 6 :N-[2-(2,6-^p< fc *i/ 7 g I )^V;i/]-N-{4-[(6,7-^ fc 

Nl-{4-[(6,7-^ b^^-4-^y U ;V);t^>] 7 3l—JU}-2-(2,6-*>* 
xy^>» 7th7^b* ( 200m g) trh7hFD77> (10ml) fc^ 
(Stfe^ h7tFD77 >fg#© lMrh7kh*D7'7 ( 1 . 

3mi) %mzxmmwrF~z2mmm;nvfe 0 o°ct^bpH= 1 iz^^^x 

IHb^ h U >> AtK^M^JDX. p H = 1 2 hlfeo ^DD*AAT»[[ltIlLf; 
1 5 5mgs Um 8 

'H-NMR (CDCl 3 -di, 4 0 0MHz) : 6 3 . 3 7-3. 3 9 (m, 2 
H), 3. 85 (s, 3H), 3. 88 (s, 3H), 4. 039 (s, 3H), 
4. 044 (s, 3H), 4. 28 (t, J = 5 . 1Hz, 2H), 5. 01 
(brs, 1H), 6. 43 (d, J = 5 . 4Hz, 1H), 6. 57-6. 6 
1 (m, 2H) , 6. 72 (d, J = 8. 8Hz, 1H), 7. 00-7. 04 
(m, 3H) , 7. 41 (s, 1H) , 7. 60 (s, 1H) , 8. 45 (d, 
J = 5 . 1Hz, 1H) 
Ii» (ESI-MS, m/z) : 4 7 7 (M + + 1 ) 
mMM8 5 7 : N-[2-(2,6-^7MP7x; :fr->) J^;i/]-N-{4-["(6,7-^ _b 

Nl-{4-[(6,7-^ h*c*/-4-*; 'JJV)^i/]7i^l/}-2-(2,6-^7MD7 
T-fe hT 7 ^ K ( 2 0 0mg) &xh7tF077> (10ml) Izm 
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3mi) ^mx.xmmmm,'r-^2mmmnLfzo o°c £^*p bpH=it^§st 

1 NiMg^n^Ts ^M:iDiISTT3 0«#bfeo 0 "C^SP b 1 NtR 

-fbl^£ 1 5 5mg s 0%Tt#feo 
li«(ESI-MS, m/z) :4 5 3 (M + +1) 
mMM8 5 8 : N-{4-[(6,7-^ h*is-4-*; »J ;V)^-^->] 7 ^_;y}-N-r2- 

Nl-{4-[(6,7-^p< h^-4-^y U;i/)^-^^]7^n;i/}-2-(3,5-^p<^;i/7 3i 
y^>) 7^h7^ F ( 2 0 0mg) $rh7tFD77> (10ml) 
bfcf^s h7t h'D77 1 h7bFD77 >mW (1.3 

mi) &mzTmmmffi.T-z2mmm$\,fco o°c^^spbpH= iui,!-? 1 

iki- V U ^AtK^^SPx.pH = 1 2 hbfco 7DD^1/A?iffibllbfct, 

« 1 5 5mg\ IR^8 0%^#fe o 
Si^Jri(ESI-MS,m/z) :4 4 5 (M + +1) 
fg»!J8 5 9 : N-f2-(4-^PP7 3iy ^->)^^-;i/1-N-{4-r(6,7-^p< h^>-4 

iJM^^]7i-JV}7^> 
Nl-{4-[(6 5 7-^p< h^^-4-^y ';/I/)t^^>]7xr;i/}-2-(4-^DD7x7^ 
->) 7-feh7^ F ( 2 0 0m g) §rh7tFn77> (10ml) (3^1$ bfe 
# s tf^ h7hFD77 >ft#:cD 1 F7tFn77 >mm ( 1 . 3 m 

i ) ^m^xmrnM^y^zmmmnvr^o o-ctz^sibp h= i iz-&%%x 1 n 

mM%to%-Ts ^&tiO«TT3 0^P»Lfeo 0°C(3^SPblN7j<^b 
7-F'J ^A7jcv§ft^iPxpH = 1 2 ^bfeo ^PD^;VA"t!ft&mbMlibfe#s 

t)£ 1 5 5mg, 1R$8 0%Tt#^ o 
UStWII (E S I -MS, m/z) :4 5 2 (M + +1) 
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6 0 : N-r2-(3-^PP7 jiy ^fy)^^;i/]-N-{4-r(6,7-^p< h^->-4 

Nl-{4-[(6,7-^ h *c*/-4r*J >j ;i/)^2/]^ i -M-2-(3-£ nD7i;^ 
$/) 7-feh7U* ( 2 0 Omg) Srh7hFD77> (10ml) fc$gfl¥Lfc 
h7tFD77 >mfa(D lMrh7hFD77 ( 1 . 3 m 

i) ^m^xmMmrf^zmmmwhtco o°c£#*pbpH=it;r&3g;TiN 

SS§7PD^/bA-^^7-/i/^©)b7ATiSlt§^hfc<):^ it®©{b£- 

Ii^$fi(ESI-MS, m/z) :4 5 2 (M + +1) 

gg»J8 6 1 :N-{4-r(6,7-^j>< b=fr->-4-^y U2klJ^dZ^^MzM2z 

Nl-{4-[(6,7-S^ h^r^-4-^y U ;i/ );t^>] 7 :c -;i/}-2-(2-o^;i/:7 :n y ^ 
7*-te h7^ H ( 2 0 Omg) §rf7tFD77> (10ml) l3?g$?b7c 
^ h7tFD77 >$g<f#© 1 h7t FD77 ( 1 . 3 m 

1) *JP^T»M^T-e2^P B m#b}feo 0°C(;^3lbpH= 1 Szft&^-e 1 N 
ig^ £ ^ £ T s £ £> fcMM^tT tr 3 0 frf^mW b <, O °C tfrip b 1 NzkiHb 
± h U <7A7jc^?$£;!jP;tpH = 1 2 at 7DD^;i/AtiiBbilt^ 

1 5 5mgs mm8 0%-vmtco 

IWI (ESI-MS, m/z) :4 4 5 (M + +l) 
mmP\8 6 2 : N-{4-F(6,7-^^ h ^->-4-^t"^ V =.)]/)3r*^] y ~M-N- 
f2-(2-7<^;i/7 3iy ^>)jl7S>I/]:p^ > 

Nl-{4-[(6,7-^7< h^^-4-^7"y , U-;i/)^dr^]7i^;ix}-2-(2-^5 L ;i/^rc 
y^r->) 7^h7^ F ( 2 0 0mg) ^rF7tFD77> (10ml) 
bfcf^s ^ h7hFD77 >$gfa(D lMrh7tFD77 >^7$ (1.3 

ml) £JPxT#P#ft®^TT«F^#bfco 0°C£^£Pbp H= 1 1 
NiM^^JP^Ts £ £> fcjp^Ji^T-e 3 07>PBlJS#bfco 0 °C(3^*Pb 1 NtM 
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'H-NMR (CDCls-di, 4 0 0MHz) : (5 2. 2 6 (s, 3H) , 3. 
58 (t , J = 5. 1 Hz, 2H), 4. 06 (s, 3H) , 4. 07 (s, 3 
H) , 4. 21 ( t , J = 5. 4Hz, 3 H) , 6. 75-6. 91 (m, 4 

H) , 7. 08-7. 18 (m, 4H) , 7. 31 (s, 1 H) , 7. 57 (s, 

1 H) , 8 . 6 3 (s, 1 H) 

WAfrffiiM (ESI-MS, m/ z ) :4 3 2 (M + +1) 

mMM8 6 3 : N-{4-[(6,7-^ h^->-4-^y U 7 ^-;V}-N-[2- 

Nl-{4-[(6,7-^p< b^i>-4-3ry U;V)^-^^]7 3i-;i'}-2-(4-p< l^^>7i; 
T^zYT^Y ( 200m g) §rh7tFD77> (10ml) 
fets tf^ h7hFD77 >mfe<D lMrh5t FD77 ( 1 . 3 m 

I) §^P^TJPi»^TT2^P«#bfeo 0°C{c^iPbpH= 1 izf£%£!2 1 N 

^- h e7A7K^^jn^.pH= i 2^Lfc 0 ^nn*;i/A^ffiufii§b;Hiis 

^S§^DD^/l/A-^^7-/l/^©*7At«tl.iJ:fcJ;Ds ilM©-fb£- 
i§15 5mgs Ms 8 0%^f#fc o 

'H-NMR (CDCls-di, 4 0 0MHz) : 6 3 . 5 2 (t, J = 4. 9H 
z, 2H) , 3. 77 (s, 3H), 4. 04 (s, 3H), 4. 05 (s, 3 
H), 4. 15 (t, J = 5. 1Hz, 2H) , 6. 74 (d, J = 8. 8Hz, 

2 H) , 6. 83-6. 89 (m, 4H), 7. 03 (d, J = 8. 8Hz, 2 
H) , 7. 41 (s, 1H), 7. 59 (s, 1 H) , 8. 45 (d, J = 5. 
4Hz, 1H) 

MMmnm (E S I -MS, m/z) : 447 (M + +l) 

mmM8 6 4 : N-{4-r(6,7-^7< h^>-4-^y U ;tQ:fr^>1 7 :n~;]/}-N-[2- 

Nl-{4-[(6,7-^7< h^^-4-^ry iJ;W^^>]7xr;i,}-2-(4-J:^l/7x7^ 
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*/) 7Mr h7^ K ( 2 0 0mg) $rh7tFD77> (10ml) £$gfl?Lfc 
flL tf^ h7hFD77 >^f*CD lMrb7tFn77 >^?t ( 1 . 3 m 

i) %M7LxtofflimMT-emmmn\sfc 0 o°cfc^iiipH= 1 fc&ss-e 1 n 

m@t§*ax.T, £ £ Cfln&tiSflET-T? 3 O^lfflflfcftbfco 0°C£#r£PLlN7j«ffci 

iS§^DD^i/A-^^7-;W*7Atlit5i:J:fc«t^ ilM©^ 

ft*15 5mg, JR^6 8 0%Tf#fe o 
Jt*#*rH (E S I -MS, m/z) :44 5 (M + +l) 
mmm8 6 5 :N-r2-(2,5-^^PP7 3i^^S/)^;i/1-N-f4-[(6,7-^^ h^r 

Nl-{4-[(6,7-^p< h 3r^-4-^y U ;i/)t^r^]7i^}-2-(2 ) 5-^70 P7i 
y^f^) 7th7U* ( 2 0 Omg) |fh7hFD77> (10ml) 
bfef^s #5 h7th*D77 >$g-f£© lMrF7tFD77 (1.3 
ml) *iP^.-CiP^3gmT-e2KfH«#bfco 0 o C£#r£PbpH = lt^S^f 1 
NMm^m^X, ^?.fcJ)DlIlTt"3 0«jfLfco 0°Ci3^SPblN7j<^ 
fl^h U £A7jc$8$R£;&n*.pH= 1 2 2ibfco ^nn^i/A-eiffiliiim 
aS§^Dn^;i/A-^^7-;^©7J7AtIit^ot{3j;!3 N McKbi^ 
ft£ 1 5 5mgs 0%~emt£o 
li^lfi (ESI-MS, m/z) : 4 8 6 (M + +l) 
mnM8 6 6 :N-{4-[(6,7-^7< h*is-4-*y U ;i/);fr^>] 7 m-;i/}-N-[2- 

(4-7;i/^t-P^3iy^->)j:^-;vl7 ? ^ > 

Nl-{4-[(6,7-^7< h^>-4-^y U;i/)^^>]7nin;i/}-2-(4-7;i/^-D7 3iy 
dr->) 7-lzh7^ F ( 200m g) ^rh7kFP77> (10ml) C§il 
7c ^ F7tFD77 >$§i£<D 1 F7tFD77 ( 1 . 3 m 

1) ^iP^TiP^M«TT*2^^ii#bfco 0°Cfc:#£FbpH=:Lfc:fc5$TlN 
^It^iJPxT, ?f»CiD«Tt?3 0«#lfco O-CfctfiflblNTkBMb 
7-F'J £A*$g*ft&j&n*.pH = 1 2 ^bfeo 7nD*;i/AfiHlbMum 
iSl^nn^A-^^y-WA^A-emw^tj; D s mMOih^ 
«15 5mgs 0%t!f#feo 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 4 . 0 3 (s, 3H) , 4. 
04 (s, 3H) , 4. 14 (t, J = 5. 4Hz, 2H), 6. 82-6. 8 
4 (m, 3H) , 6 . 9 7-7. 01 (m, 2 H) , 7 . 11-7. 16 (m, 
4H) , 7. 62 (s, 1H) , 7. 74 (s, 1 H) , 8. 78 (d, J = 6 . 
6Hz, 1H) 

mmmnm (e s i -ms, m/z) : 435 (m + +d 

mmM8 6 7 :N-{4-[(6,7-^7< h^->-4-^-y U;i/)^-^->l7 3i-;i/}-N-r2- 

TK^b^-hU^A ( 1. 96g) t^^M;VA7^ K (2 4 0ml) 
;U Nl-4-[(6,7-^p< h**y-4-*S V Jls)***s]7 ^—)V-Z-(4-yMV7 

^»7^h7^ K ( 1 1 g) ^iPx.feo fs^T J^b^^i/ (7g) ©^^^;i/ 

*;pa7^ k (1 omi) &m*i}\\%.muT 2mmmw\stzo 7K^M^s#ihb 

Nl-4-[(6,7-^p< h^s>-4-^ry;;v)^-^r^]7^-;i/-Ni-p<^;b-2-(4-7;i/ 

tn7iyJr^)7-fe h75K*7. 1 g\ W6 3%-^t#fe 0 
Nl-4-[(6,7-^7< h3^>-4-^y u;v)^-^->]7^^;v-Ni-p<5 : -;i'-2-(4-7;v^-n 
h 7* ^ F ( 7. lg) ^rh7tFD77> (250ml) (3 
}§Ibfefl ^ h7bh*D77 >fgffc© lMrh7th*D77 >mm ( 4 

6mi) ^m^.xuummm,y^zmmmwvrz 0 o°c^^*pbpH= nztez^-z 

Ms;*- h U>>A7j<^^iD^pH = l 2 ^bfco ^DD^;i/A-eambailbfe 
fti»£3. 2g s iR^40%-ef#feo 

1 H — NMR (CD.Cls-di, 4 0 0MHz) : <5 3 . 10 (s, 3H) , 3 .. 
78 (t, J = 5. 9Hz, 2H), 4. 07 (s, 3H) , 4. 08 (s, 3 
H) , 4. 14 (t, J = 5. 9Hz, 2H), 6. 51 (d, J = 5. 6Hz, 
1H), 6. 82-6. 85 (m, 4 H) , 6. 94-7. 00 (m, 2H), 
7. 06-7. 08 (m, 2H), 7. 61 (s, 1H), 7. 64 (s, 1 
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H) , 8. 4 5 (d, J = 5. 6Hz, 1 H) 
liMI (ESI-MS, m/z) : 4 4 9 (M + + 1 ) 

mmM8 6 8 : X-\Z-(2-2 u n 7 ^ ; *js)^?-)ls]-K-{4-[(6,7-y * F^->-4 

Nl-{4-[(6,7-^ h 3^>-4-^y U;i/)^^]7 31— ;i/}-2-(2-^ P07x/^r 
^ ) 7-b h7^ h* ( 2 0 0mg) ^fh7bh'D77> (10ml) fcr$gJS? bfc 
f^s ^ h7tFD77 >fg#:© 1 M5P h7tFD77 ( 1 . 3 m 

I) §*nx.-CiJP^M^T^2^^a#bfco 0°CMbpH= lt&^s-eiN 
iMH^PxTs ^ttliSTt30Wbfeo 0°C{3^r4PblN7K^b 

7-h'j e/A7K^*»n^.pH= l 2 tbfeo ^DD*;vA-citfiuilibfc^ 

ft*15 5mg, lRa^8 0%7?f#fc o 
Sl^lfi (ESI-MS, m/z) :4 5 2 (M + +1) 
fg%fffJ8 6 9 :N-{4-[(6,7-^^ ai^;i/}-N-(2-7 

Nl-{4-[(6,7-y^ h^^-4-^y U;t/)^>>]7ir:;i/}-2-7i7 Jr^^-b FT* 
^ F ( 2 0 Omg) §rh7tFD77> (10ml) k:}§#?bfc@^ 4^ >- 
rh7hF077 >$g{fc(D 1 h7tFD77 ( 1 . 3ml) %M%-T 

Ja»»aETt?2I^IHi»#bfco 0°Ct^SPbpH = 1 fc^SSt? 1 Ni&@t£#PX.T\ 

MMpH=12i:bfeo *nn*;i,A-cttifflbig«ebfc^ 1S47DD^ 

lR*8 0%l!f#fco 
M«7>*ffg (E S I -MS, m/z) :417 (M + +l) 
mSms 7 0 :N-{4-f(6,7-^ F=fr->-4-^y U;i/)^-^r->l7 3i-;P}-N-r2- 

(4 Z 2Lf2kZ^2 jF^)^±MZ ^ > 
Nl-{4-[(6,7-^ h^^-4-^y U;i/)^-= 3 r^]7in-;i/}-2-(4-p<7 c ^^icy dp 

->) T-fehT^F ( 2 0 Omg) §rh7t KD77> (10ml) fc$gfl¥bfc 

h7tKD77 >$gf£© 1 F7tFD77 ( 1 . 3 m 
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i) ^uu^xmmmmrf^zmmmnLrco o o c£^£PbpH=ik:&3;£-eiN 

M$tf£l)UZ-T, ^&t»IITt3 0«#lfco 0°C£tff£PblN7j*fb 

«15 5mg, Ms 8 0%lrt#fco 
Kg^frfg (ES I -MS, m/z) :43 1(M + +1) 
^»J8 7 1 : N-{4-[(6,7-^p< Y**y-A-*; U ;i/)^-^->] 7 3i-;i/}-N-[2- 
(3-^^7xyje->)x^;i/]7^> 
Nl-{4-[(6 3 7-^ h3^>-4-^y y;V)^-^^]7^n;p}-2-(3-^^-;i/7aiy ^ 
7th7^ F ( 2 0 0mg) ^rF7bFP77> (10ml) Id^fPbfc 
stf^ >-5* h7t FD77 >Hf*© 1 Mr h7tFD77 ( 1 . 3 m 

i) %mzxmmmffi.TT2mmm;&vf£o o o ctMbpH=i^^stiN 

iggg^Q^Ts £ l3»M£itT-£ 3 07>FM#bfco 0°C{3^blN7k^b 
r h 'J »>A7K^M^^ax.pH= 1 2 iibfeo ^DD*;i,A^^mbYllibfcf^ 
aS^^nn^i/A-^^y-^m^^^AT-ISM-r^ciitzJ; ?5 S SMOfbi^r 
« 1 5 5mg, Ms 8 0%T#fco 
li^lffi (ESI-MS, m/z) :43 1(M + +1) 
mmm* 7 2 :2-(2-{4-[(6,7-SM h^->-4-^y U;v)^j-jp->]T_y y h 

Nl-{4-[<6,7-^p< h^i>-4-^-y y;i/)^-^->]7^-;^}-2-(2-fc FDJr^>7x 
y^rSy) ^-feh^5:F ( 2 0 0mg) §rh7tFP77> (10ml) 
bfc@^ 4?^ >-r h7tFP77 >fg#:cD 1 Mr h 5 fc K D 7 v (1.3 
ml) ^JP^TWAM^T^2B^P«#bfeo (TCJ^iPbp H = lttc^lt 1 

fc^h y £A***£iD*.pH = 1 2 hbL ^DD^A-trtttBb^lSbfef^ 
M§^DD^;VA-p<^y-;i/^©^^A-TrliM-r^^i:{3j: i^£"fb-£r 
tl£ 1 5 5mgs JR*8 0%Tt#fc o 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 4 . 0 2 (s, 3H) , 4. 
03 (s, 3H) , 4. 12 (t, J = 5. 4Hz, 2H) , 6. 71-6. 9 
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5 (m, 7H) , 7. 15-7. 17 (m, 2H) , 7. 62 (s, 1H) , 7. 
73 (s, 1H), 8. 77 (d, J = 6. 6Hz, 1H) 
M&frffiiM (E S I -MS, m/z) : 4 3 3 (M + +l) 

mnms 1 3 :N-i4-r(6,7-^p< h^->-4-^^-v'';-;i/)^-^->i7^-;i/}-N- 

(2-37x7 ^rl/^)\y)T% > 

Nl-{4- [ ( 6 , 7- V * h * ^-4-3^ ^ U ) $/ ] 7 x }-2- 7 x 7 =*r ^ T^-fc 
hT^F ( 2 0 0mg) §rh7th*D77> (10ml) fc?§»bfe^ #7 
>-rh7tb*D77 >fgffc© 1 h^t FP77 ( 1 . 3ml) § jJDX. 

Ti!)ail^Tt2^f#tfeo 0°Cf3^*PbpH = 1 1 Ni^^RX. 

Ts ^f»tjraWTt3 0«jfbf;o 0°Cfc^jJIblN*»^h V<7A 
*$&*S&;&n;tpH = 1 2 bVtzo ^DO^Atiffitliim 1S^7D 
d^;1/A-t< ^7 — ;V^©7J^ A-t:l»M-ra^hfc=fc 15 5 

mg, 0 %Tt#3feo 

1 H — NMR (CDCls-di, 40 0MHz) :6 3. 5 6 (t, J=5. 1H 
z, 2H) , 4. 07 (s, 6H) , 4. 21 (t , J = 4. 9Hz, 2H), 
6. 76 (d, J = 8. 8Hz, 2 H) , 6. 9 3 - 7. 0 0 (m, 3H) , 7. 
09 (d, J = 8. 8Hz, 2H), 7. 28-7. 33 (m, 2H), 7. 3 
9 (s, 1H), 7. 57 (s, 1H), 8. 65 (s, 1H) 
Ii^«ff (ESI-MS, m/z) :418(M + +1) 
^WB0!I8 7 4 : 2-(2-{4-[(6,7-:>M h^>-W^'J-;i/)^>]7-'j;} 

Nl-{4-[(6,7-^ h^^-4-^WJ-;i/)t^^]7i-;V}-2-(2-t KD^S/ 
7i7^e^) T-fe hT^F ( 2 0 0mg) $rh7tFn77> (10ml) Id 
SSfl? bfc^ tf^ h7tKD77 lMrh7hFD77 ( 1 . 

3mi) ^M^xmmmmrt!zmmmnhfco o°c»£PbpH = lic&^-e 

lNJM@t^iPx.Ts $^i»IITt3 0«#bfeo 0°C£tf?£Pb INtK 
It'fb^ b U ^ ATfc^SJa^p H = 1 2 i: bfeo 7 p n^;i/ATrJEtimbyf,lf bfe 

ih^^i 1 5 5mg, IR^8 0%Tf#fe o . 
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1 H — NMR (CDCls-di, 400MHz) : 6 3 . 6 0 (t, J = 5. 4H 
z, 2H), 4. 06 (s, 3H) , 4. 07 (s, 3H) , 4. 28 (t, J 
= 5. 4Hz, 2H) , 6. 78 (d, J = 8. 8Hz, 2H) , 6. 87-6. 
94 (m, 4H) , 7. 10 (d, J = 9. 0 Hz, 2H) , 7. 32 (s, 1 
H) , 7. 5 7 (s, 1H) , 8. 6 3 (s, 1 H) 
K«##rtt (ES I -MS, m/z) :4 34 (M + +1) 
gg%ff!l8 7 5 : N-{4-[(6,7-^p< h^->-4-^y 'JM^»^]-3-^^7i~ 

;v}-N-(2-7^y > 

Nl-{4-[(6,7-^p< h^r^-4-^y U ^) t^^>]-3-^ f;i/7 ir;i/}-2-7 1 y ^f- 
:^7Mz F ( 2 0 Omg) trh7kKD77> (10ml) tJSUbfc^s 

>-rr h7tKD77 lMrh7bFn77 ( 1 . 3ml) § 

m^xmmmm.r^mmmnvtzo o°c£^*pbpH= 1 tfta^iNis* 

5 5mg\ »8 0%t?t#feo 
ItMi (ESI-MS, m/z) :4 3 4 (M + +1) 
mMM8 7 6 :N-{4-|"(6,7-^p< h^->-4-^-y U;t/)^-^->l-3-p<^-;i/7rc- 

Nl-{4-[(6,7-^p< h=^>-4-^y 'J ;v)t^r^]-3-^ f ;i/7 i-;i/}-2-(2-^ f ;i/ 
y^y^-^) F ( 2 0 0mg) ^rf7tFD77> (10ml) £ 

«gbfcf£s 4^ h7hFD77 >fg-ffc© lMrF7tFD77 ( 1 . 

3ml) SJnit.Tin^a«ETT2RPlHI*«ib&o 0°Cfc^aibpH= 1 tfe^^T 
lN^Sg»^.Ts 5*&fcflnftM$feT-C3 0#H«#bfco 0°Ct^SPb 1 N?Jc 
It-fbT^ h U >>AzK^^n^.pH= 1 2hbfeo ^Pn*;i/AT?tt£BU8«gbfc 

'H-NMR (CDCls-di, 4 0 0MHz) : 6 2 . 0 2 (s, 3 H) , 2. 
19 (s, 3H), 3. 50 (t, J = 4. 9Hz, 2H). , 3. 96 (s, 3 



WO 01/47890 PCT/JPOO/09157 

557 

H), 3. 98 (s, 3H), 4. 12 (t, J = 4. 9Hz, 2H) , 6. 2 
3 (d, J = 5. 1Hz, 1H) , 6. 50-6. 54 (m, 2H) , 6. 76 
-6. 89 (m, 3H) , 7. 07-7. 10 (m, 2 H) , 7. 34 (s, 1 
H) , 7. 55 (s, 1H) , 8. 35-8. 36 (m, 1H) 
MMfrffim (ES I -MS, m/z) :4 4 5 (MH1) 
g§M8 7 7 : N-r2-(2-^PP7aiy ^S/)j:^-;1/]-N-{4-[(6,7-^^ h=frS/-4 
-*rJ U;i/)^-^->l-3-p<5 : -;i/7 3i-;i/}7 ? ^ > 

Nl-{4-[(6,7-^ h^^-4-^y 'J;i/)^^>]-3-^7 i -;i/7xn/W-2-(2-^DD 
7xy =*-*/) 7-bh75K ( 2 0 0mg) §rh7tFD77> (10ml) fc: 
»»bfc«s ^7>-rh7t Kn77>^©lMrh7b l»D77>«* (1. 
3ml) SSPitTJn»a«ETT!2l^iaH*#bfco 0°Cfc^iPbpH= 1 fc&agST! 
lNig^^Sn^Ts ^ & CiD^JSiSETT? 3 0^KBt#bfco 0°Cfc:#SJblNzfc 
^b^- h U<>A7jc^^nx.pH= l 2 ^bfeo ^nn^A^ittjuiitfe 

ih&m* 1 5 5mg s 8 0%T-t#fe o 

1 H — NMR (CDCL-di, 4 0 0MHz) : <5 2 . 10 (s, 3H) , 3. 
60 (t, J = 4 . 9Hz, 2H), 4. 04 (s, 3H), 4. 06 (s, 3 
H), 4. 26 (t, J = 5. 1Hz, 2H), 6. 31 (d, J = 5. 4Hz, 
1H), 6. 59-6. 65 (m, 2H), 6. 91-6. 97 (m, 3H), 
7. 20-7. 22 (m, 1H), 7. 38-7. 40 (m, 1 H) , 7. 4 2 
(s, 1H), 7. 63 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H) 
M&frffim (ES I -MS, m/z) :4 6 6 (M + +1) 
§jM8 7 8 : N-{4-[(6,7-^ h=fr$/-4-=fry UjkM±jdz3z2i±2kZ^ 

;b}-N-[2-(3-p<5f-;i/7 1; je^il^±2jdZ3 > 

Nl-{4-[(6,7-^p< h^>-4-^y U;i/)^-^r^]-3-^5 : -;^7 3in;i/}-2-(3-p<^;i/ 
7xyJe^» T-fe h T % F ( 2 0 0mg) §r h^b Fn77> (10ml) t 
stf^ h7bh*n77 >0gf$© 1 b7 t FD77 >m^ ( 1 . 

3mi) ^M^xijnmmmrfx^m^mnvtdo o°ct^pipH=ic&§iT: 
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155mg, JR^8 0%T#fe o 
1 H — NMR (CDCla-di, 4 0 0MHz) : <5 2 . 10 (s, 3 H) , 2. 
34 (s, 3H), 3. 54 (t, J = 4. 9Hz, 2H) , 4. 04 (s, 3 
H) , 4. 06 (s, 3H), 4. 18 (t, J = 5. 1Hz, 2H) , 6. 3 
0 (d, J = 5. 4Hz, 1H), 6. 56-6. 61 (m, 2 H) , 6. 74 
-6. 81 (m, 3H) , 6. 95 (d, J = 8. 3Hz, 1H), 7. 18 
(t, J = 7. 6Hz, 1H), 7. 42 (s, 1H), 7. 63 (s, 1H), 
8. 4 3 (d, J = 5. 4Hz, 1 H) 
flMI (ESI-MS, m/z) :4 4 5 (M + +1) 
mmm8 7 9 :N-{4-[(6,7-^ h^->-4-^y UiL^Fjdz3z2i±2kZ^ : 
;i/H-[2-(4-^ f ;i^7 x y )x^M 7 ^ > 

Nl-{4-[(6,7-^ h=3p^-4-=5py U;i/)^-^r^]-3-p<5 : -;i/7 3i-;v}-2-(4-p<^;V 
7 1 y dpi/ ) T-fe F ( 2 0 0mg) trh7tFD77> (10ml) t 

$gfl¥ bfc&s ^"v h7tFD77 1 Mr h^t FD77 ( 1 . 

3ml) ^inx.T»ftM^TT2B#P H m#bfeo 0°Cfc^£PbpH = lt^^^t 

iN«»*jp^.Ts ^&t:jn»a«ETt?3o^raa«!bfco o o c^^3ibiN7j< 
mihi- b u»>A*?g«sspitpH= 1 2 ^ufeo ^DD^;i/A^ttmbaiib7i 

IS^nn^i/A-^;- ;i/^©7^^AT'lfM-r^ci:i3j; *k 
1 5 5mg. IR^K8 0%Tf#feo 
'H — NMR (CDCL-di, 4 0 0MHz) : 6 2 . 10 (s, 3H) , 2. 
30 (s, 3H) , 3. 53 (t, J = 4. 9Hz, 2H) , 4. 04 (s, 3 
H), 4. 06 (s, 3H), 4. 17 (t, J = 5. 1Hz, 2H), 6. 3 
0 (d, J = 5. 1Hz, 1H), 6. 56-6. 61 (m, 2H), 6. 83 
-6. 96 (m, 3H) , 7. 10 (d, J = 8. 5Hz, 2H), 7. 42 
(s, 1H) , 7. 63 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1H) 
M*7>*ffS (E S I -MS, m/z) : 4 4 5 (M + +l) 
mUmS 8 0 : N-{4-r(6,7-^p< h^>-4-dpy V )\,)*3r*/VZ-*?-)\/7 x.— 
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;i/}-N-r2-(2-^< b^-^y ^7^->)^^;vlr^ > 

Nl-{4-[(6,7-^ b%->-4-*y V J]y)^r^->]-^-^^-JVy x.-;v}-z-(2-^ 
*/ 7 x. y ) 7-fe h7^ F ( 2 0 0 m g ) §rh7tFD77> (10ml) 
izmm bfciK stf^ >-~P h7tFD77 >ft#:© lMrh7th'D77 >igy$t 
(1. 3ml) ^iD^tj)DMTt2B|F»lbfeo 0°C«£P b p H = 1 fcft 

mmoib&m* 1 5 5mg, ik^ 8 0 

'H-NMR (CDCla-di, 4 0 0MHz) : 6 2 . 10 (s, 3H) , 3. 
55 (t, J = 4. 9Hz, 2H) , 3. 89 (s, 3H) , 4. 04 (s, 3 

H) , 4. 06 (s, 3H) , 4. 25 (t, J = 4. 9Hz, 2 H) , 6. 2 
9-6. 31 (m, 1H) , 6. 57-6. 61 (m, 1H), 6. 89-7. 
11 (m, 6 H) , 7 . 4 3-7. 44 (m, 1 H) , 7 . 61-7. 65 (m, 
1H), 8. 44 (t, J=5. 4Hz, 1H) 

mmttftm (E S I -MS , m/z) : 4 6 0 (M + +l) 
mnffl88 1 : N-{4-[(6,7-^^< h V ;i/);fr^>]-3-^ ^7 31 - 

;i/}-N-[2-(2,6-^^ 7^/1/7 ^ 7 ^r-> 5. > 
Nl-{4-[(6,7-i^ U;U)^-^i/]-3-^^;V7ni-;i/}-2-(2,6-^p< 
iy df-sy) T-fe h7^ F ( 2 0 0mg) £^ F7tFD77> (10m 

I ) £ Webfcf^s ^ h7tFP77 >H{£<D 1 b ^ h F077 

* (1. 3ml) §in^TJP^M^T7:-2BtPM#bfeo 0°Ct^Pbp H= 1 iz 
lNiMm^toTLT, ^^Wll«Tt'3 0^Wbfeo 0°Cfc#r£p 
b 1 NzkMu^ h U <7A7K^^in^pH = 1 2 ^bfeo ^DD^;i/A7?Jftmb 
fflMhtz&s as^^nD^;i/A-^^y-;i/^©7j^A7?MM1-^^^fcJ; 

mm<D4h'&m% 1 5 5mg\ xr*s o%-e#fc 0 

'H-NMR (CDCh-di, 40.0MHz) :52. 11 (s, 3H) , 2. 
30 (s, 6H), 3. 55 (t, J = 5 . 1Hz, 2H), 4. 02 (t, J 
= 4. 9Hz, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 3 
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0 (d, J=5. 4Hz, 1H) , 6. 60-6. 64 (m, 2 H) , 6. 94 
-6. 98 (m, 2H) , 7. 0 2 -7. 0 4 (m, 2H) , 7. 43 (s, 1 

H) , 7. 63 (s, 1H) , 8. 44 (t, J = 5. 1Hz, 1H) 
RMfrtiffl. (E S I -MS, m/z) : 4 5 9 (M + +l) 

mmmS8 2 :N-[2-(2,6-^p< h^->y zcydr->)j.^-;i/]-N-{4-[(6,7-^p< h 
*i/-4-3rS 'JM^^^]-3-^JI/7i-jl/}7^ 

Nl-{4-[(6,7-^^ iJ^)**S/]-3-^f^7 i^H-(2,6-^^ 

hdr^^^y dp^) 7-l2h75 H ( 2 0 0mg) f7th'D77> (10m 

I ) tSibfe^ tf^ h7t Fn77 >|g#:© 1 Mt" h7tFD77 >m 
Wl (1. 3ml) ^AP^T»M^TT2^FM#bfeo 0°Ct^LpH = 1 (3 

b 1 NTKSMb^" b U £AzMg$ft£j&D;lpH = 1 2 iibfco ^DD*M-eitHL 

mm.<Dttx^m* i5 6mg, »8 o%x*mtz 0 

1 H — NMR (CDCla-d!, 4 0 0MHz) :62. 10 (s, 3H) , 3. 
38 (brs, 2H) , 3. 89 (s, 6 H) , 4. 05 (s, 3H) , 4. 0 
6 (s, 3H) , 4. 27 (t, J = 5. 1Hz, 2H), 4. 94 (brs, 
1H), 6. 31 (d, J=5. 1Hz, 1H), 6. 56-6. 61 (m, 4 

H) , 6. 94 (d, J = 8. 5Hz, 1H), 7. 02 (t, J = 8. 3Hz, 
1H), 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 44 (t, J = 5 . 
4Hz, 1H) 

mmmnm. (e s i -ms, m/z) :49i(M + +n 

Hij 8 3 : H-[2-(2,6-$?7;VtP7 ^r->)^7 c ;V]-N-{4-[(6,7-^^ h 

Nl-{4-[(6,7-^p< h^>-4-^y UM^^]-3-^^7i-;i/}-2-(2,6-^7 
WP7i;^» 7-feh7^ F ( 2 0 0mg) ^ h7th'D77> (10m 

I ) fc$Mbfc#N ^'v h7tFU77 >fgf£© lMrh7tFD77 >m 
m (1. 3ml) ^iP^TMM^T-tr2B#P B m#bfco 0°C ki^SfJ bpH = 1 fc 
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b 1 N*BMb:2- h U <>A7j<^rt^iP^pH = 1 2 i:b&o ^ n n^ATJiUmb 
mmmh&mZ: 1 5 5mg s Ms 8 0%^#fe o 

1 H — NMR (CDCl 3 -di, 4 0 0MHz) : (5 2 . 10 (s, 3 H) , 3. 
50 (brs, 2H) , 4. 05 (s, 3H), 4. 06 (s, 3H) , 4. 3 
7 (t, J=5. 1Hz, 2H), 6. 31 (d, J = 5. 4Hz, 1H), 6. 
57-6. 63 (m, 2 H) , 6. 89-6. 99 (m, 4H) , 7. 43 (s, 
1H) , 7. 63 (s, 1H) , 8. 44 (d, J = 5. 4Hz, 1H) 
W&frtifm (E S I -MS, m/z) : 4 6 7 (M + +l) 
f*lMfll8 8 4 : N-r2-(2,6-^p< h ^->7 J ^->)^c^;i/1-N-{4-C(6,7-^p< h 

Nl-{4-[(6,7-^7< h^>-4-^y U;i/)^-^ri>]-2,3-^^^;i/7^-;i/}-2-(2,6 
-^p< h^r^^rcy^^) T-fe h75 F ( 2 0 0mg) §rb7tFH77> 
(10ml) fc^gf? bfcf^s ^ h7tFD77 >mfa<D IMr h7hFD 

? =? >mm ( i . 3mi) ^M^.xmmmw.r^zmmmiW bfco o°cfc^*p b p 

H= 1 1 Nig^^jjP^T. £ M3#ni&M$tT-£ 3 O^Jfc^bfco 0 

°C^^fSIblN7K@t'fb^h>;r7A7j<:^M^P^pH=l 2£bfco ^DD^A 
t?ffitB b^f§ b fc& N ^DD^;VA-7<^y -;V^©tj ^ £ 

£fcJ;D. Hl0^M156mg, iR*80%Tt#feo 
1 H — NMR (CDCls-di, 4 0 0MHz) : (52. 10 (s, 3H) , 2. 
24 (s, 3H), 3. 44 (t, J = 4. 4Hz, 2H), 3. 87 (s, 6 
H), 4. 05 (s, 3H), 4. 07 (s, 3H), 4. 32 (t, J = 4. 
6Hz, 2H) , 4. 72 (brs, 1H), 6. 27 (d, J = 5. 4Hz, 
1H), 6. 58-6. 62 (m, 3H), 6. 91 (d, J = 8. 8Hz, 1 
H), 7. 03 (t, J = 8. 5Hz, 1H), 7. 43 (s, 1H), 7. 6 
6 (s, 1H) , 8. 42 (d, J = 5. 4Hz, 1 H) 

MAfrtitm (E S I -MS, m/z) : 5 0 5 (M + + 1.) 

g|j8 8 5 : N-{4-f(6,7-^7< b*is-4-*J 'JM^-jr->l7x-;i/}-N-(3-7 
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Nl-{4-[(6,7-^p< b3^>-4-^y 'J;i/)^S/]7x=;i/}-3-7xy^^rD^> 
H ( 2 0 Omg) ^rh7tFD77> (10ml) fc$S#Pbfc^s 
-rb7tFD77 >ig#:cD lMrb7kHP77 >I6* ( 1 . 3ml) ZMZ-T 

immmTirzmmminLfzo o°c^^spbpH= 1 ic&sg-c 1 Nmm%Mz.x, 

^^.WPiMTt 3 0#IHif#bfco 0°CfctfrSPb 1 NzkiHbT" h U ^AtK^ 
$ft£in;tpH= 1 2 tbL ^pn^;vA-e»tHb^bfe^s g|fi£^nn* 
;i/A-p<^y— ;v^cD^^A-eMMt-^^^i3J: t). 1 5 5mg^ 

W8 0 %T»#fco 

1 H — NMR (CDCls-di, 4 0 0MHz) : 6* 2 . 3 0 -2. 3 3 (m, 2 
H) , 3. 91 (s, 3H) , 3. 98 (s, 3H), 4. 00 (t, J = 5. 
6Hz, 2H) , 4. 34 (t , J = 7. 1Hz, 2 H) , 6. 21 (d, J = 
7. 6Hz, 1H), 6. 86-7. 01 (m, 7H), 7. 27-7. 32 
(m, 3H) , 7. 47 (d, J = 7. 6Hz, 1 H) , 7. 83 (s, 1 H) 

WMfrtirm (E S I -MS, m/z) : 4 3 1 (M + + 1) . 

mmM8 8 6 : ltiMJJLJz¥A h^HMr^ U;i/)^-^r->]-2,5-^p<^;]/7 3i 

Nl-{4-[(6,7-^7< ij;H«^]-2,5-^^^7x^}-3-7x 
;^>7D/177^ M 20 Omg) *ff7tFn77> (10ml) izmM 
b&^ #5 h7tFU77 >mfc<D lMrh7th*P77 (1.3 

mi) %mzxj}nmmffirF-z2mmmnvtzo o°cML P H=it:^§s-ei 
n^^sp^-Ts ^?»t»we3 o^raatffbfco o°ct^ajibiN*tt 

ihf- V U ^A7K^^*nx.pH= 1 2 Hfeo *nn*;UAT«ifflUft»b;fc^ 

1 H — NMR (CDCla-di, 4 0 0MHz) : (5 2. 0 8 (s, 3H) , 2. 
14 (s, 3H), 2. 17-2. 23 (m, 2H), 3. 43 (t, J = 6. 
3Hz, 2H) , 4. 04 (s, 3H), 4. 06 (s, 3H), 4. 16 (t, 
J = 5. 9Hz, 2H), 6. 29 (d, J = 5 . 4Hz, 1 H) , 6. 54 
(s, 1H) , 6. 82 (s, 1H) , 6. 9 3 - 6. 9 7 (m, 3H) , 7. 
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28-7. 3 2 (m, 2H), 7. 43 (s, 1 H) , 7. 62 (s, 1 H) , 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

ll^*fi (ESI-MS, m/z) :4 5 9 (M + +1) 

mmmS 8 7 :N-{4-r(6,7-^p< r=fr->-4-=fry 'J/l/)^->1-2,3-^^^7x 
n;i/}-N-(3-7 3Q^ ^S/^P > 

Nl-{4-[(6,7-^p< 'J;i/)t^r^]-2,3-^^ ^;V7 x-;i/}-3-7 x 

y 3r>>rD/1>T^ F ( 2 0 0mg) St 1 h7tFD77> (10ml) fc:$SJS¥ 
bfcfJL tf?^ h7tf*D77 lMrh7h^D77 (1.3 

ml) ^iPX.TMM^TT!2Btfem#bfeo 0°Cfc^SPbp H= 1 1 
NffiB&JPitT. $6fcini»»«ETT?3 0^H«#bfco 0°C£}fr&Pb 1 NzfcgS 

<b^-h u<7A7K^m§in^pH= l 2 hbfeo ^DD*;vA7?idiiiiiifc^ 

1 H — NMR (CDCla-di, 4 0 0MHz) : 6 2 . 0 7 (s, 3H) , 2. 
14 (s, 3H), 2. 17-2. 30 (m, 2 H) , 3. 42 (t, J = 6 . 
3Hz, 2H), 4. 05 (s, 3H) , 4. 06 (s, 3H) , 4. 17 (t , 
J = 5. 9Hz, 2H) , 6. 26 (d, J = 5. 4Hz, 1H) , 6. 59 
(d, J = 8. 5Hz, 1H), 6. 90-6. 97 (m, 3H) , 7. 28- 
7. 43 (m, 3H) , 7. 65 (s, 1H) , 8. 41 (d, J = 5. 4Hz, 
1H) , 8. 5 8 (d, J = 4. 9Hz, 1 H) 
SlMi (ESI-MS, m/z) :4 5 9 (M + +1) 
mmm8 8 8 :N-{4-[(6,7-^p< h*->-4-*J U;V)^-^->l7^r:;i/}-N-[3- 

Nl-{4-[(6,7-^ hdr^-4-^y 'J/H^^]7irjl/}-3-(2-^7 i ;i/7x7 Jf- 
i/)7u^>T^ F ( 20 Omg) §fh7hFD77> (10ml) fcigfPb 
fcflL ^ >-t^ f7tFD77 >HH£cD lMrh7tFD77 >mm ( 1 . 3 m 
1) §JDitJD»iTtmiS#bfeo 0°C^bpH=lt^§StlN 
tl&fcflP^Ts $f»fc»MTT"3 0^ B »bfco 0 °C£tfr£n b 1 NzK®4b 

•>A7jc^^An^.pH= i 2htfeo ^DD^titBbiibm 
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IWiiESI-MS, ra/z) : 4 4 5 (M + +l) 

-;v>-N-r3-(2-p<^-;v7 xy ^->)rpbvvlr s > 

Nl-{4-[(6,7-^ hdr^-4-^y 'J;V)t^^]-2,5-^^fjl'7i-;H-3-(2^ 
f;i/7iy^»7D/1>7^ K ( 2 0 Omg) Srh5tJ«n77> (10m 
1 ) fc$gfl¥bfc^ h^t FP77 1 Mt^ h^t FU77 

% (1. 3ml) ^iMitiliPTT2^II#bfeo 0°Cfc:tf>SJbpH = IK 

b INzRBMb:*' h U^AzK^^JP^.pH= 1 2J:bfeo ^dp^I/A«1 

mmcDfc&<M%: 1 5 5mg\ 42* 8 0%T?f#fco 

IfMf (ESI-MS, m/z) :4 7 3 (M + +1) 

mmms 9 0 : n-{4-[(6,7-^ h=fr->-4-=fry u;i/)^-^-->]-2,3-^^^;i/7^ 

-;i/}-N-F3-(2-^ f;i/7x ;^»7pk;1/17^> 

N1-{4-[(6,7-^p< Y*is-4r*J U;i/)^^]-2,3-^^^;i/7 ==;i/}-3-(2-^ 
fjV7i^^)7P^>7^ F ( 2 0 0mg) §rh7tKP77> (10m 
1 ) KSgJ&bfc^ #9 h7t FD77 lMrh7th"P77>?§ 
(1. 3ml) *iPitTiP»««ETTf2«?BB«»bfco 0°Cfc^jpb P H = 1 

«:as-eiN*»*iBnifCs ^e>{3»M^tT-t?3 o^a#bfeo o-cc^ai 

blN*IMh^ h U«>A2K»**iPitpH = 1 2 tlL £ p p ^;vAl!ffttB b 
aiibfef^s lS^7PP*M-^^;-;W*7At»iit§uh{:j: Ds 

mm<Dfc^% 1 5 5 mgs mm 8 0 

K*##rffi (E S I -MS, m/z) :4 7 3 (M + +1) 

mMmS9 1 : N-[3-(2-» p p 7 i ; ^^IT-P ^H-N-{4-r(6,7-^^ h^> 

U;i/)7|-^r->l7 > 
Nl-{4-[(6,7-^7< h **/-*r*J U ;i/)^=^>] 7 x - ;V}-3-(2-^ PD7x^ 
5/):7°P^>T^ K ( 2 0 0mg) h7th*P77> (10ml) fc$gfl?b 
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fcfts ^ y-=r h7tF077 >fg#:cD lMrh7tFD77 >mWi ( 1 . 3 m 
1) *iP^.-CiP^JS«£Tl?2^^a#bfco 0°Cfc:#8IbpH = lCftSStflN 
ffl?£#Px.T^ $f)tMMT-e3 0«#lfe o 0°Cfc#aiblNzRSMb 
h U ^A7jc«^ia^.pH= 1 2 ^bfeo ^nn^;i/AT»^mbaiSbfef^ 

«S15 5mg, I&UJS8 0%-t:t#feo 
SlMfi (ESI-MS, m/z) :4 6 6 (M + +1) 
mMm8 9 2 : N-[3-(2-jy P P 7 x y »S/)7P ^]-N-{4-[(6,7-$?^ h^-> 

U;i/)^-^r->1-2,5-^p<^;i/7^-;i/}T^ > 
Nl-{4-[(6,7-i^ h3^>-4-=W 'J;i')^^i/]-2,5-^^fJI/7i-;i/}-3-(2^ 
PP7i7^^)7P^>7^ K ( 2 0 Omg) §rb7t h*P77> (10m 
1 ) tiitfe^ ^ >-5P h7tFD77 >ti#:CD lMrh7hh*P77>?§ 

*& (i. 3mi) ^m^xmmmmrfX'zmmmwhtzo o°c^^pbpH=i^ 
^^st i Nmm%to?tx, ^^»dDiw^3o«#ifco o°c£^£p 

b 1 N7»fb^ h U ^A7jc«§iJPX.pH = 1 2 ^bfeo ^DD^AA^ffttBb 
vlHlbfef^ M^7PP*/i/A-^^7-M(Z)7J7At-iSt5iJ;i;j:Ds 
m.m<Dik&%0?t 1 5 6mg N 4»8 0%-mfco 
IlMf (ESI-MS, m/z) :4 9 4 (M + +1) 
mmmS 9 3 :N-[3-(2-^PP7^y^->)rPbVl/1-N-{4-[(6,7-^^ h^r-> 

Nl-{4-[(6,7-^ b^>-4-^y U;i/)^-^S>']-2,3-^^5 : -;i/7 3i-;i/}-3-(2-^ 
DD7i7^r^)7P^>7^ K ( 2 0 Omg) £5^ h7th"P77> (10m 
1 ) izmBLfem, y~"r h7tFP77 >mit<D lMfh7tFP77>i 
Wi (1. 3ml) §iPX.T*P^M^Tt:2B#P^ti#bfco 0°C(::tfr£Pbp H= 1 t 
lN^lt^AP^Ts ^?>dDiMK"3 0«#lfeo 0°Cfc^ 
b 1 N&mh± h V »7A2K»**iP^.pH = 1 2 ^bfeo ^PP^A«b 

Mlibfef^s as$^PP^A-^^y-;^©*7A-ei»»r5i:fcc«tDN 
mm<Dfc&m% 1 5 6mg, ir^s 0 %xm^o 

mAfttim (E S I -MS, m/z) :4 9 4 (M++1) 
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mMM8 9 4 : N-{4-r(6,7-^p< Y^y-i-^J U ;i/)^^->]-2,3-^^ ^ 

-;H-N-[2-(2,6-^ ]^±MZ. ^ > 

Nl-{4-[(6,7-S^ h^>-4-3-y 'J/V)t^r^]-2 J 3-^^^V7injV}-2-(2 ) 6 
rcy h 7* ^. F ( 2 0 Omg) £^ h7tFn77> (10 

m 1 ) izmm bfef^s ^ h7tFP77 >lif£© lMrh7tFD77> 

&ai (i. 3mi) *mz.xmmmwrxmmmn\.ti° o o c(c^spuph= i 

{3^a^TlN^@t^iJQX.Ts ^ 5> ^»jl^T-e 3 O^Wbfco 0°C£^ 
£Pb 1 N2»fb± b U >>A7k?«^^P^pH= 1 2 £ bfeo 7no^t"ittl 
bilM b fctu iSt 7on*;i/A-^^y -jW7J7At"lits cr h t J; 
mmvik^lt 1 5 5mg, iR*8 0%-^t#fco 

St«?3«fi (E S I -MS, m/z) :4 7 3 (M + +1) 

ilMfll8 9 5 : N-{4-[(6,7-^p< h^->-4-^y U ;i/)^-^->1-2,5-^p< 31 

-;p}-N-[2-(2,6-^^-;^^^y > 

Nl-{4-[(6,7-^p< h^>-4-^y U;v)^= 3 f-^]-2,5-^^^;i/7 3i~;i/}-2-(2,6 
-^f;!/7i7^^) 7-bf7U* ( 2 0 0mg) §rh7tFD77> (1 
0ml) izmm^fc^ ^7>-rh7bFn77>m©lMrh7t FD77 

(1. 3mi) zMZTtomm^-r-ezmmmiW^fzo o°c^^bpH = 

Hzte&^X* lNm.m%1mz.X, $?)}:MIiTt-3 0«#Lfco 0°Ct 
}££Pb 1 NTkiHb^ h U ^AtKM^^^pH= 1 2 hbfeo 7nn*jl/AT'i 
m b*I$!g bfcflL 7op 4vi/A - p< ^ y -;w^©*7AtiSt^ £ h iz 

cfctK SWh^Ml 5 5mg^ iW8 0%-et#fc o 
5t«7>#ffii (E S I -MS, m/z) : 4 7 3 (M + +l) 
HM?i)8 9 6 :N-r2-(2,6-S?p< h^->7 W jf-> ) Ji^;V]-N-{4-[(6,7-^7< h 

Nl-{4-[(6,7-^p< h^>>-4-^y U;i/) ^-^^>]-2,5-^p<5 L ;i/7^n;i/}-2-(2, 
6-^t< h^>7i; 3r^>)T-fe h75 h* ( 2 0 Omg) §rh7tFD77> 
(10ml) fcSjSPbfc&s ^ h7tFD77 >mi$(D lMfh7tFP 

7 7>it (1. 3mi) ztozxtoffoMmj-zmmmnvito o°c^^sibp 

H= 1 C^SST 1 NiMS££Anx.T> & & fciD&»$rF*C 3 0^BBi*#bfco 0 
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•ejft m u «ie b m& a - * & ; —)v^(Dti &-cmm-r & z 

tlzkbs mM<Dih^^ 1 5 6mg> K$80%t'#feo 
ilMI (ESI-MS, m/z) : 5 0 5 (M + +l) 
gMLg 9 7 :N-^>VV;V- N J - {4 - [ (6, h^>-4-=3f- 

4- [ (6, 7-^p< h^f-^-4-^y U;W ;t3^>] > (5 Omg) 

£ h;i/^c> (5ml) s rc^y — ;i, (1ml) S;r?§®?£-£fc#L Tjflg© 1 
-1f>^;i/^-;v ^v^^-^r^-h (50//1) yDx^2HWlfeo 

1 H — NMR (CDC1 3 , 400MHz) : 6 4 . 02 (s, 6 H) , 6. 54 
(d, J = 5 . 12Hz, 1H) , 7. 22 ( d , J = 8 . 78Hz, 2H) , 
7. 33-7. 77 (m, 5H) , 7. 81 (t, J = 3. 42Hz, 1H) , 

7. 8 3 -7. 9 5 (m, 3H) , 8. 02 (d, J = 8. 76Hz, 1H) , 

8. 49 (d, J = 5. 12Hz, 1H) , 9. 42 (bs, 1 H) , Il^Df 
m (ESI-MS, m/z) : 4 6 0 (M + + 1) 

mmms 9 8 :N- (2-^DP^>^;V) -N' - {4- [ (6, 

4- [ (6, h^-4-^;'J/l/) T-V> (5 Omg) 

£ (5ml) s ^^7— )V (1ml) izmM^^fc^, rUI£©2-^n 

n- 1 -^>Hf >^;v^-;i^ ^fv^m-h (50^1) ^inx.^-? 2 

B^»bfco HM^vllib#$>tlfe^^^^DD^;i/A/T-fe h>jnwrs 
^U^y;i/^n v h^7 7^-t.j; DJfitSUU ^tD-fb^S 8 3 mg N iR^ 1 
0 0%Tf#fco 

1 H — NMR ( C D C 1 3 , 400MHz) : 6 4. 07 (s, 6H), 6. 57 
(d, J = 5 . 37Hz, 1H), 7. 23-7. 29 (m, 3H), 7. 44 
-7. 47 (m, 2H), 7. 53-7. 54 (m, 3H), 7. 79-7. 8 
6 (m, 3H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 23 (s, 1 
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H) m&frtffm (E S I -MS, m/z) :4 9 4 (M + +1) 

mmms 99 : n- {4 - r ( 6 , 7 -^p< h^>- 4 -^7 u;io ^-^->] 7 

j:-;i/> -n ? - (2 -7;i/^-p^>W;i/) ^-a-fri/T 
rfJM©2 -y;v^-n- 1 -^>-tf >>b;i/^— ;v ^d^^f (80mg) &m 

llfeo 4- [ (6, h^^-4-^y u;i/) T-V> (5 0 

mg) ^h/l/x> (5ml) N — )V (1ml) ^mM-g^fr^ J — 

)V (1ml) izmm£"&fz2 -yjv^-u- l -^>-fc? -fV3^S/ 

t * - h §ip mu-e 2 i$fig a # b fc • »» b» & n & & * n n * 

/PA/7t F>Ilin^'J*mnT h^7 7-f-fcj;i)ifiu mmvMb 
^«7 5mg, «9 3%Tf#feo 

1 H — NMR (CDC Is, 400 MHz) : 6 4. 06 (s, 6H), 6. 57 
(d, J = 5. 37Hz, 1H), 7. 23-7. 29 (m, 5H), 7. 39 
(m, 1H) , 7. 44 (s, 1 H) , 7. 54 (s, 1 H) , 7. 64-7. 

67 (m, 1H) , 7. 83 (d, J = 9. 03Hz, 2 H) , 8. 13 (m, 

1H), 8. 53 (d, J = 5 . 37Hz, 1H) JPt«#*Ht (E S I -MS, 

m/z) : 4 7 8 (M + + 1 ) 
fgffl60{|9OO :N- ( 2 -^P^E^>VW;i/) -N' - 14- [ (6, 7-3^ 

hdr->-4-=fry ^-dp>>] y ±$g%UT 

■UJKGD2 -rnt- 1 -^>-fc? ^n^-r F (8 0mg) 
^jftfcfi^ 2 -^d^b- l -^>^>*;i/^— ;v -f v^-a^T'*— h£fl^b 

fee 4- [ ( 6 , 7 -*J* h*is-4—3rJ Jf^] T- U > (5 0m 

g) §h;i/x> (5ml) s (1ml) K*»*-&fc« N ^^y— Jl 

(lml) i^M^^fc 2-/D^- 1 -^>-^yti)]y^—)V >fV^>7* 
- h &j&D;£gfi*c 2 BtH«l# bfeo bit £>*ifc£§£ §^dd*;va 

£8 5mgs W9 3%Tf#& 0 

93'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3H) , 
6 3. 95 (s, 3H), 6. 56 (d, J = 5. 12Hz, 1H), 7. 32 



WO 01/47890 PCT/JPOO/09157 

569 

(d, J = 8. 30Hz, 2H) , 7. 41 (d, J = 5. 6 1 Hz, 2H) , 
7. 44-7. 5 2 (m, 3H), 7. 62 (t, J = 7. 19Hz, 1H) , 
7. 72 (d, J = 7. 81Hz, 1H), 7. 84 (d, J = 8. 78Hz, 
2H) , 8. 3 1 (s, 1H) , 8. 5 2 (s, 1 H) R«#*/Ht (ES I-M 
S, m/z) : 5 3 9 (M + + 1) 

0 1 : N- {4 - f (6 , 7 4 V Jl) Z 

■ 3l =.)],} -n' - (2-* h^->^>W;i/) 3-Jrt>\sT 

rfJ|g©2-^ h^>>- 1 -^>-t?>#;i/^-;i/ ^D7^f F (80mg) 

^bfco 4- [ (6, 7-s>* h^^-4-^-y;;v) a-*^] 7-u> (5 o 

mg) & h;i/m> (5 ml) s :r^y— ;y ( 1ml) fc: -Mr J — 

;v (1ml) fci£i?£-fr7c2 Y**y- 1 -^>-t? ^fVf^> 

;i/A/7t h >mm~?Zi'VJ] / fJVS7ti-?hy : 77 DIMU 3tM©<b 

1 H — NMR (CDC 1 3 , 400MHz) : <5 4 . 11 (s, 3H), 4. 13 
(s, 3H) , 4. 17 (s, 3H), 6. 77 (d, J = 6. 01Hz, 1 
H), 7. 19 (t, J = 7. 69Hz, 1H), 7. 26-7. 29 (m, 6 
H), 7. 61-7. 65 (m, 2H), 7. 99 (d, J = 8. 78Hz, 1 
H), 8. 13 (s, 1H), 8. 24 (dd, J=l. 83Hz, J = 7. 9 
3Hz, 1H) , 8. 51 (m, 1H) K*^*fffi (ES I -MS, m/z) : 
4 9 0 (M + + 1 ) 

mMM9 0 2 :N- {4- [ (6, 7 -i>* h*is-4-*J V )l) 7 

x— ;i4 -r - [2- (h'j7;vtn^^) tttuy 
(80mg) &fflvv*iftfc^2-- (hU7MD^f;v) - l -^>-te?>#;i/ 

>f V^^T'* — hSISMbfeo 4- [ (6, 7-2>* b^Sy-4-^- 
y U;i/) a-*^] T-U > ( 5 Omg) £ h;i/cn> (5ml) > ;i/ ( 1 

ml) £«£i±fcflL (1ml) 2- (h'j7MD 
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•H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3H) , 3. 
95 (s, 3H) , 6. 56 (d, J = 5 . 12Hz, 1H), 7. 32 (d, 
J = 8. 78Hz, 2H), 7. 40 (s, 1H), 7. 49 (s, 1H), 7. 
75-7. 86 (m, 6H), 8. 51 (d, J = 5. 12Hz, 1H), 12. 
13 (s, 1H), 12.33 (s,lH) Rl^t (E S I -MS, m/ 
z) : 5 2 8 (M + + 1 ) 
mmm$ 0 3 :N-^>9W;V- N' - 14 - [ (6, h=fr^-4-=fr 

4- [ (6, Y^rls-A-*; U;V) ;t3^>] -2-7MOT-'J 

> (5 Omg) ^h;Vrc> (5ml) , ^ J— JV (1ml) 

rfais© l -^>-if >7b;i/^-;w -fvft^-b (5 l) &fln£^M-e 

2KFiHiaw ! bfco s^s?^^Miibt#?>tifea^^^D n^i/A/T-fe h>mm-r 

8 0%-£t#fc o 

'H-NMR (CDC 1 3, 400MHz) : <5 4 . 04 (s, 3H), 4. 06 
(s, 3H), 6. 64 (d, J = 5. 12Hz, 1H), 7. 04-7. 07 
(m, 2H) , 7. 26 (s, 2H) , 7. 45 (s, 1H) , 7. 48 (s, 
1H), 7. 57 (t, J=7. 69Hz, 1H), 7. 68 (t, J = 7. 4 
4Hz, 1H) , 7. 93 (d, J = 7. 39Hz, 2H) , 8. 46 (t, J 
= 8. 79Hz, 1H), 8. 57 (d, J=5. 12Hz, 1H), 9. 22 
(s, 1H) 

Hi^*ftt(ESI-MS, m/z) :4 7 8 (M + +1) 

mmm9 04 :N- {4- r (6, h^->-4-*y vjv) - 

2 -7;V7j-P7 j.~;i/> -N J - (2 zi2^±2kfS>2L±M ttWT 
4- [ (6, 1 -V* Y^-is- U;V) ;t^>] -2-7;i/tn7-'J 
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> (5 Omg) £ h;i/^> (5ml) , ^^y-jv (1ml) fc?gj3?£i±fcf£s 
rUM©2 i -^<>-tf >^;i/^-;i/ ^fv^t^r^- h (5 0^1) 

6mg N IK* 8 

1 H — NMR (CDC la, 400 MHz) : 6 2. 58 (s, 3H), 4. 08 
(s, 3H), 4. 12 (s, 3H) , 6. 72 (d, J = 5. 61Hz, 1 

H) , 7. 08-7. 12 (m, 2H) , 7. 26-7. 36 (m, 3H) , 7. 

47-7. 59 (m, 3H) , 7. 82 (bs, 1H) , 8. 56 (d, J = 5. 

8 5Hz, 1 H) , 8. 6 0 (m, 1H), 8. 9 3 (s, 1 H) HS^jffit 
(E S I -MS, m/z) : 4 9 2 (M + -h 1) 

mMM9 0 5 : N— (2 -^pp^>vV;|/) -N' - 14 - f ( 6 , 1 -V* 
h*->- 4-*; U;V) ;t^->1 - 2 -7MP7x-M ^^l-^Ix^ 
4- [ (6, 1 -V* h^>-4-^y U;V) -2-7)]sJtUT-V 

> (5 Omg) § h;i/^> (5ml) N Jz^y— ;i, (1ml) izmm^&fcW:, 
Tf5lS© 2 n D- 1 -^>-t? ;i/ ^fV^>7*-h (50^1) 

3mg, l&*8 0%l!f#feo 

1 H — NMR ( C D C 1 3 , 4 0 0MHz) : <5 4 . 04 (s, 3 H) , 4. 06 
(s, 3H), 6. 64 (d, J = 5 . 37Hz, 1H), 7. 04-7. 08 
(m, 2H) , 7. 27 (s, 1 H) , 7. 4 3-7. 4 7 (m, 3 H) , 7. 

5 3- 7. 5 5 (m, 2 H) , 7. 83 (d, J = 7. 32Hz, 1 H) , 8. 

48 (t, J = 8. 90Hz, 1H), 8. 57 (d, J = 5. 37Hz, 1 

H) , 9. 3 9 (s, 1H) mmfrffim (ESI-MS, m/z) : 5 1 2 (M 

+ + 1) 

mmm9 O 6 :N- {4- C (6, 7 -V* h^>-4-*S iJJV) ?}-^>i - 
2-7MP7i-M -N' - ( 2 -7;i/7}-p^>W;i/) 
rfrIK<D2 -7;i/^-D- 1 -^>-t? 707^ F (8 Omg) 
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lit 4- [ ( 6 , 7 -sm h^>-4-^y u;i/) ;t3^>] - 2 -7;i/^D 
T-U > (50mg) £ h;i/^> (5ml) , ^^y— ;i/ (1ml) 
fcf^s (lml) t^^-^fe 2 - 7;v^-d - l -^>-lf >^;i/^- 

;i/ -f v^^-^T^-h^ip^M^2B#p B m#bfco s$t§liU#f»tife 

iu mm<Dfc<&m% e 3mg s ir^s o%-et#fc 0 

1 H — NMR (CDC la, 400 MHz) : <5 4 . 11 (s, 3H), 4. 17 
(s, 3H) , 6. 84 (d, J = 6. 59Hz, 1 H) , 7. 06-7. 15 
(m, 3H) , 7. 3 3-7. 4 0 (m, 3 H) , 7. 5 8 -7. 6 8 (m, 1 

H) , 8. 13 (bs, 2H) , 8. 58 (d, J = 6. 59Hz, 1H) , 8. 

73 (bs, 1H) , 10. 00 (bs, 1H) mMfrffim (E S I -MS, m 

/z) : 4 9 6 (M + + 1 ) 

g||te^J9 0 7 :N- (2-7"P^>VV;V) -IT - {4- [ (6, 

r|?IS© 2 -^n^E- 1 -^>-b? >iojV^—JV Zu^^Y (80mg) ^Ml^ 

feo 4- [ (6, 7-^ h3^>-4-^ U;i/) #3^] - 2 -7JWn7^ 
U > (5 Omg) * h;i/^> (5ml) N m^y— ;b (lml) fcfctf;* -frfc&s 
i^y-;Mlml) fcSSFfl¥£tf;fc2 -7*nt- l >#;i/^;i/ -f v 

n n A/r-fe h >mMTZ *y V *Wn^ h ^ 7 >r — t: <fc D III, a 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 2 (s, 3 H) , 3. 
96 (s, 3H), 6. 67 (d, J = 5. 1 2 Hz, 1H), 7. 16 (d, 
J = 8. 78Hz, 1H) , 7. 3 7 - 7. 5 2 (m, 5 H) , 7. 62 (d, 
J = 7. 07Hz, 1H) , 7. 72 (d, J = 7. 56Hz, 1H), 8. 1 
1 (t, J = 8 . 5.3Hz, 1 H) , 8. 55 (d, J = 5 . 12Hz, 1 H) , 
12. 20 (s, 1H), 12.26 (s, 1H) Mfrffim (ES I -MS, 
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m/z) : 5 5 7 (M + +l) 

mmW9 0 8 : N- {4- [ ( 6 , 7-S>* h*js-4-*y V )V) 3r**y] - 
2-7MP7irM -r - (2 -4 Or Y^OV^Jl) ^^tJ\sT 

tUM©2 — f ;fr K- 1 -^>-fe°>*;i/^— ;V ^D7^ F (80mg) 

fee 4 - [ (6, 7-^ h=^>-4-*y u;i/) ^^>] - z-y^wT- 

U> (5 Omg) £ h;Vrn> (5ml) s (1ml) 

31^7 (imi) fc^^-frfe 2 --T^- K- 1 -^<>-t? y 

3^>t*- hSip^fiT? 2«FiHa#bfco HjiB«[S«iBb»&nfca^s^ 

m<Dih-&m%: 86mg, W9 0 %-£f#£o 

1 H — NMR (DMSO-de, 4 0 0MHz) :53. 93 (s, 3H) , 3. 
96 (s, 3H), 6. 66 (d, J = 5. 21Hz, 1H), 7. 14 (d, 
J = 7. 56Hz, 1H) , 7. 26 (t, J = 5. 61Hz, 1 H) , 7. 3 
4-7. 53 (m, 5H), 7. 93 (d, J = 8 . 35Hz, 1H), 8. 1 
6 (m, 1H), 8. 54 (d, J = 5 . 21Hz, 1H), 12. 14 (bs, 
1 H) , 12. 32 (b s, 1 H) m.m.mnm. (ESI-MS, m/z) : 6 0 
4 (M + +l) 

mMm§ 09 :N- {4 - [ (6, t>^->-4-^y V JV) - 

2-7/PtP7x-M -r - ( 2 Y^-^^>v^ ;v) ^t»U7 
tUM©2 h^-->- 1 -^>-tf >#;i/^-;i/ ^n-5^F (80mg) ^ffl 

mvtzo 4- C (6, hdr>>-4-^y V JV) sh^] -2-7;i/^"D 

T-U > ( 5 Omg) £ h;i/rc> (5 ml) s rc^y— ;i/ (1ml) IzmM^it 
rn^y— ;i/ (1ml) lzmm^^tz2 h^>- 1 -^>-i£ 

^§//nn^A/7t h>MISr^>y ^Vv^d-t h ^ 7 ^ — £ J; t> 3» 

1 H — NMR (DMSO-d 6 , 4 0 0 MHz) : 6 3 . 9 3 (s, 3H) , 3. 
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96 (s, 3H) , 4. 03 (s, 3H) , 6. 67 (d, J = 5. 37Hz, 
1H) , 7. 11-7. 47 (m, 4H) , 7. 58 (m, 1 H) , 7. 68 
(m, 1H) , 7. 78 (m, 1 H) , 7. 93 (d, J = 6. 34Hz, 1 
H), 8. 14 (m, 1H) , 8. 56 (d, J = 5. 37 Hz, 1 H) , 11. 
39 (s, 1H) , 12. 44 (s, 1H) KS##Hit (E S I -MS, m/ 
z) : 5 0 8 (M + + 1) 

mmm9 1 o :n- {4 - r (6, i -v* h^^-4-^y Uik) ^-^>] - 
2 -7MP7 ^-M -r - [2 - (h'j7^P^;i/) ^>vV;H ^ 

TfJ|K©2- (F'J7MD^^;i/) - 1 7D7^fF 
(80mg) ^fflv^SKKifiev^- (h'j7MD^^;v) - l -^>-t? >tuv 

^fVW7^-h*iIbfco 4- [ (6, 7 h^>-4-^ 
y U;i/) - 2-7MD7->J > ( 5 Omg) § h;i/^> (5ml) N 

m^y— ;v (1ml) (1ml) t:*#P**fc2- 

(h'j7Mn^?/i/) - l -^>Hf >7j;v^-;v v^-^-^t^— h^in^. 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3H) , 3. 
96 (s, 3H) , 6. 67 (d, J = 5. 12Hz, 1H) , 7. 13 (m, 
1H), 7. 42-7. 47 (m, 3H), 7. 69-7. 85 (m, 4H), 
8. 12 (m, 1H), 8. 56 (d, J = 5. 12Hz, 1H), 12. 17 
(s, 1 H) , 12. 3 1 (s, 1 H) ftmfrffim (ES I -MS, m/z) : 
5 4 6 (M + + 1 ) 

aiM9 1 1 :N-^>W;V- N' - 14- r (6, 7-y* h^>-4-^ 

y u;i/) - 3-7MP7i-M ^-a-fr 

4- [ (6, 7-5>* h^^-4-^f-y U;V) -3-7WP7-U 
> (5 Omg) (5ml) s a^y— ;i/ (1ml) t^jB^-e-fc^ 

TfiflgO 1 -^>-fe">7j;i/^-> b ( 5 0 ju 1 ) £j&n£^M"T? 
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8 5%-et#feo 

1 H — NMR (CDC la, 400MHz) : 6 4. 09 (s, 3 H) , 4. 10 
(s, 3H) , 6. 59 (dj J = 5. 85Hz, 1 H) , 7. 27 (s, 1 
H) , 7. 34 (t , J = 8. 54Hz, 1H), 7. 54-7. 61 (m, 4 
H), 7. 68-7. 72 (m, 2H), 7. 92 (d, J = 7. 80Hz, 2 
H, ), 8. 01 (d, J=ll. 47Hz, 1H) , 8. 53 (d, J = 5. 
85Hz, 1H), 9. 13 (bs, 1H) ®*#f/flit (ES I -MS, m/ 
z) : 4 7 8 (M + + 1) 

mmm9 12 :n- {4- [ (6, i h*p- 4-*; vjd - 

4- [ (6, Y**s-4-*; U;i/) -3-7MP7-'J 

> (5 Omg) § h;i/x.> (5ml) s ^ J— ;v (1ml) 

rfj|g©2 1 -^>-t? ^vf-ti/7^-h (5 0/zl) 

-fe h >Mi§-r a ^> y a *f)\,v p v h ^ y * -iz «fc t> if s mmmh^* 5 

5mgs XR*7 0%Tt#fe o 

'H — NMR (CDCIa, 400 MHz) : S 2. 58 (s, 3H), 4. 11 
(s, 3H), 4. 16 (s, 3H), 6. 71 (d, J = 6. 34Hz, 1 
H), 7. 36 (s, 1H), 7. 37-7. 40 (m, 3H), 7. 50 (t, 
J = 7. 81Hz, 1H), 7. 57-7. 64 (m, 3H), 8. 06 (bs, 
1H), 8. 17 (d, J=9. 50Hz, 1H), 8. 54 (d, J = 6. 3 
4Hz, 1H) , 8. 88 (s, 1H) 3St*^*f« (ESI-MS, m/z) : 
4 9 2 (M + + 1) 

Hiilj :N- (2-^PP^>vV;V) -N' -{4- [(6, 7-^ 
Y^-jy-4-^-J Ujk) ^~^>1 ~ 3 -7MP7xrjl/} ^frl/T 
4- [ (6, 1-*J* h^^-4-^py y;i/) :*3r$/] -3-7M0 7-IJ 

> (5 Omg) £ h;i^> (5ml) N (1ml) fc: 
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rfJfl£©2 -^PD- 1 -^>-t? >*;i/^—;i/ ^fVf^>7^-h (50^1) 

•fe h >jgn-r £ ^> u * p v h ^ y << - j: \) mm u mm®^^ 6 

lmgs l»7 5%Tf#feo 

1 H — NMR (CDC 1 3 , 400MHz) : 6 4. 06 (s, 3 H) , 4. 07 
(s, 3H) , 6. 48 (d, J = 5. 12Hz, 1H), 7. 26 (s, 1 
H), 7. 31 (t, J = 8. 42HzlH), 7. 44-7. 58 (m, 6 
H) , 7. 79 (d, J = 7. 56Hz, 1H) , 8. 03 (d, J=l 1. 4 
7Hz, 1H), 8. 53 (d, J = 5. 12Hz, 1H), 9. 33 (bs, 
1H) mmfrtm (ES I-MS, m/z) : 5 1 2 (M + +l) 
lWfl|9 14 :N- (2 -^P^E^>V^;V) -N' - {4- [ (6, 

h^>- 4 - jpy u;i/) a-3^>l -3-7;i/^-P7x-;i/} ^fri^r 
?U|g©2 -:/p^e- 1 ^n^^F (80mg) 

fco 4 - [ ( 6 , 7 -^p< h3^>- 4 U;i/) ^-^r^] - 3-7MD7- 
U > (50mg) £ (5ml) . az^y— ;i/ (1ml) S3^Jt?£-frfc#. 

;i/ (1ml) 2 - 7n^E- 1 -^>^>£;]^-;i/ -TV 

^^-^>T^- h^Jp^^ra-e2H^p B m^bfeo ^«^vllibt#e>tLfea^^^ 

^o^'#j^7 3mgs turns 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 6 (s, 6 H) , 6. 
51 (d, J = 5. 12Hz, 1H), 7. 42-7. 53 (m, 7H), 7. 
59-7. 63 (m, 2H), 7. 72 (d, J = 7. 80Hz, 1H), 8. 
10 (d, J = 8. 10Hz, 1H), 8. 51 (d, J = 8. 51Hz, 1 
H) mmfrffim (E S I -MS, m/z) : 5 5 7 (M + +l) 

mmm9 1 5 :n- {4- r (6, 7-^ h^>-4-^y u;io ^->i - 

TfJJK© 2 ^" F- 1 ;i/ 7P7^f F (80mg) 

^i^^l^v^ 2 — ^ K— 1 -son v^^-^r^- h^ii^b 
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fco 4- [ (6, h*^-4-*y VJl) -3-7)]/*U7*=. 

U > (5 Omg) £ h;i/^> (5ml) , J —)\y (1ml) 

(imi) tefeMZ&fz 2 -A* h- l -^>-fe*>^?;v^— ;v -f v 

'H-NMR (DMSO-de, 4 0 0MHz) : <? 3 . 25 (s, 6H) , 6. 
50 (d, J = 4. 64Hz, 1 H) , 7. 11 (t, J = 1 . 71Hz, 1 
H), 7. 24-7. 5 2 (m, 6 H) , 7. 61 (d, J=9. 03Hz, 1 
H) , 7. 84 (d, J = 8. 0 5 H z, 1H) , 7. 93 (d, J = 8 . 05 
Hz, 1H), 8. 14 (d, J=12. 2Hz, 1H), 8. 49 (d, J = 
5. 1 2 Hz, 1H) , mmfrmm (E S I -MS, m/z) : 6 04 (M + + 
1) 

mffi.M9 16 :N- {4- [ (6, h3^>-4-=fry Ujk) ~ 

3-7/i/tP7x-M -N a - j£zzA±*tk£5^2ldJkl 3-Jrt>\sT 
rfrJRGD 2 h3^>- 1 -^>-tf>>b;i/^— ;i/ 7D7^ F (8 Omg) 

^bfco 4- [ (6, h^^-4-^y U;i/) ;t^>] -3-7;i/^"D 

T-U > (5 Omg) * h;i/^> (5 ml) „ rc^y— ;i/ (1ml) 

fcSL (1ml) fc*»$*fc2 -* h^>- 1 -^>-fe*>#;i^n 

'H-NMR (DMSO-de, 4 0 0MHz) : 54. 03 (s, 9H) , 6. 
95 (d, J = 6. 01Hz, 1H), 7. 18 (t, J = 7. 56Hz, 1 
H), 7. 31 (d, J = 8. 54HzlH), 7. 53 (s, 1H), 7. 6 
3-7. 75 (m, 4H), 7. 93 (d, J = 6. 34Hz, 1H), 8. 2 
1 (d, J=l 2. 4Hz, 1H), 8. 83 (d, J=6. 59Hz, 1H), 
11. 35 (s, 1H), 12. 72 (s, 1H) JfftfrUrfil (E S I - MS, 
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m/z) : 5 0 8 (M + + 1 ) 

mMM9 17 :N- {4- [ (6, 7 -P* h=fr^-4-3V Ujk) ttis] - 
3-7/l/tP7irM -r - [2- (F'j7/VtP^f-;i/) ^>v^;n ^-a- 

rfnl^CD 2 — (hij7;i/tn^^;i/) - 1 -^>^>y£r;i/#— )V Zn^JY 
(8 0mg) ^m^-xnxz.m^2- (hU7;i/tn^^;i/) - 1 -^>-t?>£;t/ 
^ V^-^-i/T^— h^aH^bfeo 4- [ (6, 7-^b^>-4-=Sf- 
y ;t^>] - 3-7JVsftiT-V y (50mg) £ h;i/^> (5 ml) > 

;n^y-;v (lml) izmMZ&feWi, (lml) fc»P£-£fc2- 

MUt ^ 'i * D y h ^7 7 ^ - fc J; D 1M mmcD4b&m%6 3mg, 

1 H — NMR (DMSO-de, 4 0 0MHz) :63. 9 6 (s, 3H) , 3. 
97 (s, 3H), 6. 53 (d, J=6. 34Hz, 1H), 7. 43 (s , 
1H), 7. 52 (t, J = 9. 15Hz, 2H) , 7. 62-7. 64 (m, 
1 H) , 7. 75-7. 84 (m, 3 H) , 7. 87-7. 88 (m, 1 H) , 
8. 09 (d, J = 1 4. 6Hz, 1 H) , 8. 52 (d, J = 5 . 37Hz, 
1H) , 12. 2 3 (bs, 1H) , 12. 3 7 (bs, 1 H) KS##Hit ( E 
SI-MS, m/z) : 5 4 6 (M + +l) 
mmm9 1 8 :N-^>VW;^- N j - { 3 -7DD-4- [ (6, 7-P* b 

3_/7 Dn _ 4 _ [ ( 6j 7 h dp^-4-^-y U;i/) T-U > 

(5 Omg) £ Wl/^> (5ml) \ — ;i/ (lml) izmffiZ&fr^ Tf? 

10 1 -sOU >t})Vft-)\; ^VftW- h (50//1) Sijnx.^MT" 2 

S/>;*^;i/^P^h^7>f — K:<tD*lll4U *M©fb^rtJ§ 6 3mg, 4»8 
5%Tf#feo 

1 H — NMR ( C D C 1 3 , 400MHz) : 6 4. 03 (s, 3H) , 4. 07 
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(s, 3H), 6.45 (d, J = 5 . 37Hz, 1H), 7. 2 6 (s , 2 
H), 7. 29 (d, J = 8. 7 8Hz, 1 H) , 7. 56-7. 60 (m, 3 
H), 7. 69 (t, J = 7. 44Hz, 1 H) , 7. 74 (dd, J = 2. 6 
8Hz, J = 8. 78Hz, 1H), 7. 92 (d, J = 7. 08Hz, 2H), 
8. 11 (s, 1H) , 8. 5 7 (bs, 1 H) , 9. 17 (s, 1 H) MMfr 
mm (ESI-MS, m/z) : 4 9 4 (M + + 1) 

mmm9 19 : n- 13 -^pp-4 - r (6, 7 -^y h^->-4 -^y u 

3-^?PP-4- [ (6, 7-S^ h^>-4-^'j;i/) 7t**/l -r-v> 
(5 Omg) £ b;v^> (5ml) s (1ml) -fcrfc&s Tfr 

IR©2 l ^v^t^7^-b (50//1) * 

mg, J&^9 0 

1 H — NMR (CDC Is, 400 MHz) : <5 3 . 51 (s, 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 42 (d, J = 5. 37Hz, 1 

H) , 7. 2 8 - 7. 3 6 (m, 4H) , 7. 4 7-7. 5 9 (m, 4H) , 7. 

75 (dd, J = 2. 44Hz, 8. 78Hz, 1 H) , 8. 11 (d, J = 2. 

44Hz, 1H), 8. 50 (d, J = 5. 37Hz, 1H), 8. 92 (s, 

1 H) K*#*ftt (ESI-MS, m/z) : 5 0 9 (M + + 1) 
|g#feff!l9 2Q:F ( 2 - ^PP^OV^/V) -N' - {3-^PP-4- 
f (6, h5->-4-3cj-^V-)l) **tkl 7 ^1)1/7 

3 PP- 4 - [ (6, 7-^ h^>-4-3^/U-;i') ^^>] 

U> (5 Omg) § h;i/^> (5ml) „ rc^y— ;!/ (1ml) ^fc^N 

iUIK©2 -^pd- l ;i/ >fv^>7*-h (50//1) 

SSPitMTf 2«fffl«#Ufco S^rt^vl.«bf#e>nfea^^^PD^;i/A/T 
■fe h>JHWrs^U3t7^*;i/^D^ h^7-f-tj;DiSU ^JH©-fb^*7 
9mgs 1R^9 0%Tt#fco 

1 H — NMR (CDC Is, 400 MHz) :5 3. 95 (s, 3H), 3. 96 
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(s, 3H) , 6. 43 (d, J = 5. 12Hz, 1 H) , 7. 43-7. 59 
(m, 5H) , 7. 64 (d, J = 7. 81Hz, 1 H) , 7. 76 (d, J = 
11. 22Hz, 1H), 8. 19 (bs, 1H), 8. 52 (d, 1H, J = 
5. 37Hz), 12. 12 (bs, 1H), 12. 38 (bs, 1H) M&fr 
mm (E S I -MS, m/z) : 5 3 0 (M + + 1) 

Hi 921 : N- {3-^PP-4- [ (6, 7-^h^>-4-^'J 
jv) jt±i<3 7xrM -n* - (2 -yMu^y^J^ )\/) ^-^t^ut 
m&(D2 1 -^>-tf is ^P7^f K (80mg) £M 

^bfeo 3-^DD-4- [ (6, 7-^h^>-4-^'J;i/) ^-=¥^>] 7* 
- > (5 Omg) §f/l/x> (5 ml), ai^y— ;b (1ml) 
f^ s rn^y— ;b (1ml) lzmM£^fr 2-7MU- 1 -^>-g>3tj;i/>t?.=;i/ 
^ V h SJP^^M-C 2 ^«#bfco 

mm<Dfc&M*6 6mg, iR*8 6%-ef#feo 
1 H — NMR (CDC Is, 400MHz) :53. 95 (s, 3H), 3. 96 
(s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 34-7. 39 
(m, 2H), 7. 43 (s, 1H), 7. 51 (t, J = 9. 15Hz, 2 
H), 7. 56-7. 69 (m, 3H), 8. 17 (bs, 1H), 8. 52 
(d, J = 5. 37Hz, 1H), 11. 79 (bs, 1H), 12. 43 (b 
s, 1H) RMfrffim (ESI -MS, m/z) : 512 (M + +l) 
1119 2 2 : N- ( 2 -7P^>VV;V) -N J - {3 -^PP-4 - 
[ (6, h*S/-4-3rJ Ujk) ^-^->] 7zc-M ^*VU7 

TpjE®2 -^P^E- 1 -^>^>#;i/#-;)/ ^P7^h* (8 Omg) 
titti^-^p^E- 1 -^>-tf>#;i/^-;i/ v^-tf-^T**— h£ilMb 
feo 3-^PP-4 - [ (6, 7-S^ h^>-4-^y u;i/) #^>] T-U 
> (5 Omg) £ h;i>:c> (5ml) \ ;i/ (1ml) £«P£i±fcflL 

i^y-JMlml) Iz^M^^rfc 2 -/Pt- 1 -^>-if >tij]/7f,-jv 4 V 

^■7i-s/7'^-h*ip^ffl7?2i^iffla#bfco ^^^viitb^^tifea^^^ 
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m(D{b&m%6 lmg, lK^7 0%-et#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H) , 6. 43 (d, J = 5. 12Hz, 1H) , 7. 32-7. 
53 (m, 5H) , 7. 60 (d, J = 5. 86Hz, 1H) , 7. 72-7. 
76 (m, 2H) , 8. 20 (bs, 1H), 8. 51 (d, J = 5 . 12Hz, 
1 H) , 12. 12 (s, 1 H) , 12. 39 (s, 1H) HM^/Hfi (ESI 
-MS, m/z) : 5 7 3 (M + + 1 ) 
mMM9 23 :N- {3-^PP-4- [ (6, h*i/-4-*J U 

^}-^->1 ^ji-;i/> -N' - ( 2 t^>^>y-f ;v) ^a-fri^T 

rUIS©2 h=3r->- 1 -^>-fe*>^;i/^-;V *P^-f K (80mg) 
V^Mt^ 2 b3^>- 1 ;i/ 4 VttS/T*— h ^IH 

Mbfeo 3-^PD-4-[(6, 7-^h^>-4-^'J;t/) ^-^^>] T 
- U > (50mg) § h;icc> (5ml) , rc^y — ;u (1ml) IzmffiZ&fe 
f£ s (lml) lzmm£ J &fc2-* h l -^>Hf 

v ^ ^- ^> ^ * — h & #d ^ ^M-e 2 m mmn b o zijfom % mm intern 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 95 (s, 3H) , 3. 
96 (s, 3H) , 4. 03 (s, 3H), 6. 43 (d, J=5. 37Hz, 
1H), 7. 19 (t, J=7. 32Hz, 1H), 7. 31 (d, J = 8. 0 
5Hz, 1H) , 7. 43 (s, 1 H) , 7. 4 9 -7. 5 4 (m, 3H) , 7. 
68 (t, J = 8. 78Hz, 1H) , 7. 78 (dd, J = 2. 68Hz, J 
= 9. 03Hz, 1H), 7. 93 (d, J=9. 76Hz, 1H), 8. 52 
(d, J = 5. 13Hz, 1H), 11. 33 (bs, 1H), 2. 59 (bs, 
1 H) 

««#*fffi (E S I -MS, m/z) : 5 2 5 (M + +l) 

924 : N- {3-^dd-4- r (6, 7-^b^>-4-^'J 

jv) y^=.)V} -N J - T2- ( h y;i/^-p^^) cS^IdJkl 
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TUflR©2- (h'j7;i/tn^^) - 1 -^>-b? )V Z>u=><iY 
(80mg) &m^Jcmzm^2- (h'j7;i/tD^?-/!/) - l -^>-tf>#;i/ 
tf-fr 4V?-*isT*-h%mm^fzo 3--7UU-4- [ (6, h 
*is-4-*J U;i/) tJ-^^>] T-U> (5 Omg) § h;i^> (5ml) , :n 

(1ml) £igJ§?£WciL :c^y-;i, (1ml) k:»P£-&fc2- 
( h yjvjru^^-ji/) - l -^>-t?>>b;i/^;i/ v?^>7^— h £#n£ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H), 6. 42 (d, J = 5. 02Hz, 1 H) , 7. 42 (s, 
1H) , 7. 48 (d, J = 8 . 78Hz, 1H), 7. 53 (s, 1 H) , 7. 
75-7. 87 (m, 6 H) , 8.19 (bs, 1 H) , 8. 50 (d, J = 5. 
12Hz, 1H), 12. 21 (s, 1H) HS^flrfil (ESI -MS, m/ 
z) : 5 6 2 (M + + 1 ) 
mMM9 2 5 :N- {4- [ (6, 7-^p< Y^y-A-*; U;i/) - 

2 fp7x-m -r - (2-p<5 ; -;p^>v y -f;v) ^frlxT 

4- [ (6, 7-^p< h*is-4-*J U;i/) ^3^>] -2 -- hPT-U > 
(5 Omg) § h;i^> (5ml) \ ;i/ (1ml) £}g$p£-frfcf£s rfJ 

IS© 2 -p<^-;i/- l yxjistf-ji ^v^>7^-h (50//1) £ 

mgs 1R*8 0 %-ef#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 36 (s, 3H) , 3. 
93 (s, 3H), 3. 94 (s, 3H), 6. 52 (d, J = 5. 37Hz, 
1H), 7. 15-7. 22 (m, 3H), 7. 28-7. 39 (m, 3H), 
7. 42 (dd, J = 2. 81Hz, 9. 15Hz, 1H), 7. 50 (s, 1 
H), 7. 54 (s, 1H), 7. 66 (bs, 1H), 7. 81 (s, 1H), 
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8. 46 (d, J = 5. 12Hz, 1H) M^jjfHI (ES I-MS, m/z) 
: 5 1 9 (M + + 1) 

1119 2 6 :N-^>vV;i/- N J - 14- [ (6, 7 - it* b ±t/ - 4 -=>r 

4- [ (6, 1 -V* b*^-4-*j~W-)l) T-U> (50m 

g) ^h;^> (5ml) s )\s (1ml) fc^f#^^fef^ rfJl^cD 1 — 

^>^>tUV^—JV JV^-Jti/T*— h (50//1) §JP^.M^tr2KFP^Ji# 

bfeo gjst^ii ^ ^ o d */i/ A/rt h>si!-r^>u#y 

/l/^DYh^7^f-Hj:DilU ilj^fbilrtJ£6 9mg, lR*8 9%"^t# 

1 H — NMR (CDC Is, 400 MHz) : 6 4. 09 (s, 3 H) , 4. 11 
(s, 3H) , 7. 2 3-7. 3 4 (m, 4H) , 7. 5 5 -7. 5 9 (m, 4 
H) , 7. 68 (t, J = 7 . 56Hz, 1 H) , 7. 8 8 -7. 9 3 (m, 3 
H) , 8. 6 9 (s, 1H) , 9. 12 (s, 1 H) 
Wm^Df fii ( E S I-MS, id./ z ) : 4 6 1 (M + + 1 ) 

mmms 21 :n- {4- c (6, 1 -v* h^>-4-^:?-^u-;i/) 

->] -N J - (2 -^5f-;i^>vV ;v) ^a-fri^r 

4- [ (6, 7-^p< h^>-4-3^\/y-;i/) U > (5 0m 

g) (5ml), (1ml) fc«P£i±fcf£. rUIi®2- 

^<^;v- l -^>-b?>#;i^-;i/ ^v^t^>7^- h ( 5 o // 1) £#nx.^?S 
2 Rf Hflt# b fee mm U# tLfea^ §^on A/r-fe h >jg|S 

^9 0%trf#fe o 

'H-NMR (DMSO-de, 4 0 0MHz) :6 2. 5 0 (s, 3H) , 3. 
98 (s, 3H) , 3. 99 (s, 3H) , 7. 29-7. 38 (m, 7H), 
7. 42-7. 46 (m, 1H), 7. 52 (d, J = 7. 81Hz, 1H) , 

7. 57 (s, 1H) , 7. 80-7. 82 (m, J = 8. 7 8 Hz, 2 H) , 

8. 5 6 (s, 1H) WMffiffm (E S I-MS, m/z) : 4 7 5 (M + +l) 
mMM9 2 8 :N- (2-^PP^>vV/V) -N' - {4 - [ (6, 7-^ 
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4- [ (6, 7 -V* har^-4-^r^-V'U-;V) ^3^>] T-U> (50m 
g) § h;i/;n> (5ml) N ;]/ (1ml) fc^^-^fe^ rUIS© 2 - 

/7 D d- i -^>Hf >^;i/^'^;b -fv^^7^-b (50/zi)§in^^ 

1 H — NMR (CDC 1 3 , 400 MHz) : 6 3. 9 8 (s, 3 H) , 3. 99 

(s, 3H) , 7. 3 7-7. 4 0 (m, 3H) , 7. 4 5-7. 4 9 (m, 1 

H) , 7. 53-7. 58 (m, 3H), 7. 65 (d, J = 7. 81Hz, 1 

H) , 7. 79 (d, J = 8. 54Hz, 2H), 8. 58 (s, 1H), 12. 

04 (bs, 1H) , 12. 35 (b s , 1H) WmmffiM (E S I -MS, m 
/z) : 4 9 5 (M + + 1 ) 
mffi,M9 2 9 :N- {4- [ (6, 7 h^>-4-^7-^'J-Jl/) Jr* 

rf?I£©2 — * h^rSy- 1 -^>-t£ pu^J h* (8 Omg) 

ILL 4- [ (6, 7-$^ h^r^-4-^^-V , U-;i/) 3-=^>] 7*— U > 
(5 Omg) ^ h;i^> (5ml) ^ zc^y— ;i, ( 1ml) iz^M^^t^, ^ 
^y-;v (lml) izmffi£&ta 2 -y h^>- l -^>-t? >^;v^-;y -fv 

M©{b-£r'#J£ 7 4mg, iK*9 0%t?f#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 7 (s, 3H) , 4. 
03 (s, 3H), 4. 05 (s, 3H), 6. 81 (d, J = 6 . 34Hz, 
1H), 7. 11-7. 12 (m, 1H), 7. 17-7. 23 (m, 2H), 
7. 31 (d, J = 8. 54Hz, 1H), 7. 53-7. 80 (m, 3H), 
7. 88 (dd, J = 2. 56Hz, 8. 91Hz, 1H) , 7. 81 (d, J 
= 7 . 81Hz, 1H) , 8. 30 (s, 1H) , 8. 81 (d, J = 6. 34 
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Hz, 1H) , 1 1. 4 (s, 1H) mmmnm. (ESI-MS, m/z) : 4 
9 1 (M + + 1 ) 

HflE0d9 3 0 :N- f4 - [ (6, 7-^ h^jy-4-^y Ujk) 7 
^-;i/> -n j - L3_zi2i±2k£i>^-£ikj ^"fri^r 

4- [ (6 , h**/-4-*y U;v) 7f-^r^>] T-U > (5 Omg) 

§ h;i/rc> (5ml) s (1ml) tUIE©3-^^- 

1 -^>-t?>^j;i/^-;v ^vfti/T^-h (50/zl) £fln*.^M"C2 

6 %7?#fco 

1 H — NMR (CD CI 3, 400 MHz) : £2. 48 (s, 3 H) , 4. 08 
(s, 3H) , 4. 11 (s, 3H) , 6. 65 (d, J = 5. 85Hz, 1 
H) , 7. 2 3 - 7. 2 9 (m, 2 H) , 7. 4 3-7. 5 8 (m, 3H) , 7. 
61 (s, 1H) , 7. 72 (t, J = 8. 6 6Hz, 3H), 7. 89 (d, 
J = 8. 78Hz, 2H), 8. 51 (d, J = 5. 85Hz, 1H), 9. 1 
3 (s , 1 H) Sl^Url (ESI-MS, m/z) : 4 7 4 (M + + 1 ) 

gjjj 31 :N- {4- [ (6, 7 -V* h^->-4-^y V JV) 7 
^ =■)];} -N J - (3 -^;i/^|-P^>W;i/) ft»)l/7 

T$m<D 3 -y - l^s<> )l> ^D7^F (8 Omg) 

^bfeo 4- [ (6, 7-^b^>-4-^U;W U > (5 0 

mg) £h;i/:t> (5ml) N — )\y (1ml) fc»#£*fc&s — 

;v (lml) 6:SjSP**fc 3 -7;i/^-D- 1 ^ v^i/ 

1 H — NMR (CD CI 3 , 400MHz) : 6* 4 . 05 (s, 3H), 4. 06 
(s, 3H), 6. 57 (d, J=5. 1 2Hz, 1 H) , 7. 24-7. 26 
(m, 3H) , 7. 3 5 -7. 4 0 (m, 1 H) , 7. 44 (s, 1 H) , 7. 
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5 4-7. 5 9 (m, 2 H) , 7. 6 4-7. 6 8 (m, 2H) , 7. 80-7. 
84 (m, 2H) , 8. 53 (d, J = 5. 12Hz, 1H), 9. 09 (bs, 
1 H) MMfrffim (ESI -MS, m/z) : 4 7 8 (M + + 1) 
mffi,M9 3 2 :N- (3-^PP^>^^) -N' - £ 4 - [ ( 6 , 7 - *J * 

4- [ (6, h^-4-^y U;i/) ^-dr->] ^- U > (5 Omg) 

§h;i/rc> (5ml) s — )i (1ml) IzmM^^tzW:, T|JlRcD3-^n 

d- l -^>-e yjjjitf-ji ^vft^>7^-h (50^1) *ip^.^S-e2 

S/iJfc^Vl/^P vb^7>f— K«tDIMau Si©ft^$7 7mg N » 9 

3%-ef#fe 0 

1 H — NMR (CDC la, 400MHz) : 6 4 . 05 (s, 3 H) , 4. 06 
(s, 3H), 6. 58 (d, J=5. 37Hz, 1 H) , 7. 24-7. 92 
(m, 11 H), 8. 52 (d, J = 5. 37Hz, 1H), 9. 13 (bs, 
1 H) mmfrffim (ESI -MS, m/z) : 4 9 4 (M + + 1) 
mnM9 3 3 :N- 14- [ (6, h^r->-4-^y V JV) 7 

-N J - (3-* h^-->^>vV;i/) ^^frPT 
lUIS©3 b*is- 1 -^>-t£ >^/;i/^-;i/ ^7^F (8 Omg) 
V^^ci^fdt^V^ 3 h^^- 1 -^>if >yf?;i/^-;i/ -f V^e/T*— h£I$ 
ILL 4- [ (6, h^^-4-^y u;i/) r*-3rS/] T-U> (5 0 

mg) ^h;i/rc> (5ml) „ J — )l> (1ml) -frfc&s — 

J\y (1ml) izmm^^fz3 b*i/- 1 -^>-t?>#;i/7K-;i/ >r v^-^--> 

t- * - h £ gfl-e 2 «pHUJt# u fc o * «mr b» & * * ^ n n sh 
;v A/r-fe h ymmT & ^iJ*WPYh^77^-(;J;f3 MM U mm<z><t 

1 H — NMR (CD CI 3, 400MHz) : 6 3. 90 (s, 3H), 4. 05 
(s, 3H), 4. 06 (s, 3H) , 6. 57 (d, J=5. 37Hz, 1 
H) , 7. 13-7. 16 (m, 2 H) , 7. 2 3 - 7. 2 6 (m, 2H) , 7. 
37-7. 49 (m, 4H), 7. 54, (s, 1H) 7. 81-7. 84 (m, 
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2H) , 8. 53 (d, J=5. 37Hz, 1 H) , 9. 13 (s, 1H) 
K*##rffi (E S I -MS, m/z) : 4 9 0 (M + +l) 

mmm9 3 4 : n- f 4 - [ ( 6 , 7 h^->-4 -^y u;v) a- z 

ji-M — n 3 - [3 - (h'j7MP^fji/) ^WdlikJ ±^_kZ 
rfjJK©3- (h'j7Mn^f;i/) - 1 -^>-t? ^D7-f F 
(80mg) £/BV>:fci&fcfi£^3- (h'j7/l/tD/^V) - 1 -^>-t?>£;i/ 
>f y^S/T*— h^fS^bfeo 4- [ (6, 7 -S^ h3^>-4-3r 

y y;i/) T— u > ( 5 Omg) § h;i^> (5ml) s ^^y— ;v ( l 

ml) t:?§fi¥^*fc^s (1ml) 3 - (bU7^D 

Wnn^77^-fcJ;!3llU ii©MM6 7mg, M7 5 %T- 

1 H — NMR (CDC la, 400MHz) : 6 3. 94 (s, 3H), 3. 96 
(s, 3H), 6. 59 (d, J=5. 37Hz, 1H), 7. 35 (d, J = 
8. 78Hz, 2H), 7. 43 (s, 1H), 7. 53 (s, 1H), 7. 7 
8-7. 85 (m, 3H), 8. 04 (d, J = 8 . 05Hz, 1H) , 8. 2 
6 (d, J = 8. 05Hz, 1H), 8. 35 (s, 1H), 8. 55 (d, J 
= 5. 37Hz, 1H) , 11. 79 (s, 1 H) , 12. 49 (s, 1 H) 
Rl^WKESI-MS, m/z) : 5 2 8 (M + +l) 
1119 3 5 :N- (3-7°P^>^^^) -N J - {4 - [ (6, 

ffJl£©3 -/Pt- 1 -^>Hf >tiJ]y^=.J]y 7D7-f F (8 Omg) 

;£!M;it£^3 -^d^e- i -^>-t? v^^>r*— h£ii^b 

feo 4 - [ (6, 7-^p< h^r^-4-^y U;i/) ;*3rS/] U > (5 0m 

g) §h;n> (5ml) ^ ^$J — ;i/ (iml) £i§j?i?£-&7c^ ;i< 
(lml) t»tfe3-7*n^- 1 -^>-tf>#;i/^-;i, ^v^ti/T^ 
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1 H — NMR (CDC la, 400MHz) : 6 4. 05 (s, 3H) , 4. 06 
(s, 3H), 6. 66 (d, J = 5. 12Hz, 1H) , 7. 24-7. 26 
(m, 3H) , 7. 44-7. 4 7 (m, 2 H) , 7. 53 (s, 1 H) , 7. 

80-7. 84 (m, 4H) , 8. 07 (bs, 1 H) , 8. 53 (d, J = 5. 

12Hz, 1H) , 9. 03 (bs, 1H) JMMMsfHK (ES I -MS, m/ 

z) : 5 3 9 (M + + 1) 
fgMffiJ9 3 6 :N- {4- [ (6, h^>-4-^y U;i/) - 

2-7;VtP7x_M — N J - (3-^M>^jl/) gj^U7 
4- [ (6, 7-^p< h^^-4-^y U;i/) ^^>] -2-7Wn7-'J 

> (5 Omg) £ h;Vni> (5 ml) N J — )\/ (1ml) tSi^ffets 

7UIR0 3 1 -^>-t£ >*;i/7}f- JV ^fV^>7^-h (50/zl) 

■fe h >iHt§^ y *^;i/7 d v h ^7 7 * -t j: t> MM bs mm<D4h&to* 6 

8mg\ JR*£8 

1 H — NMR (CDCla, 400MHz) : 6 2 . 47 (s, 3H), 4. 04 
(s, 3H) , 4. 06 (s, 3H) , 6. 64 (d, J = 5. 12Hz, 1 
H), 7. 03-7. 07 (m, 2H), 7. 26 (s, 2H), 7. 42-7. 
49 (m, 3H), 7. 07-7. 73 (m, 2H), 8. 46 (t, J = 8. 
90Hz, 1H), 8. 57 (d, J = 5. 12Hz, 1H), 9. 18 (bs, 
1H) WAfrtitm (ESI-MS, m/z) :4 9 2 (M + +1) 

mmM9 3 7 :N- -T4 - r (6, h*is-4-*J U;V) £jf^J - 

2-7MP7x-M -n' - (3 -7;i/^-p^>V^f;i/) ^fri^T 
rf5IK(D3-7;i/^-n- 1 -^>-fc? >^;i/^-;i/ 7D7^f H (8 Omg) %m 

mvfeo 4- [ ( 6 , 7 h ^r^-4-^y y;i/) - 2 -7;i/^"D 

7-iJ> (5 Omg:) £ b;i/^> (5ml) N ;i, (1ml) {3^?^-^ 

fef^ (1ml) fc$gfl?<*-tffe3 -yjv^rtt- 1 -^>-t? 

;u v5 L ^-^T^-h^iDx.^T-2B#p B E iiii#b^o sj©*$*ieb»e.nfc 
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1 H — NMR (DMSO-de, 400MHz) : (53. 93 (s, 3H) , 3. 
96 (s , 3H), 6. 67 (d, J = 5 . 37Hz, 1 H) , 7. 38-7. 
73 (m, 6H) , 7. 8 4-7. 8 6 (m, 1 H) , 8. 05 (m, 2H) , 
8. 29 (s, 1H), 8. 56 (d, J = 5. 12Hz, 1H), 11. 9 
(s, 1 H) liMffl (E S I -MS, m/z) : 4 9 6 (M + + 1) 

mmm9 3 8 :n- (3-^pp^>w;i/) -r - {4- [ (6, 

4- [ (6, 7-^p< h^r>>-4-^y U;i0 r^S/] - 2-7MP7- U 
> (5 Omg) § h;v^c> (5ml) s (1ml) IzmM^^T^ 

rjfI£cD3 -^pp- 1 ;i/ V^^T^— h (50//1) 

^iDilST 2 B^fll # bfeo b# £ £ ^ P P ^ A/7- 

-fe h >MI§T^. ^> 'J*WoYh^77^-fcJ;!) Ill U ^0-fb-£r« 7 
6mg, JR*9 3 %T^fzo 

1 H — NMR (CDC la, 400MHz) : 6 4. 04 (s, 3H), 4. 06 
(s, 3H), 6. 63 (d, J = 5. 13Hz, 1H), 6. 65-7. 07 
(m, 2H) , 7. 2 6 -7. 2 7 (m, 1H) , 7. 4 5-7. 5 3 (m, 3 
H), 7. 6 5 (d, J = 8. 05Hz, 1H), 7. 80 (d, J = 8. 78 
Hz, 1H), 7. 94 (s, 1H), 8. 44 (t, J = 7. 93Hz, 1 
H), 8. 57 (d, J = 5. 13Hz, 1H), 9. 17 (bs, 1H) WM 
frmm (ESI-MS,m/z) :512 (M + + 1) 

mMM9 3 9 : N- {4- [ (6, 7-¥* h*P- 4-* J U;i/) ;t^>] - 
2-7/^P7xr;y} -N J - ( 3 -j* h ^->^>V^;V) ft^l/T 
miS© 3 -A h*i/- 1 -^>Hf>*;i/^-;V ^D7^F (8 Omg) £J3 

^bfco 4- [ (6, 7 4 U;i/) tf^] -2-7MU 
T-U> (5 Omg) * h;V:n> (5ml) „ ;i/ (1ml) t^jSP^F^ 

(1ml) fcjgjSP^*fc3 h^>- 1 -^>Hf>*;i/^- 
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1 H — NMR (DMSO-da, 4 0 0MHz) : 6 3 . 86 (s, 3H) , 3. 
93 (s , 3 H) , 3. 96 (s , 3 H) , 6. 66 (d, J = 5. 12Hz, 
1H), 7. 16 (d, J = 7. 32Hz, 1 H) , 7. 22-7. 24 (m, 
1H) , 7. 3 8-7. 4 8 (m, 4H) , 7. 5 7-7. 6 0 (m, 2 H) , 
8. 08 (t, J = 8. 91Hz, 1H), 8. 56 (d, J = 5. 12Hz, 
1H) , 1 1. 82 (bs, 1H), 12. 55 (bs, 1H) mMfrffim ( E 
SI-MS, m/z) : 5 0 8 (M + +l) 

mMM9 4 0 :N- (3 -^P^&^>vV;i/) -N J - {4- [ (6, 1-*J* 
h^r->- V JV) ^j-^->1 -2-7;i/tP7x^/l/} ?-Jrt>UT 

7fJ!£©3 -yu=E- 1 -^>-fe*>^;i/^;v ^n^^F (8 0mg) 

fco 4- [ (6, 7-^p< h*->- 4-*J U;i/) ^-^->] - 2-7MD7- 
U> (5 Omg) & h;i/j:> (5ml) N ^ J— JV (1ml) fc^|?^-frfcf^ 
x^-;i/(lml) temM£&fa3 -7"P^E- 1 -^>-fc? -Y V 

pd^/VA/7^ b>jg|§-r^^U^y;v^n-T h^77^-tJ;DllU ^ 
moih^^S 5mgs IR*9 6%"t?#feo 

'H-NMR (DMSO-de, 4 0 0MHz) :tf3. 93 (s, 3H) , 3. 
96 (s, 3H) , 6. 66 (d, J = 4. 88Hz, 1H) , 7. 15 (d, 
J = 9. 51Hz, 1H), 7. 36-7. 39 (m, 2H), 7. 41 (s, 
1H), 7. 46 (s, 1H), 7. 51 (t, J = 7. 81Hz, 1H), 7. 
86 (d, J = 7. 81Hz, 1H), 7. 98 (d, J = 7. 56Hz, 1 
H), 8. 07 (m, 1H), 8. 19 (s, 1H), 8. 70 (d, J = 5 . 
12Hz, 1H) , 11. 98 (s, 1H) WM^ffiM (ESI-MS, m/ 
z) : 5 5 7 (M + + 1 ) 

mmm9 41 ; n- \a~ r (6, i-v* v^^-a-*; vjd ^je^j - 
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3-7MP7x-;y} -N' - ( 3 -p<^;i/^>V^;i/) tttlsT 

4- [ (6 , 7 -v* b^>- 4-*; >;;i/) #3^>] - 3 -7Wd7->j 

> (5 Omg) § h;i/rc> (5ml) s ;i/ (1ml) £$SA¥£-t?:;fc^ 

H?M© 3 1 -^>-fe*>^?;i/^— ;p ^V^t^T^ - h (50//1) 

1 H — NMR (CDCb, 400MHz) : 52. 48 (s, 3H), 4. 06 
(s, 3H) , 4. 07 (s, 3H), 6. 49 (d, J = 4. 39Hz, 1 
H), 7. 26 (s, 1H) , 7. 30 (t, J = 8 . 54Hz, 1 H) , 7. 
44-7. 5 2 (m, 4H) , 7. 58 (s, 1H) , 7. 69-7. 1 2 (m, 
2H) , 8. 03 (dd, J = 2. 44Hz, 11. 71Hz, 1H), 8. 5 
3 (d, J=5. 37Hz, 1H), 9. 13 (s, 1H) Mmmftm (ESI 
-MS, m/z) : 4 9 2 (M + + 1 ) 

mmm9 4 2 :n- {4- r (6, 7-^ u;to ;t^>i - 

?(3lg©3 -7;i/^j-D- 1 -^>-tf Zu^JY (80mg) £M 

^bfeo 4- [ ( 6 , 7 h^>- 4-^ U;V) :^^>] - 3 -7 

7-i) > ( 5 Omg) £ b;i/^> (5 ml) s ^ J— )V (1ml) fc*§JW£-tir 
fc^ N — )V (1ml) lzmm^^rfz3 -~7)V*u- 1 -^>-t? >^;i/^f- 

;V -Y V^^-^T^-h^rJjp^^Ut:2Bt^it#bfeo SJ«£TOU#£> ttfc 

1 H — NMR (CD CI s, 400 MHz) : 4 . 10 (s, 3H), 4. 15 
(s, 3H), 6. 68 (d, J = 6. 0 1Hz, 1H), 7. 27 (m, 2 
H) , 7. 3 5 -7. 4 2 (m, 2 H) , 7. 5 7 - 7. 6 9 (m, 4H) , 7. 
98 (bs, 1H), 8. 12 (m, 1H), 8. 54 (d, J = 6. 34Hz, 
1H), 9. 11 (s, 1H) MMfrmm (ESI-MS, m/z) :496 
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(M + + 1) 

mMM9 4 3 :N- (3-^PD^>vVjP) -I' - {4- P (6, 7-^ 
h^r->-4-^ry U;i/) - 3-7;i/tP7x-M ^^-^ut 

4- [ (6, 7 -it* h**/-4-*S -3-7WD7riJ 
> (5 Omg) § h;i/m> (5ml) s J — )V (1ml) temMH&fc^ 

rfJflS© 3-^Dn-l ^fv^>7^- h (5 0^1) 

SJPitSfflTf 2 (ftlfflSM* bfc„ £J&»$ttitt U# & *lfcS<* §7DD -*.)Vh./T 

3mgs IK* 9 0%-ef#feo 

1 H — NMR (CDC 1 3 , 400 MHz) : 6 4. 09 (s, 3 H) , 4. 11 
(s, 3H), 6. 60 (d, J = 5. 61Hz, 1 H) , 7. 26 (s, 1 
H) , 7. 35 (t , J = 8. 54Hz, 1H), 7. 51-7. 56 (m, 2 
H), 7. 61 (s, 1H), 7. 65-7. 68 (m, 1H), 7. 77-7. 
79 (m, 2H), 7. 91-7. 92 (m, 1H), 8. 08 (dd, J = 2. 
68Hz, 11. 47Hz, 1H), 8. 53 (d, J=5. 61Hz, 1H), 
9 . 0 8 (b s , 1 H) Wmfrtirm (E S I -MS, m/z) : 5 1 2 (M + + 
1) 

mmm9 44 :n- {4- r (6, 7-^h^-4-^'j^) ^-jp^] - 

3-7;i/^P7xrM -N' - (3-p< h=fr->^>W;iQ ^frl^T 
mflg©3-^ h=^>- 1 4?r:;v 7D7^F (8 Omg) &m 

SSbfco 4- [ (6, 7-S>* h^^-4-^y U;i/) -3--7MU 
T-V> (5 Omg) £ h;Vm> (5ml) s — ;U (1ml) 

&^ (lml) fc*»$*fc3-^ h^>- l 

1 H — NMR (CD C 1 3 , 400MHz) : <? 3 . 99 (s, 3H), 4. 13 
(s, 3H), 4. 17 (s, 3H), 6. 87 (d, J = 5. 6 1Hz, 1 
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H) , 7. 18 (dd, J = 2. 44Hz, 8. 29Hz, 1 H) , 7. 3 1- 
7. 46 (m, 2H) , 7. 55-7. 62 (m, 4H) , 7. 71 (s, 1 
H) , 7. 84 (s, 1H) , 8. 23 (dd, J = 2. 44Hz, 11. 95 
Hz, 1H) , 8. 67 (d, J = 6. 59Hz, 1H), 11. 00 (s, 1 

h) mmmjtm (esi-ms, m/z) : 5 0 8 (m + + 1 ) 

mMM9 4 5 :N- {4- [ (6, 7 b*->-4-*; V )V) a-=fr*/1 - 
3-7/l/tP7xnM -N J - f 3 - ( h V TJk* u * ±M C^lAJkl 

(80mg) *fflv^SRt^v>3- (h'J7;vtn^f;v) - l -^>-tf 

7}f-;i/ ^Vft^7^-h$ilbfeo 4- [ (6, 7-*J* h^->-4-^r 
y U;i/) #3^] -3-7Mn7-'J> (50mg) (5ml) > 

(1ml) f3}g$?£i±£:f£s (1ml) lzmM^^fz3- 

SST 2 utlSi*# b fee ^l&tt&tttt W# S> *lfcg§£ * ^ n d A/T-fe h > 

i«8 9%-£f#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 96 (s, 6H) , 6. 
54 (d, J=5. 37Hz, 1 H) , 7. 43 (s, 1H) , 7. 53-7. 
60 (m, 4H), 7. 80 (t, J = 8. 05Hz, 1H), 8. 02-8. 
10 (m, 2H), 8. 26 (d, J = 7. 8 1Hz, 1H), 8. 35 (s, 
1H), 8. 53 (d, J = 4. 88Hz, 1H), 12. 03 (s, 1H)S 
mfrtifm (ESI-MS, m/z) : 5 4 6 (M + + 1 ) 
mMM9 4e :N- (3 -7'P^E^>W;i/) -N 3 - {4- [ (6, 

rfJjK©3-yn^e- l ;i/ 7D7^fF (80mg) 

feo 4 - [ (6 , 7 -^p< h^>- 4 -=3fV U;i/) - 3-7WD7- 

U> (50mg) * h;ioc:> (5ml) s ^&;~-Jl (1ml) 
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x^y-;i/ (lml) izmM^^fc l -^>Hf >*;i/^-;i/ -rv 

DO*/VA/7-fe h^JBMfa^U^^l/^nv h^7-f — fcJ:D3fi|§au M 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 96 (s, 6H) , 6. 
51 (d, J=5. 37Hz, 1H) , 7. 41 (s, 1 H) , 7. 48-7. 
60 (m, 5H) , 7. 86 (d, J = 7. 56Hz, 1 H) , 7. 97 (d, 
J = 8. 05Hz, 1H), 8. 08 (d, J=12. 44Hz, 1H), 8. 
18 (s, 1H), 8. 50 (d, J=5. 37Hz, 1H), 11. 84 (s, 
1H) Hfi^lFHt (ESI-MS, m/z) : 5 5 7 (M + +l) 
mMm9 4 7 :N- {3-^pp-4 - [ (6, 7-^p< h^->-4-^-y u 

^|-^r->1 ^^-;i/> -tr - (3 -p<^;t/^>y^;iO ^-a-fr^y 

3-^DD-4-[(6, h^>-4-=f-y U;V) ;T=^>] T"— u > 

(5 Omg) § h;i^> (5ml) s ^PS—Jl (1ml) IzmMmttz^ Tf5 

IS©3 l ^v?-t^7^-h (50//1) £ 

h>MISt-a->»;^^^D Th^77^-iiJ;DiiU 3tM©<fbi^j£7 1 
mg, IK* 9 2 %T#fco 

1 H-NMR (CDC Is, 400MHz) : 6 2. 48 (s, 3H), 4. 07 
(s, 6H) , 6. 44 (d, J = 5. 61Hz, 1 H) , 7. 26 (s, 3 
H), 7. 29 (d, J = 8. 78Hz, 1H), 7. 43-7. 50 (m, 2 
H), 7. 59 (s, 1H), 7. 69-7. 74 (m, 3H), 8. 11 (d, 
J = 2.44Hz, lH),9.14(s, 1H) WMfttifm (ESI-MS, 
m/z) : 5 0 9 (M + + 1) 
mmM9 4 8 :N- (3-^DP-4- [ (6, 7 -S-M h=fr$/- 4 -jf-yj 

;v) ;f^->1 7ji-;v> -N J - ( 3 -y^-^n^y W;i/) ^-a-frUT* 

rfr!&©3 -y;i/^~D- 1 -^>-fe*>#;WK— //D7^ K (80mg) %m 
lbf;„ 3-^pd-4 - [ (6, 7-^F^-4-^'J/V) ;t3^>] T 
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— U > (5 Omg) £ h;i/^> (5ml) , ;v (1ml) fcJgffP^-tffc 

f£ N ^.^ y—ji (1ml) lzmM^^tc3 -7Jl*n- 1 -^>-£>ft;i^-;i/ 

U SIOft^»S:6 4mg^ W8 3%« 0 

'H-NMR (CDCls, 4 0 0MHz) : 6 . 3. 95 (s, 3H) , 3. 9 
6 (s, 3H), 6. 43 (d, J=5. 12Hz, 1H), 7. 43 (s, 3 
H) , 7. 4 9 -7. 5 4 (m, 2H) , 7. 5 9 - 7. 6 2 (m, 1H) , 7. 
75 (d, J = 8. 78Hz, 1 H) , 7. 8 2 -7. 8 6 (m, 1 H) , 8. 
18 (bs, 1H) , 8. 51 (d, J = 5 . 12Hz, 1H), 11. 79 
(bs, 1H), 12.43 (bs, 1H) Mfttir®. (ESI -MS, m/ 
z) : 5 1 2 (M + + 1 ) 
f»lMffJ9 4 9 :N- (3-7pp^>vV^) -N j - f3-^PP-4- (6, 

3-^DD-4- [ (6, 7 -V* h^^-4-^y U;V) :^^>] T— U > 
(5 Omg) £ h;i/^> (5ml) . ;b (1ml) fc$Sfl¥£-&fc^ rfJ 

iscd3 -^dd- l -^>-if -r vttt/r*— h (50//1) * 

1 H-NMR (CDCla, 400 MHz) : d 4 . 06 (s, 3 H) , 4. 07 
(s, 3H), 6. 46 (d, J = 5. 37Hz, 1H), 7. 29-7. 32 
(m, 4H), 7. 52 (t, J = 7. 93Hz, 1H), 7. 61 (s, 1 

H), 7. 64-7. 66 (m, 1H), 7. 71 (dd, J = 2. 68Hz, 

8. 78Hz, 1H), 7. 87 (d, J = 7. 81Hz, 1H), 8. 00 
(s, 1 H) , 8. 07 (d, J = 2. 44Hz, 1H), 8. 51 (d, J = 

5. 3 7Hz, 1H) Sf»#*HI (ESI -MS, m/z) : 5 2 9 (M + +l) 
gjjM9 50 :N- {3-^PP-4 - [ (6, 7-^ h3^>-4-3^ U 

)]/) 7^n;i/> -N' - (3-* h^>^>"J-i^) ^t'VT 
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$10 3-/ h^^>-l-^>t*>*M-;V ^D7^f F (8 0mg) 

ILL 3-^no-4- [ (6, 7-^ U;i/j 7* 

-U > (5 Omg) £ h;i/rc> (5ml) , (1ml) fc$S«P&*fc 

fg s ;b (1ml) fc^jSP^-a-fca-/ h#S/-l-^>Hf>*;VsJ?— ;i/ 

^§^nD*ji/A/7t h >MFMT & is V * ?JV p a-? h ? J —lz £ *) mm 
U ilM©{bl^£6 5mg, IR*8 2%T"#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 3 . 86 (s, 3H) , 3. 

95 (s, 3H), 3. 96 (s, 3H) , 6. 41 (d, J=5. 12Hz, 
1H) , 7. 22 (d, J = 8. 54Hz, 1 H) , 7. 41-7. 60 (m, 
8H) , 7. 74 (d, J=8. 78Hz, 1H), 8. 12 (bs, 1H), 
8. 50 (d, J = 5. 37Hz, 1H) K*^*fffi (ES I -MS, m/z) 
: 5 2 5 (M + + 1 ) 

^ffj9 5 1 :N- {3-^PP-4- [ (6, 7-^/ h^>-4-^7 U 
;b) ^ — 2kl -N' - [3- {±Vj7Jk*MA±flLl c^lLUkl 

t>\;T 

rfr)K©3- (h'j7/^n/^) - 1 -^>-t? >jtj;vstf— ;v 7D5^F 
(8 Omg) %m^Xffllte$£^ 3 - ( h U 7/^n/^/W - l -^>-t? >#;i/ 
-fy^t^7^-hSiibfco 3-^DD-4- [ (6, 7-^/h 
3^-4-3^ U;i/) ^-^-2/] T— U > (5 Omg) £ (5ml) „ x. 

(lml) (1ml) 3 - 

SHf S 5/ ';*mn-?h^77^-l:J;D *iM U mm<Dfti<£m* 7 5 m g N 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 

96 (s, 3H), 6. 43 (d, J = 5. 37Hz, 1H), 7. 42 (s, 
1H), 7. 49-7. 53 (m, 2H), 7. 74 (d, J = 9. 27Hz, 
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1 H) , 7. 80 (t , J = 8 . 05Hz, 1H) , 8. 03 (d, J = 7 . 5 
6Hz, 1H) , 8. 18 (s, 1H) , 8. 2 6 (d, J = 5. 37Hz, 1 
H) , 8. 35 (s, 1H) , 8. 51 (d, J = 5. 37Hz, 1H), 12. 
04 (s, 1H) , 12. 52 (s, 1H) n&fttir®. (ES I -MS, m/ 
z) : 5 6 2 (M + + 1) 

gUMi 5 2 :N- (3 -^P^E^W-f -N J - {3 -^PP-4 - 
r (6 , 7-^ b^>-4-^'J;V) ^->] 7x^M 

TfJjRCD 3-^^-1 -^>4f>^;i/^— ;i/ ^D7^F (80mg) 

fe 0 3-^PP-4- [ (6, h3^>-4-=W T- D 

> (5 Omg) £ (5ml) , ^ J— JV (1ml) IzmB^^tzWis 

i^;-iKlml) tM^tfc 3 - ^d^ - l -^>f << v 

^CD^t)*8 lmg, 3%-e#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 54. 05 (s, 3H) , 4. 
06 (s, 3H), 6. 85 (d, J = 6. 34Hz, 1H), 7. 50-7. 
54 (m, 2H), 7. 66 (d, J = 8. 78Hz, 1H), 7. 76 (s, 
1H), 7. 85-7. 89 (m, 2H), 7. 98 (d, J = 7. 80Hz, 
1H), 8. 19 (s, 1H), 8. 28 (s, 1H), 8. 84 (d, J = 6. 
34Hz, 1H), 11. 8 (s, 1H), 12. 56 (s, 1H) Kfi#*/Hil 
(ESI-MS, m/z) : 5 7 3 (M + +l) 

mmm9 5 3 :N- {4- [ (6, y^y-A-*; U;i/) t|-^->] - 

2--hP7x-M — n' - (3-^5f-;v^>y-f M ^-a-frur 

4- [ (6, 7-S>* h^-^-4-^ry U;P) «^>] - 2--hD7-U> 
(5 Omg) £ h;i/^> (5ml) . J — )l (1ml) (3^fj?^*fc^ rfJ 

I® 3 l -^>^f>*;v^-;i/ ^v^>7^ - h (50//1) £ 

«g^T-2B^m#bfco ^rt^miibft^nfea^s^pp^i/A/^-fe 
b>Mii-r^^u*^^PT h^^7-f— fc^aiMsu mMoi^'m^ 6 9 
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'H-NMR (CDCls, 4 0 0MHz) : 6 2 . 47 (s, 3 H) , 4. 04 
(s, 3H) , 4. 07 (s, 3H) , 6. 67 (d, J = 5. 37Hz, 1 
H) , 7. 2 6 (s, 2H) , 7. 43-7. 51 (m, 4H) , 7. 73 (d, 
J = 7. 32Hz, 1H) , 7. 77 (s, 1H),7. 94 (d, J = 2. 6 
8Hz, 1H), 8. 52 (d, J = 9. 03Hz, 1H), 8. 61 (d, J 
= 5. 12Hz, lH),9.24(s, 1H) ffS##Hi (ESI -MS, m 
/z) : 5 1 9 (M + + 1) 
mMM9 5 4 :N- {4- [ (6, 1 -*J* V 4 =*±2l *1 =Jkl 

2] Z-^M -N J - (3 -7<^;i/^>vV;i/) ^fri^r 

4- [ (6, 7-^^ h^^-4-^/ , ;-;i') ^-^^>] r-U^ (50m 
g) £ h;i/m> (5ml) s Ji^y— ;b ( 1ml) \zmM£-&fr@k, rfJlS© 3 - 

^<^;i/- l -^>-tf >*;i/^-;i/ ^fvftm-h (50//1) £jna.g$& 

$9 5%T-#feo 

'H-NMR (CDCb, 4 0 0MHz) : (5 2 . 47 (s, 3 H) , 4. 12 
(s, 3H) , 4. 17 (s, 3H) , 7. 2 6 -7. 3 4 (m, 5 H) , 7. 
45-7. 47 (m, 1H), 7. 61 (s, 1H), 7. 71 (m, 2H), 
7. 93 (d, J = 9. 03Hz, 2H), 8. 77 (s, 1 H) , 9. 10 
(s, 1 H) Wmfrffim (ESI-MS, m/z) : 47 5 (M + + 1 ) 
mMM9 5 5 :N- ( 3 - g P P^> -N' - {4- C (6, 

4- [ (6, 7-^p< h^^-4-^^V"';-;V) :t^>] 7—V> (5 0m 
g) £h;i/:n> (5ml) s x^y-^ (1ml) Cjglf^tfc^ rf5l£©3- 
^nn- l -^>-tf>^/;v^-;v ^vW7^-h (50/zl) %M%-^U 

t«S/'J*Wn7 h^^-f-fcJ^fjlMbs S«®-fb^fe*8 Omgs *K 
$96 
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1 H — NMR (CDC 1 3 , 400 MHz) : 6 4. 08 (s, 6 H) , 7. 29 
(s, 2H) , 7. 33 (d, J = 8. 78Hz, 1 H) , 7. 41 (s, 1 

H) , 7. 50 (t , J = 7. 81Hz, 1H) , 7. 57 (s, 1 H) , 7. 

63 (d, J = 7. 32Hz, 1H), 7. 83-7. 86 (m, 3H), 7. 

98 (s, 1H), 8. 65 (s, 1H), 9. 71 (s, 1H) R*#*HS 
(ESI -MS, m/z) : 4 9 5 (M + + 1) 

mMM9 5 6 :N- 14- [ (6, 7-3?;* h^>-4-^y*U-;iQ ^-Jp 

7frJK©3 h*i/- 1 ytiJV^-JV >7U=>JY (80mg) &m 

^bfeo 4- [ (6, 7 -2^ 4-*J- s JV-)V) T- V > 

(50mg) & h;K£> (5ml) s J — (1ml) fc$8fl¥j*-tf x. 
;i/ (lml) 3 h=^>- 1 -^>-tf -f v 

^CDfb^r#?^6 7mg, lfc*£8 1 %fr#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 8 7 (s, 3H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 7. 21-7. 23 (m, 1H), 
7. 28-7. 39 (m, 3H), 7. 46 (t, J = 7. 93Hz, 1H), 

7. 56-7. 60 (m, 3H), 7. 79 (d, J = 8. 78Hz, 2H), 

8. 56 (s, 1H), 11. 59 (s, 1H), 12. 66 (s, 1H) MM 
frffiW. (E S I -MS, m/z) : 4 9 1 (M + + 1) 

mMM9 5 7 :N- {4- [ (6, 7 h^>-4-jr7-y"'J^) ^ 

->1 y^-M -r - [3- (h'j7;t/tPXf;i/) ^>V^;H ft"7i/7 
Tfjfl£©3- ( h u 7;i/tn^f;i/) - l -^<>-fc? >#;i/^- ;i/ ^n^^F 
(80mg) ^ffiv^^ti^^^v^ 3 - (h'j7Wn^^V) - 1 -^>-t?>#;i/ 

sj?-;i/ V^^T'*— h&WSEbfco 4- [ (6, 7-*?* \>3r*/-4-*r 
it^r^ 7-V> (5 Omg) £ b;i/^> (5ml) N rc^y— ;i/ 
(lml) vimmz Kitted (lml) £«P£i*fc3- (h'J7;v 
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3rx2*J-)V) - 1 — <>-t?>#;i/^;i/ v?-%*/T^— h SJn^SMt? 2 
iJ*WDYh^77^f-i:j:?)ilU mmO'lk-S^ 7 5mg s iR$8 5 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 5 3 . 97 (s, 3H) , 3. 
99 (s, 3H) , 7. 38-7. 4 4 (m, 3H) , 7. 58 (s, 1 H) , 

7. 78-7. 82 (m, 3H) , 8. 04 (d, J = 8. 05Hz, 1 H) , 

8. 26 (d, J = 7. 81Hz, 1 H) , 8. 36 (s, 1 H) , 8. 56 
(s, 1H) , 11. 97 (s, 1H) , 12. 95 (s, 1H) Hftfrtrfg 
(ESI-MS, m/z) : 5 2 9 (M + + 1) 

MlMiL5_8 :N- ( 3 - ^P^> -N' - {4- [ (6, 

rfrflg©3 1 >#;i/5tf— ;v ^P7^fF (80mg) 

^Cfi^^t^V"* 3 — l/D — 1 -^>-tf -f V?^>T*— h*WS£b 

fee 4- [ (6 , 7-^p< b*is- 4 -*"*-*JV =■))/) it**/] 7- U > (5 0 
mg) £h;V:n> (5ml) N x-ZJ— n> (1ml) te&m$*t1£&. — 
)\y (1ml) ^mM^^fz3--^U^- 1 -^yJzl/ii)\ytf—)l ^fV^^7 

^6 lmg, IK* 7 0%-ef#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) :63. 98 (s, 3H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3H) , 7. 52 (t, J = 7. 
93Hz, 1H), 7. 58 (s, 1H), 7. 78 (d, J = 8. 78Hz, 
2H), 7. 87 (d, J = 7. 08Hz, 1H), 7. 97 (d, J=7. 8 
1Hz, 1H), 8. 18 (s, 1H), 8. 58 (s, 1H), 11. 89 
(b s, 1H) , 1 2 . 4 8 (b s, 1 H) JSt*^*ffi (ESI -MS, m/ 
z) : 5 4 0 (M + + 1 ) 

mmm9 59 :n- {4- r (6, 1-*?* b^^-4-^y u;io a- 7 

j:-;t/> — n 3 - (4 -^^l^W-ov) 
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4- [ (6, 7-^ y;i0 tf-^] T-U > (5 Omg) 

§h;i/rn> (5ml) N ^c^y— ;]/ (1ml) fc:?8fl¥£-£fcgU TUJK© 4 

i -s^yjg isjjfrtf-j), JVJ-fri'T^'-Y (50/zl) *Jn^SM"C 2 

9 %t:f#feo 

1 H — NMR (CDCL, 400 MHz) : d 2 . 48 (s, 3 H) , 4. 09 
(s, 3H) , 4. 15 (s, 3H) , 6. 72 (d, J = 6. 34Hz, 1 
H) , 7. 23-7. 29 (m, 3H) , 7. 3 7 (d, J = 7. 81Hz, 2 
H) , 7. 62 (s, 1H) , 7. 82 (d, J = 8. 05Hz, 2 H) , 7. 
94 (d, J = 9. 0 3Hz, 2H) , 7. 98 (s, 1H), 8. 51 (d, 
J = 5. 12Hz, 1H) , 9. 12 (s, 1H) MMfrffim (ES I -MS, 
m/z) : 4 7 4 (M + + 1) 
j»{flJ9 6 0 :N- (4-^PP^>VW;i/) -N J - {4- [ (6, 7-^p< 

4- [ (6, 7-i?p< U;V) 7—V> (5 Omg) 

£h;i/rn> (5ml) s J — JV (1ml) Izmffig^fc^ H3|£©4-^D 
d- 1 -^>-fe? >;ft;]/3t?-;i/ ^fvf-t^- h (50/zl) *in*.£iRT?2 

2%-ef#fe 0 

1 H — NMR (CDC 1 8 , 400 MHz) : (54. 06 (s, 3H), 4. 07 
(s, 3H), 6. 59 (d, J = 5. 37Hz, 1H), 7. 24-7. 30 
(m, 3H) , 7. 4 6 -7. 5 6 (m, 4H) , 7. 7 6 - 7. 8 8 (m, 4 
H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 08 (bs, 1H) If 
frffim (ESI-MS, m/z) : 4 9 4 (M + + 1) 

mMM9 6 1 :N- {4- [ (6, 7-^ U;t/) ;fr^->1 7 

jz-;y> -N J - (4 -7;i/^-p^>vV;i/) ^Jt^ut 
rUIS©4 -7;i/^-D- 1 -^>4f>^;i/^-;i/ ^D7^F (8 Omg) &m 
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^bfco 4- [ (6, ^^~\ 7-V> (5 0 

mg) § h;poc> (5ml) N x-$J — ;i/ (1ml) fc& s rn^y — 
Ji/ (1ml) t§SP$tfe4-7;i/tn- 1 -^>-tf ;i/ ^V^^> 

£rtJ&6 9mg, lR$8 5%tf|L 

1 H — NMR (CDC1 3 , 400 MHz) : 6 4. 05 (s, 3H) , 4. 06 
(s, 3H) , 6. 57 (d, J = 5. 12Hz, 1 H) , 7. 24-7. 26 
(m, 5H) , 7. 44 (s, 1 H) , 7. 54 (s, 1H), 7. 80-7. 
83 (m, 2H) , 7. 95 (m, 2H) , 8. 53 (d, J = 5. 37Hz, 
1 H) , 9 . 0 9 (b s, 1 H) m.mfrffim (E S I -MS, m/z) : 4 7 8 
(M + + 1) 

mmm9 6 2 : N- {4- [ (6, 7-^p< h 3^-4 -3^ u;v) a- 3^] z 

3i-;i/> -N' - (4-rhp^>y^jV) ?-^t>\sT 

4- [ (6, 7-S>* h^>>-4-^y U;i/) ^-^r>>] ^-U> (50mg) 
Sf/l/x> (5ml), x^;-jKlml) £MP£-yrfcf£ s lffi©4-^h 
n- 1 -son )i -iV^^T^—Y (30mg) ^M^U^ 2 

iyVti^JVyu^h^^y^-lzX^mMV, mMOih^^: 8 0 m g, 9 
4%T^#feo 

1 H — NMR (CD CI a, 400 MHz) : 4 . 06 (s, 3H), 4. 08 
(s, 3H), 6. 59 (d, J = 5. 37Hz, 1H), 7. 24-7. 30 
(m, 5H), 7. 50 (s, 1H), 7. 54 (s, 1H), 7. 82-7. 
85 (m, 2H), 8. 01-8. 12 (m, 2H), 8. 41-8. 43 (m, 
2H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 16 (bs, 1H) I 

mmnm (esi -ms, m/z) : 5 0 7 (m + + d 

fl»'J9 6 3 :N- (4- [ (6, y*f-4-*; Ujk) 3r*^l 7 
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T$ffi.<D4-* h*^- l -^>-k*>*;i/^-;i/ ^D7^F (80mg) 
mVfzo 4- [ (6, h=^>-4-3V »J 3-=^>] T— U > (5 0 

mg) (5ml) s a^y— ;i/ (lml) temMi$*£tz'&, ; - 

(lml) izmm^^4-A b*->- l -^y^y^jv-^-jv jvttf/ 

7%-h*to%. ifit 2 i^n b fc o sis* & «<b u#e>tifcB££^pp* 

;v A/r-fe h >JHif ^> U h ^ 7 -f -tz J: t) lit, mmoih 

6 7 m g s w 8 1 

1 H — NMR (CDCls, 400 MHz) : 53. 92 ( s , 3 H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 57 (d, J = 5. 37Hz, 1 
H), 7. 02-7. 04 (m, 2 H) , 7. 23-7. 26 (m, 3H) , 7. 
44 (s, 1 H) , 7. 54 (s, 1 H) , 7. 77-7. 85 (m, 2 H) , 
7. 88-7. 90 (m, 2H), 8. 53 (d, J = 5. 37Hz, 1H), 
9 . 0 7 (b s, 1 H) WAfrffim (E S I -MS, m/z) : 4 9 0 (M + + 
1) 

mMM9 6 4 :N- {4- [ (6, 7 - *J * Y - 4 - ^'J JV) - 
2-7/l/tP7i-M -N' ~ (4-*?-)V'O^J4 )D 

4- [ (6, 7-5^ h^^-4-^y y;i/) tf^] - 2 
> (5 Omg) * h;V^> (5ml) s ;i/ (lml) £#fcf£ N 

TfJj|R©4 1 -^>-fc? ;i/ ^fVf-t^T^-h (5 0/zl) 

&in*.£*n? 2 kpbb«# bfco &Ljfcm&mm u# & nfca<* §^dd a/t 

■fe h i/SHf S ^ y * d v h y<? 7 4 -\z X t> MM U m.^cDih&'&tt 7 
7mg, 8%^t#fc 0 

'H-NMR (CD C Is, 400 MHz) : <5 2 . 47 (s, 3H), 4. 04 
(s, 3H), 4. 06 (s, 3H), 6. 64 (d, J = 5. 37Hz, 1 
H), 7. 04-7. 07 (m, 2H), 7. 26 (s, 1H), 7. 36 (d, 
J = 8. 54Hz, 2H), 7. 46 (d, J = 1 1 '. 95Hz, 2H), 7. 
83 (d, J = 8. 29Hz, 2H), 8. 46 (t, J = 8 . 90Hz, 1 
H), 8. 56 (d, J = 5. 12Hz, 1H), 9. 18 (bs, 1H) 
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li^ilESI-MS, m/z) : 4 9 2 (M + + 1 ) 

mmm9 6 5 :n- (4-^pp^>w;v) -n 3 - 14 - r ( 6 , 7 

4- [ (6, 7-^ U;i/) -2-7MD7-'J 

> (5 Omg) § h;i/^> (5ml) s oi^y— ;b (1ml) 
Tf5ig©4 -^P P- 1 -sOJil/jVltf—Jl 4Vtti/7*— Y (50/il) 
*.Jni^fiT? 2 Btigjf #Lfco SMSIl If ^fcS^ § 7 D D A/7 
■fe h >IHt^^ iJ*WD7h^77>f-l:«l; DISU ^M®-fbi^$j£ 7 

'H-NMR (CDC 1 3 , 400 MHz) : 6 4. 04 (s , 3H) ,4.06 
(s, 3H) , 6. 64 (d, J=5. 12Hz, 1H), 7. 04-7. 07 
(m, 2H) , 7. 26 (s, 1H) , 7. 4 5 -7. 4 6 (m, 2 H) , 7. 
54-7. 56 (m, 2H), 7. 87-7. 89 (m, 2H), 8. 39 (t, 
J = 8 . 78Hz, 1H) , 8. 57 (d, J = 5. 37Hz, 1 H) , 9. 1 
7 (s, 1H) mmmmM (ESI-MS, m/z) : 5 12 (M + +l) 

mmm9 6 6 : n- {4 - r (6, h^>- a-*; Uik) - 

2-7/vtP7x-;v} -N 3 - (4 -7;i/^-p^>vV;i/) g^frJ^Z 

rUflgcD4-7;i/^-D- 1 -^>^f>^;i/^— ;i/ 707^ f (80mg) §je 
v>:fcfifcfc:fi£^4 -? l -^>-fc? >3b;i/5}f— ;v v^^r*— 

ILL 4- [ (6, Y^y- - 2-7)lJtU 

T=-V> (5 Omg) £ h;Kt> (5ml) s m^y— ;i/ (1ml) 
fef^s ^^y— ;i/ (1ml) £$gg?£^fc4-:7;M-p- 1 -^>-fc? 

'H-NMR (DMSO-d f , 4 0 0MHz) : (53. 93 (s, 3H) , 3. 

96 (s, 3H), 6. 62 (d, J = 5. 37Hz, 1H), 7. 17 (d, 

J = 1 1 . 2Hz, 1H), 7. 36-7. 47 (m, 5H) , 8. 05-8. 

11 (m, 3H), 8. 56 (d, J = 5. 12Hz, 1H), 11. 88 (s, 
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1 H) , 12. 48 (s, 1H) WMfrmM (ESI-MS, m/z) : 496 
(M + +l) 

mmm9 6 7 :N- { 4 - C (6, Y**y-4-*J - 

2-7MP7i-M -N J - (4--f a-K^W-f ^<7l/7 
r|5|gcD4--ra- K- 1 ;i/ ^07^ K (8 Omg) 

feo 4- [ (6, 1 Y**s-A-*; U;V) -2-7Mn7- 

U > ( 5 Omg) £ h;V^> (5ml) s (1ml) (3^$-t±fe^ s 

;n#y— ;v (1ml) id^^-Brfe 4 ->f H - 1 -^>-t£ >f V 

M©-fb^r«9 2mg s 1R^9 6%-^f#fc 0 

1 H — NME. (DMSO-ds, 400 MHz) : 5 3. 96 (s, 3 H) , 4. 
03 (s, 3H) , 6. 67 (d, J = 4. 88Hz, 1H) , 7. 17 (d, 
J = 8. 2 9Hz, 2H) , 7. 39-7. 47 (m, 2 H) , 7. 77 (d, 
J = 8. 05Hz, 2H), 7. 94 (d, J = 8. 29Hz, 2H), 8. 0 
6 (t, J = 8. 54Hz, 1H) , 8. 56 (d, J=5. 12Hz, 1H) , 
11. 90 (s, 1H) , 12. 44 (s, 1H) HM^Mfi (ESI-MS, 
m/z) : 6 0 4 (M + + 1 ) 

mmM9 6 8 :N- {4- [ (6, 7 -V* Y**y-4-*J V J]y) ***y] - 

2 -7;i/tP7x-M -N' - (4--hP^>W;y) ^frl^T 

4- [ (6, h*->-4-*; U;i/) ;t3^>] -2-7^D7-'J 

> (5 Omg) £ h;Vrc> (5ml) s JV ( Imi) temffiZitfzW:, 

?(5IK©4 -— h D - 1 >-fc?>#;i/^— JV -fV5 L t^>7^-b (3 Omg) 

*Mz.mMT* 2 mmmnhtzo ast §ii if ^ nfci^ ^ ^ n p ^ a/7 

5mgs 4X^9 0%T*#7co 

'H-NMR (CD CI 3, 400MHz) : 54. 04 (s, 3H), 4. 06 
(s, 3H), 6. 64 (dd, J = 3. 42Hz, J = 5. 12Hz, 1H), 
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7. 05-7. 08 (m, 2H), 7. 25-7. 26 (m, 2H) , 7. 45 
(dd, J=3. 17Hz, 6. 59Hz, 2H), 8. 12 (dd, J = 2. 

93Hz, 8. 66Hz, 2H), 8. 39-8. 45 (m, 3H), 8. 57 
(dd, J = 3. 42Hz, J = 5. 12Hz, 1H) Ri^Uff (ES I-M 

S, m/z) : 5 2 3 (M + + 1) 

9 6 9 :N- {4- [ (6, Y*j/-A-*; Uik) = 

2- 7MP7x-;i/} -N J - (4 -pt h^->^>W;i/) ^-frl^T 

mis© 4-^ h^>- l -^>-fc?>#;i/^-;i/ ^d^-tk (80mg) ^ 
Mbfeo 4- [ ( 6 , 7 - y^ h^-4-^y u;v) ^=^>] - 

T-'J > (5 Omg) % h;i/^> (5ml) s ai^V— ;V (1ml) 

fc&N ^^y— ;i/ (1ml) fcWP£-#fc4-p< h=^>- 1 -^>-tf >*;i/^- 

1U ^M©4bl^j£7 lmgs i&afs 8 8 %T?f#fco 

'H-NMR (CDCla, 4 0 0MHz) :6 3. 9 2 (s, 3 H) , 4. 04 
(s, 3H), 4. 02 (s, 3H), 6. 64 (d, J = 5. 12Hz, 1 
H), 7. 02-7. 06 (m, 4H), 7. 26 (s, 1H), 7. 46 (d, 
J = 1 2. 06Hz, 2H), 7. 90 (d, J = 9. 03Hz, 2H), 8. 
46 (t, J = 9. 03Hz, 1H), 8. 56 (d, J = 5. 12Hz, 1 
H) , 9. 1 4 (s, 1H) MAti-titm (ES I -MS, m/z) : 5 0 8 (M 
+ + 1 ) 

7 0 :N- {4- [ (6, 1-*J* b^-^-4-^rJ U;i/) = 

3- 7/]/tP7xr;i/| -N J - (4 -p<^-;i/^>vV;i/) J-Jt^VT 

4 - [ (6, 1 h^r^-4-^y U;i/) **is~\ -3-7MD7-IJ 

> ( 5 Omg) £ (5ml) s ^#>>— ;i> (1ml) i3«f?£^fcf£s 

mi£CD4-^5 : -;^- 1 -^>-H>tiJV^-JV -iVf-tS/T^—Y (50/zl) 
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7mg\ WM 9 8 %T#fco 

'H-NMR (CDC 1 3 , 4 0 OMH z) : 52. 46 (s, 3 H) , 4. 09 
(s, 3H) , 4. 10 (s, 3H) , 6. 57 (d, J = 5. 37Hz, 1 
H), 7. 26-7. 38 (m, 4H), 7. 54 (d, J = 8. 54Hz, 1 
H), 7. 59 (s, 1H), 7. 68 (s, 1 H) , 7. 81 (d, J = 8. 
2 9 Hz, 2H), 8. 08 (dd, J = 2. 47Hz, J=l 1. 47Hz, 
1H), 8. 53 (d, J = 5. 61Hz, 1H), 9. 09 (s, 1H) R« 
fttirm (ESI-MS, m/z) :492 (M + +l) 

gglffLg 7 1 :N- (4 -^PP^>VV;V) — N J — { 4 — [ ( 6 , 7-3?* 
h^jy- 4-^y VJV) -3-7;i/^P7x^i/| ^frl/T 

4 - [ (6, 7-^* h^^-4-^7 U;i/) - 3-7WP7- U 

> (5 Omg) £ h;i/^> (5ml) ^ ;i/ (1ml) fc$S8¥£<£fc^ 

rf?I£©4 D D - 1 -^>-if>^;i/^n;V ^fV^>7^-h ( 5 0 /z 1 ) 

■fe h 5^'j*WDvh^77^-fc«tD mm u mm<D4h<&m& 7 

8mg N IR*9 6 %T^feo 

1 H-NMR (CDC la, 400MHz) : 6 4. 06 (s, 3H), 4. 07 
(s, 3H), 6. 49 (d, J = 5. 12Hz, 1H), 7. 26 (s, 1 
H), 7. 31 (t, J = 8. 66Hz, 1H), 7. 44 (s, 1H), 7. 
50 (d, J = 8. 78Hz, 1H), 7. 55-7. 57 (m, 3H), 7. 
8 6 - 7. 8 8 (m, 2H), 8. 00 (dd, J = 2 . 44Hz, J = 1 1 . 
47Hz, 1H), 8. 52 (d, J = 5 . 12Hz, 1H), 9. 11 (s, 
1 H) WMfrffim (ESI -MS, m/z) : 512 (M + + 1) 
mffi,M9 7 2 :N- 14- [ (6, 7-^* h^>-4-3V Ujk) ^->1 = 

3-7;i/?j-P7 3i— ;v> -N' - (4 -7;i/^-P^<>V'--r;v) ^-a-fruy 

rfJ|S©4 -771/^-p- 1 -^>-i?>#;i^-;b ^D^O' (8 Omg) 

-^;i/^-p- 1 >*;i/7jf-;i/ ^ v^^t*— h£fi 

Ibfeo 4- [ ( 6 , 7-i>X U;i/) *df-^] - 3 -7;i/^"D 

T-U > (5 Omg) & h;i/^> (5ml) s rc^y— ;b (1ml) fc«P£-fr 
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fcgU (1ml) lzmffi£ : &fc4-7))sJru- 1 -^>Hf>*;i/^- 

'H-NMR (CDCL, 400MHz) : (54. 11 (s, 3H), 4. 15 
(s, 3H), 6. 68 (d, J = 6. 34Hz, 1 H) , 7. 25-7. 29 
(m, 3H) , 7. 37 (t, J = 8. 54Hz, 1 H) , 7. 58 (d, J = 

9. 76Hz, 1 H) , 7, 63 (s, 1 H) , 7. 95-7. 98 (m, 3 

H), 8. 12 (dd, J = 2. 56Hz, J=l 1. 59Hz, 1H), 8. 

54 (d, J = 6. 01Hz, 1H), 9. 09 (s, 1H) WMfrffim (ES 

I -MS, m/z) : 4 9 6 (M + + 1) 
|li9 7 3 :N- (4-^P^>vV;i/) -N' - { 4 - [ ( 6 , 7 - it* 

h^SX- 4 - 5rJ ^-^r->1 - 3-7MP7xrM ff7l/7 

rfcl£©4 -r/P^- 1 ^D^Y F (80mg) ^ffll^ 

fco 4 - [ (6, 7-$>* bdr^-4-^ry -3-7MD7- 
>; > (5 Omg) £ (5ml) , (1ml) «J$P£-frfc^ 

;v (lml) izmmmtfzl-y'ti^- l — ^>-if -fv 
pp^i/A/^-t h u 7j^;v^dv htf^yj— izx^mMh, ^ 

M<EKbi§rtJ£8 lmg, i»9 1 %-£f#fco 

'H-NMR (DMSO-d6, 4 0 0MHz) : 6 3 . 9 6 (s, 6H) , 6. 
52 (d, J = 5. 37Hz, 1H), 7. 42 (s, 1H), 7. 49-7. 
59 (m, 3H), 7. 76 (d, J = 8. 54Hz, 2H), 7. 94 (d, 
J = 8. 54Hz, 2H), 8. 08 (d, J = 1 1 . 95Hz, 1H), 8. 
51 (d, J = 5. 12Hz, 1H), 11. 79 (s, 1H), 12. 61 
(s, 1 H) mmmm (ESI-MS, m/z) : 5 5 7 (M + + 1) 

mmm9 7 4 : n- {4 - r ( 6 , Ujk) - 

3-7/l/tP7i-;i/} -r - (4-^^-K^>W;b) g^L^_kZ 



WO 01/47890 



PCT/JPOO/09157 



609 

rfcJK©4->f P- 1 -^>-fc?>#;i/*°— ;i> ^D7^ F (80mg) 
:fciSKfc:#£i>4 --f K- 1 >*;v^n;i/ Vft^>7*- h&M£b 

feo 4- [ (6 , 7-^ b*is- rt^] -3-7MD7- 
U > (5 Omg) * h;Kt> (5ml) s — ;i/ (1ml) "SfcgU 

x^/y-jl/ (lml) fc 4 ->f 3" K- 1 -^>Hf>^;i/^— 71/ -TV 

JS<ZHb-£$f£ 8 4mg, 8%T#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : (53. 96 (s, 5H) , 6. 
52 (d, J = 5. 37Hz, 1 H) , 7. 42-7. 61 (m, 5 H) , 7. 
7 7 (d, J = 7. 07Hz, 2 H) , 7. 85 (d, J = 8. 29Hz, 2 
H), 8. 11 (d, J = 8. 54Hz, 3H), 8. 51 (d, J = 5. 37 
Hz, 1 H) mmmnm (ESI-MS, m/z) :604 (M + + 1 ) 

mnm9 75 :n- {4- c (6, 7-$?* b%->- 4-*; y;io £=e±j - 

3-7/l/tD7x_M -N a - (4-- hP^>VV;V) ^frt/T* 

4 - [ (6 , 7-$^ h^r^-4-^y VJV) - 3 -7MP7-'J 

> (5 Omg:) § h;i/^> (5 ml) , — ;i/ (lml) izmM^^rtc^ 

rf5lS<£>4 -- h P- 1 >3j)]/7$— )]/ ^V^t^>7^-h (3 Omg) 

•fe h >mmt~ z> 2/ u * d t h ^ 7 -fc «t >) was u mmvik^* 7 

9mgs W9 6 %t!f#^o 

1 H — NMR (CDC 1 3, 400 MHz) : 5 4 . 11 (s, 3H), 4. 17 
(s, 3H), 6. 75 (m, 1H), 7. 29 (s, 2H) , 7. 40 (t, 
J = 8. 54Hz, 1H), 7. 57 (m, 1H), 7. 65 (s, 1H), 7. 
94 (s, 1H), 8. 10 (d, J = 1 1 . 47Hz, 1H), 8. 18-8. 
21 (m, 2H) , 8. 4 0- 8. 4 3 (m, 2 H) , 8. 62 (d, J = 6. 
3 4 Hz, 1 H) WMfrffim (ESI -MS, m/z) : 5 2 3 (M + + 1) 
H1M9 7 6 :N- 14- [ (6, 7 -iS* b**s- 4 —*J U;t/) £=fckJ - 

3-7;v^-P7x-M — n' - (4-;* h^^^>vW;i/) ttttVT 
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rf5l£®4-^ h3^>- 1 -^>-b?>>b;i/^— ;V ^P^^K (80mg) ^ffl 

^bfeo 4- [ (6, 7 -sm b^sy-4-^-y -3-7;v^-p 

U > ( 5 Omg) £ h;i/rc> (5ml) N rn^y— ;i/ (1ml) 
az^y— ;i/ (1ml) 4 b =^>- 1 -<*1/<V 

^£&^pp*;pA/T-fe h>jgH-r^>->u^y;i/^D^ h^^-r — Kit)** 

1 H — NMR ( CD C 1 3, 4 0 0MHz) : (5 3 . 87 (s, 3H) , 3. 96 
(s, 6H) , 6. 5 2 (d, J = 5. 12Hz, 1 H) , 7. 09 (d, J = 
8. 78Hz, 2H) , 7. 43 (s, 1H) , 7. 49-7. 54 (m, 2 
H) , 7. 61 (d, J = 8. 7 8Hz, 1 H) , 8. 03-8. 11 (m, 3 

H) , 8. 52 (d, J = 5. 37Hz, 1H), 11. 52 (bs, 1H), 
12. 8 2 (b s, 1 H) mmfrffim (E S I -MS, m/z) : 5 2 3 (M + + 

I) SlMf (ESI-MS, m/z) : 5 0 8 (M + +l) 

mmm9 11 :n- n-^pp-4- r (6, i-v* h*^>-4-*y u 
A,} 7 -r - (4 -^^;v^>vV;v) 

3-^PP-4-[(6, 7 -sm b^>-4-^y;i/) a-=^>] T-U > 

( 5 Omg) $ hJV^> (5ml) s a^y— ;i/ (1ml) -Sfe&s H? 

IS© 4 1 -^>-tf ^Vft^>7^- h (50//1) £ 

mgs l&*9 9%Tf#feo 

1 H — NMR (CDCls, 4 0 0MHz) : 6 2 . 4 7 (s, 3 H) , 4. 07 
(s, 6H), 6. 43 (d, J=5. 37Hz, 1 H) , 7. 26 (s, 2 
H), 7. 29 (d, J = 8. 78Hz, 2H), 7. 37 (d, J = 8. 05 
Hz, 2H), 7. 59 (s, 1H) , 7. 73 (dd, J = 2. 44Hz, J 
= 8. 78Hz, 1H), 7. 81 (d, J = 8. 29Hz, 2H), 8. 10 
(d, J = 2. 44Hz, 1H), 9. 13 (s, 1H) SiMI (ESI- 
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MS, m/z) : 5 0 9 (M + + 1) 
mffi,M9 7 8 : N- (4-^PD^>vVJV) -N' - [3-^PP-4 - (6, 

3 _77pp_4_ [ ( 6j 7-^ is^.>_4_df.y ;t3^>] T-U > 

(50mg) $ h;i/^> (5ml) N oi^y— ;i/ (1ml) te$g«?£-£fc&s rU 

IRo4 -^dp- l 'fvf-t^-h (50#l)£ 

mgs JRa£9 3 %T:?#fco 

1 H — NMR ( CD C 1 3, 400 MHz) : 5 4 . 04 (s , 3 H) , 4. 07 
(s, 3H) , 6. 44 (d, J = 5. 37Hz, 1H) , 7. 29-7. 32 
(m, 3H) , 7. 5 4-7. 6 0 (m, 4H) , 7. 71 (dd, J = 2. 6 

8Hz, J = 8. 78Hz, 1 H) , 7. 9 3 - 7. 9 5 (m, 2H), 8. 0 

7 (d, J = 2. 44Hz, 1H), 8. 53 (d, J = 5. 34Hz, 1H) 

ll^tt (ESI-MS, m/z) : 5 2 9 (M + +l) 

^»'J9 7 9 :N- {3-^PP-4- [ (6, 7-^b^-4-»;'J 

;i/) a- 3^] -r - (4-7;i/^-p^>W;i/) ^a-fri^r 

rUflgCD4-7;i/^-D- 1 -sO-V ^P7^ H (80mg) 

^bfeo 3-^dd-4-[(6, 7-*>* h^-^-4-^f-y y;i/) y 

-|J> (5 Omg) $ h;i^> (5ml) s oz^y— ;i/ (1ml) J3«P£-#fc 
^ N ;i/ (lml) lzmm£ J &fr4-7)]/*ti- 1 -^>-fc?>#;i/^;i/ 

bs mm(Dik^fl%: 6 7mgs IK* 8 7%T#feo 

1 H — NMR (CD CI 3j 400 MHz) :<54. 06 (s, 3H), 4. 07 
(s, 3H), 6. 42 (d, J = 5 . 37Hz, 1H), 7. 05-7. 29 
(m, 4H), 7. 45 (s, 1H), 7. 58 (s, 1H), 7. 71 (dd, 

J = 2. 44Hz, J = 8. 78Hz, 1H), 7. 94-7. 98 (m, 2 
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H) , 8. 08 (d, J = 2 . 44Hz, 1 H) , 8. 52 (d, J = 5 . 37 
Hz, 1H), 9. 12 (s, 1H) %m.mfx\U (ESI-MS.m/z) : 5 
1 2 (M + +l) 

mMM9 8 0 :N- (4-^P^>^;i/) — N' - {3-^PP-4- 
f ( 6 , 1-*J* y*i/-4-*J U;i/) ^-^->] 3-#t,UT 
TfJ|g©4 -^ot- 1 -^>-fe? >jjj\/tf—Jl/ ^D7^fF (80mg) 

fe 0 3-^DD-4- [ (6, 7-^f^>-4-^'J;V) T-U 

> (5 Omg) £ h;V^> (5ml) , y — ;p (1ml) fc:^£*i:fcf£s 
x^y-;Mlml) fc:^^-&fe4-^D^- 1 -^>-tf ;i/ >f v 

'H-NMR (CDCls, 400MHz) : 53. 95 (s, 3 H) , 3. 96 
(s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 43 (s, 1 

H), 7. 51 (d, J = 8. 54Hz, 1H), 7. 54 (s, 1H), 7. 

65-7. 85 (m, 3H), 7. 93 (d, J = 8. 54Hz, 2H), 8. 

31 (bs, 1H), 8. 51 (d, J = 5. 12Hz, 1H), 11. 81 
(bs, 1H) , 12. 53 (bs, 1H) KS^tHit (E S I -MS, m/ 

z) : 5 73 (M + + 1 ) 
mffi.M9 8 1 :N- {3-^PP-4- T (6, 7-^ l-^>-4-^ 'J 

;v) ^|-^->] 7ji-;i/> — N J - (4- J* K^>vV;i/) ^<7b7 

rU|g©4 --T^- K- 1 -^y-fc?>#;i/^— ;v ^ n ^ F (8 Omg) 
3tmzm^4: --(it K- 1 -^>Hf>^;i/^-;i/ y^-tf-S/r*— h £11^ b 
fe 0 3-^DD-4- [ (6, h#^-4-^ T-V 

> (5 Omg) ^h;V^> (5 ml) s ^ J — )V (1ml) S^#£i*fc^ 

;i/ (1ml) 4 --f F- 1 >^;i/^n;i/ -TV 
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maxh-s®* 9 4 m gs urn 9 o %-?mfco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
9 6 (s , 3H) , 6. 43 (d, J = 5. 12Hz, 1 H) , 7 . 43 (s , 
1H) , 7. 4 9 -7. 5 4 (m, 2H), 7. 66 (d, J = 8. 05Hz, 
1 H) , 7 . 7 5 - 7. 7 7 (m, 2 H) , 7 . 8 9-7. 9 6 (m, 2 H) , 
8. 18 (s, 1H), 8. 51 (d, J = 5. 37Hz, 1H), 11. 77 
(s, 1 H) , 1 2. 5 4 (s, 1H) m.m.mm (ES I -MS, m/z) : 

6 2 0 (M + + 1 ) 

ilij 82 :N- {3-^PP-4- [ (6, 7-^.* b^>-4-=>r7 U 

^-^e>>] -r - (4--hP^>W;v) Wi^7 

3 _/7 DD _ 4 _ [ ( 6j 7 -y^ h*is~ 4-* J U;i/) 2)"^>] 7-- 'J > 
(50mg) £ b;v^> (5ml) , az^y— ;v (1ml) Izmm^itfzW:, rf? 
I£©4--hP- 1 ;i/ -^Vft^7^-h (30mg) § 

mg\ Ms 9 5 %T ; f#feo 

1 H — NMR (CDCls, 4 0 0MHz) : <? 4 . 0 8 (s, 6H) , 6. 45 
(d, J = 5. 37Hz, 1H), 7. 31-7. 33 (m, 3H), 7. 46 
(s, 1 H) , 7 . 6 1 (s, 1 H) 7. 6 9 - 7. 7 2 (m, 1 H) , 8. 0 

7 (d, J = 2. 44Hz, 1H), 8. 19-8. 21 (m, 2H), 8. 3 
9-8. 42 (m, 2H) , 8. 48 (d, J=5. 37Hz, 1 H) 

mm^mm (esi -ms, m/z) : 5 3 9 (m + + d 

mmm9 8 3 :N- |3-^PP-4- [ (6, 7-^t-^>-4-^'J 

f}J|g£D4-^ h3^>- 1 ^D7^f h* (80mg) £J£ 

^;£i§RS;:ti£^4 h3^>- 1 -^>-€>*;1/jH-;1/ V^^-^T^— h &li 
lit 3-^PP-4- [ (6, Y**/-*-*; »J;i/) *-3^>] 7 

~U> (5 Omg) £ hJl^y (5ml) s :x.#y-;i/ (1ml) IzmM^^tc 
^ (lml) t:S«?^^fc4-^ h3^>- 1 
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1 H — NMR (CDCla, 4 0 0MHz) :6 3. 92 (s, 3H) , 4. 08 
(s , 6H), 6. 47 (d, J = 5. 61Hz, 1 H) , 7. 04-7. 05 
(m, 2H) , 7. 3 1-7. 34 (m, 3H) , 7. 52 (bs, 1H) , 7. 
62 (s, 1H) , 7. 73 (dd 3 J = 2. 44Hz, 8. 78Hz, 1H) , 
7. 97 (d, J = 9. 03Hz, 2 H) , 8. 09 (d, J = 2. 68Hz, 
1H) , 8. 50 (d, J = 5. 38Hz, 1H) KS34rti (ESI —MS , 
m/z) : 5 2 4 (M + + 1) 
mMM9 8 4 :N- {4 - [ (6, 7 h^>-4- WJ-/1/) rfr3r 

4- [ (6, 1-*J* h^r>>-4-^^-^/U-;i/) XZ-t'l T— U > (50m 
g) ^h;i/^> (5ml) x ;v (1ml) J;:}£Ji?£-gr;fcflL Tf5l£©4- 

p<^;i/- l -^>^f>*;i/^— ;v -fv^^7^-h (5 0/zl) ^ia^^a 
T*2 0tr^i»#bfeo bf ^fei^ ^ ^ n d ^/v h>mm 

-ra^Upb^l/^D v-b^^^^— ^J;«9|fMbs iM^rM7 3mgs U 
$92 %-^t#feo 

1 H — NMR (CDC la, 400MHz) : 6 2. 47 (s, 3H), 4. 09 
(s, 3H), 4. 12 (s, 3H), 7. 26-7. 37 (m, 5H), 7. 
5 8 -7. 62 (m, 2H), 7. 81 (d, J = 8. 29Hz, 2H), 7. 
89 (d, J = 8. 93Hz, 2H), 8. 69 (s, 1H), 9. 09 (s, 
1 H) nmfttifte (E S I -MS, m/z) :4 7 5 (M + +l) 
m»fl]9 8 5 :N- (4-^PP-^>W;V) -N' - 14- [ (6, 7-^ 

4 - [ (6, 7-$>p< b^^-4 -^^-^U-;i/) tf*^] U > (5 0m 
g) £h;V:c> (5ml) s rc^y— ;v (1ml) fc$&jS£-&fc&s (U|g©4- 

/7PD-i-^>-if>7jM-;i/ >fv^>7^-b (5 0//1) &in*.£ffi 



WO 01/47890 



PCT/JPOO/09157 



615 

'H-NMR (CDC la, 400MHz) : «5 3 . 98 (s, 3H) , 3. 99 
(s, 3H) , 7. 3 6 -7. 4 0 (m, 3H) , 7. 5 8 - 7. 6 3 (m, 3 
H), 7. 78 (d, J = 8. 54 Hz, 2 H) , 8. 01 (d, J = 8. 29 
Hz, 2H), 8. 58 (s, 1H), 11. 7 1 (bs, 1 H) , 12. 50 
(bs, 1 H) MMfrffim (E S I -MS, m/z) :4 9 5 (M + +1) 
mMM9 8 6 :N- {4- [ (6, 7-*J* h =fr-> - 4 -3^7 U 

->1 7x_ -r - (4-7;i/^-p^>v^;i/) f^fr_uz 

Tt3lgCD4-7;i/^-D- 1 -^>-lf >^;V^— ;i/ ^P7^ F (80mg) 
v^SUc:^4 -:?;t^P- l -^>-iz>^;v^;i/ v T^—y&M 

^bfeo 4- [ (6, 7 h^^>-4-^r^-V*U-;i/) :^^>] 7"— U > 
(5 Omg) £ h))y^> (5ml) , ^ J— JV (1ml) izmM^^t^ ^ 
;v (lml) lzmffi£ J &fe4 -yjv^-u- 1 -^>-t?>#;i^n;u >f y 

W^«6 4mg, XR^8 0%Tf#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3H) , 3. 
99 (s, 3H) , 7. 3 6 -7. 4 0 (m, 5 H) , 7. 57 (s, 1 H) , 

7. 79 (d, J = 8. 78Hz, 2H), 8. 07-8. 11 (m, 2H), 

8. 57 (s, 1H), 11. 65 (s, 1H), 12. 58 (s, 1H) Hfi 
##NS (E S I -MS, m/z) : 4 7 9 (M + + 1 ) 

mMM9 8 7 :N- {4- [ (6, 7-¥* h^>-4- WJ-/1/) Jr* 
7x-J|/} — N' - (4-- hP^>y^;i/) ^^1/7 
4 -n h d- 1 -^>H£ J VJ-Jr^T^—Y (3 Omg) 

(lml) IzmMZ&s [ (6, 7-s^ h^^-4-^f-^-y" 

))-)],) 7j-^r^>] 7^'J> (5 Omg) N h;i/^> (5ml) \ ; —)V ( 1 

mi) £jo£g$re2i$iig8&#bfco Rmm^mmu^^titzm^^yuu^^ 
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tJ£7 4mg\ 7%"Cntzo 

1 H — NMR (CD C 1 3 , 400MHz) : 6 4. 11 (s, 3 H) , 4. 14 
(s, 3H) , 7. 2 6 (s, 1H) , 7. 34 (d, J = 8. 78Hz, 2 
H) , 7. 59 (s, 1H) , 7. 72 (bs, 1H) 7. 89 (d, J = 8. 
78Hz, 2H) , 8. 12 (d, J = 8. 78Hz, 2H), 8. 42 (d, 
J = 8. 41Hz, 2H) , 8. 72 (s, 1 H) , 9. 19 (s, 1H) 
WMfrtifW. (E S I -MS, m/z) : 5 0 6 (M + +l) 

mffiMS 8 8 :N- {4- [ (6, h^>-4-^;U-;i/) 
*/] -n' ~ (4-p< h^^>VV;^) ^frl/T 

iUIR04-^ h3f$/- 1 -^>-t? >±Dl?F— ;i/ ^P70* (8 0mg)£ffl 

mVfto 4 - [ (6, 7-S>* h^^-4-dr±^U-;i/) T-U > 

(5 Omg) £ h;Wn> (5ml) s (1ml) IzmBg 

(1ml) \zmM^^fc4-^ h=^>- 1 -'OHf >f V 

— h £ 2 15^ b it o * ?M U# £ tlfcSS £ £ * 

1 H — NMR (CDCla, 400 MHz) : <J3. 95 (s, 3H), 4. 09 
(s, 3H), 4. 12 (s, 3H), 7. 03 (d, J = 9. 03Hz, 2 
H), 7. 26-7. 33 (m, 3H), 7. 58-7. 63 (m, 2H), 7. 
89 (d, J=9. 03Hz, 4H), 8. 69 (s, 1H), 9. 05 (bs, 
1H) mmfrffim (ESI-MS, m/z) : 49 1 (M + +l) 
mum 9 8 9 : N- ( 1 , 3 -^WS^^ V— ;V- 5 — N 

» - {4- r (6 , h^->-4-^-y u;i/) 

1/7 

rfJflgCDl, 3-^>^mv-;V-5-*;i/» ^D7^fF (8 0m 
g) £J3^2:jifcl3fi£^ 1 , 3 -^>\/y**V- ;V- 5 >fv^* 
^3**-h&HSELfco 4- [ (6, 7-^ h=^>-4-3V U;i/) **^] 
T-U > (5 Omg) § h;i/Ji> (5ml) s (1ml) 
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fei^s ^^y— ;b (imi) izmMg&fei, 3-^;mv-.n/-5-A 

e>tife^^^^ DD*M/7t h >JgH1-§> 'J^W^n-^ h^^^^f— 

1 H — NMR (CD C la, 400 MHz) : 6 3 . 93 (s , 3 H) , 3. 95 
(s, 3H), 6. 15 (s, 2 H) , 6. 56 (d, J = 5. 37Hz, 1 
H), 7. 08 (d, J = 8. 29Hz, 1 H) , 7. 32 (d, J = 8. 78 
Hz, 2H), 7. 41 (s, 1H), 7. 51 (s, 1H), 7. 52 (s, 
1H), 7. 67 (d, J = 8. 30Hz, 1H), 7. 82 (d, J = 8. 5 
4Hz, 2H), 8. 52 (d, J = 5. 37Hz, 1H), 11. 39 (bs, 
1H), 12. 65 (bs, 1H) mm^mm (ESI-MS, m/z) : 50 
4 (M + + 1) 

ftflB0U9 9 0 : N- 14- f (6, 7 Y*ci/- V Jh) #*>>~\ - 
3-7/l/tP7i-/V} -N' - (4 -J. 4 ))/) ^t>VT 

rUflR©4 -x. h=^>- 1 -^>Hf >*;i/5t?— ;i/ ^D7'f F (80mg) 

Slbfco 4 - [ ( 6 , 7 -SM h^r>>-4-^y tf^S/] - 3 -7)\s*U 

T-U > (5 Omg) £ h;i/x> (5ml) x x^y — ;i/ (1ml) tSU^t 
fcf£ N — ;]/ (1ml) 4 -x. h=^>- 1 -^>-fc?>#;i/^ 

1U mm<D4h-&<yo%7 6mg s JR*9 2%t?#fco 
Kfi##Hifi (E S I -MS, m/z) : 5 5 4 (M + +l) 
Hffl60!l9 9 1 : N- {4- [ (6 , 7-*S* b*is-4-*J U;i/) - 

3-7;i/tP7x-;b} -n j - (4-7ix;k>^;i/) ^fri^T 
rf5ix(D4-7in;i/^>vV y# Ti/y Y (8 Omg) id h;i/x.> (20m 

i) s m.it^=-)v (imi) *ipiti o o°ct? i«?BBip^bfco 
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[ (6, 7 -V* h^>-4-3^ VJl) ^3^>] - 3-7Mn?nj > (5 
Omg) £h;i/^> (5ml) s x#y — ;i/ (lml) fc$gffl?;**fc&s x^ 
— ;v (lml) t»«4-7i^l/- l-^>f>A» -iV^ 

{b&ya*7 6mg, Ifcsjs9 2%-emzo 5»#*H6 (ES I -MS, m/z) : 
5 5 4 (M + + 1 ) 

g^|_9 92 :N- {3-^PP-4- [ (6, 7^$^ h=fr^-4-3ry U 

rUP^CD4 -x. h^>- 1 JV 7D7^fF (8 Omg) %m 

IbL 3-7DD-4- [ (6, 7-^h^>-4-^'J;V) * T 
- U > (5 Omg) % h;i/x> (5 ml) N x^y-;v (lml) fc^^-frfe 
f^s x^y— ;i/ (lml) l3^^-B:fc4-x h=^>- 1 

1 H — NMR (DMSO-dt, 4 0 0MHz) : 51. 38 (t, J = 6. 95 
Hz, 3H), 3. 95 (s, 3H), 3. 96 (s, 3H), 4. 14 (dd, 
J = 7. 08Hz, 13. 93 Hz, 2H), 6. 41 (d, J = 5. 12Hz, 
1H), 7. 05 (d, J = 8. 78Hz, 2H), 7. 42 (s, 1H), 7. 
47 (d, J = 8. 78Hz, 1H), 7. 53 (s, 2H), 7. 26-7. 
75 (m, 1H), 8. 02 (d, J = 8. 78Hz, 2H), 8. 19 (bs, 
1H), 8. 50 (d, J = 5. 37Hz, 1H), 11. 51 (s, 1 H) « 
mfrffim (E S I -MS, m/z) : 5 3 9 (M + +l) 

llflj 9 3 : N— {4- f (6 , h^>>-4-^y U;i/) ;fr=fr->] - 

2-7ji/^P7x-/i/} -r - (4-^^-;v^>W;i/) ^frur 

TfJM(73 4-ni^;v- 1 7D7^ K (8 Omg) 
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fee 4- [(6, 7-^h^>-4-#;'J;i/) t^>] -2-7;i/tD7- 
U > (5 Omg) £ h;i/^> (5ml) N J — JV (1ml) K.mM$*t1±&* 
x^y-;v (1ml) izmM^^fc4-^j]y- 1 -^>-b? >f y 

1 H — NMR (DMSO-de, 400 MHz) : 6 1. 21-1. 24 (m, 3 
H) , 2. 69-2. 72 (m, 2H) , 3. 93 (s, 3H) , 3. 96 (s, 
3H) , 6. 65 (m, 1H) , 7. 14 (m, 1H) , 7. 38-7. 47 
(m, 7 H) , 7 . 9 5 -7. 9 7 (m, 2 H) , 8 . 11 (m, 1 H) , 8 . 
5 5 - 8. 5 6 (m, 1 H) M##HB (E S I -MS, m/z) : 5 0 6 (M 
+ +1) 

mMM9 9 4 :N- {4 - [ (6, 1 -V>* h*i'-4-*; Uik) - 
2 -y;v^-p^ 3i— ;v> -N' - ( 4 -7p t.vw^> vV;i/) ^-^fri^r 

TfJ|g©4-7°DbVl'- 1 -^>-\£>±)}\s^— JVZu^-i F (8 Omg) ^JE^ 

xmzm^4-7°wj)s- 1 -^>^f>^;i/^— ;i/ -y y^e^*— h%mm 

bfeo 4- [ (6, 7-^p< h^P^-4-^y U;V) tJ"^] - 2-7MD7 
->J> (5 Omg) £ (5 ml) N ; — ;i/ (1ml) 

ai^y— ;i/ (1ml) t»ffc4-7D tr;i/- 1 -^>-t? >*;i/^^;i/ 

-jv^^-^T^-Y^mz. mmrc 2 kas # u tz 0 zufcrn * mm u# e. ti & a 

U il©ft^tl^74mg, xR^9 0%-e#fe o 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 0. 9 2 ( t , J = 7. 08 
Hz, 3H) , 1. 6 3 - 1. 6 5 (m, 2 H) , 2. 66 (m, 2 H) , 3. 
93 (s, 3H), 3. 96 (s, 3H), 6. 67 (m, 1H), 7. 17 
(m, 1H), 7. 36-7. 47 (m, 5H), 7. 95 (d, J = 8. 05 
Hz, 2H), 8. 09 (m, 1H), 8. 31 (s, 1H), 8. 55 (d, 
J = 5. 37Hz, 1H), 11. 71 (s, 1H), 12. 59 (s, 1H) 
IWfKESI-MS.m/z) : 5 2 0 (M + +l) 



WO 01/47890 PCT/JPOO/09157 

620 

miMm9 9 5 :N- (4-^;i/^>vV;i/) -N J - {4- r (6, 7 

1 -^>-t? ;v ^P7-f F (80mg) 

feo 4- [ (6, Y^-iy- A-^-J V )l) 2}-=^>] - 2 

U> (5 Omg) £h;VJ:> (5ml) ^ J — (1ml) lzmB£ ^fzfe, 

^$>j—)v (imi) izmm^^rz4-y^)v- i-^>^>tu^=-jv j v 

^<7Mb£rtJ£ 6 8 mgs iRafs 8 0 %^feo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 2 (t, J = 7. 44 
Hz, 3H) , 1. 30-1. 36 (m, 2 H) , 1. 58-1. 62 (m, 2 
H) , 2. 68 (t, J = 7 . 69Hz, 3H) , 3. 93 (s, 3 H) , 3. 
96 (s, 3H) , 6. 57 (d, J = 5. 12Hz, 1H), 7. 16 (d, 
J = 9. 27Hz, 1H), 7. 36-7. 47 (m, 5H), 7. 95 (d, 
J = 8. 29Hz, 2H), 8. 11 (t, J = 9. 03Hz, 1H), 8. 2 
9 (s, 1H), 8. 55 (d, J = 5. 37Hz, 1H) MMfrffim (ESI 
-MS, m/z) : 5 3 4 (M + + 1) 

mmm9 9 6 : n- F4- (^pp^^) ^>w;io -r - {4- r ( 6 , 

rf?M©4- (^PP^f^) - 1 -^>-t? K (80m 

g) %m^-%mzm^4- (7pp^^) -i-^>-tf>#;v^;i/ -rv^- 

*->T*— h£il^bfco 4- [ (6, 7-£M h^>>-4-^^ U;i/) ^ 
- 2 - 7MP7-U > ( 5 Omg) § h;i/^> (5ml) s ai^y— ;]/ 
(lml) fc^l^^fcf^ (1ml) {3^?^#fe4- (7PP^ 

bfeo ^^^vi^btf^nfea^^^DD^A/T-fe h>mfflirz>i' ] )*f 
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1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 3 . 9 6 (s, 3H) , 3. 
99 (s, 3H) , 4. 44-4. 4 5 (m, 2H) , 6. 76 (d, J = 5. 
61Hz, 1H), 7. 2 2 (d, J = 5 . 61Hz, 1 H) , 7. 46-7. 
60 (m, 4H) , 7. 9 3 - 7. 9 5 (m, 1 H) , 8. 0 3- 8. 0 5 (m, 
1H) , 8. 14 (m, 1H) , 8. 34 (s, 1H) ,8.65 (d, J=5. 
61Hz, 1H), 11. 88 (s, 1H), 12. 55 (s, 1H) ftS##f 
M (ESI— MS, m/ z ) : 5 2 6 (M + + 1) 

miMM 9 9 7 ; N- {4- [ (6, 7 b^->-4-^y a-*^] - 
3-7/i/tP7x-;i/} -r - (4 -^^;i/^>vV;i/) ^^r^UT 
Jfrm.(D 4-3^3- 1 -^>-bf >^;i/^-;i/ ^D7^ F (80mg) 

fee 4- [ (6, 7-S?^ Y^y- U;i/) ;t^>] - 3-7MD7- 
U > (5 Omg) £ h;i/az> (5ml) s s — )V (1ml) i±fcf£s 
m^y— ;v (1ml) izmm^lttz 4 1 -^>-t£ >£;V^;i/ V 

h >jggs-r^>^u*^;i/^n t vv^y j-iz& ujussiu * 

M<?Mbl§r« 6 8 m gs W 8 4 %T!t#fco 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 1 . 23 (t, J = 7. 50 
Hz, 3H), 2. 71 (dd, J = 7. 56Hz, J=15. 13Hz, 2 
H), 3. 96 (s, 6H), 6. 51 (d, J = 4. 8 8 Hz, 1H), 7. 

39 (d, J = 8. 29Hz, 2H), 7. 42 (s, 1H), 7. 50 (t, 
J = 8. 90Hz, 1H), 7. 54 (s, 1H), 7. 61 (d, J = 9. 2 
7Hz, 1H), 7. 95 (d, J = 8. 05Hz, 2H), 8. 10 (d, J 
= 10. 25Hz, 1H), 8. 51 (d, J = 5. 37Hz, 1H), 11. 

40 (s, 1H) , 12. 50 (s, 1H) WMfrffim (ESI -MS, m/ 
z) : 5 0 6 (M + + 1 ) 

mffi,M 9 9 8 : N- {4 - [ (6, Y*y-4-*; jjjk) - 

3-7/l/^P7xr;|/} -N' - (4-rPbVl/^>W;i/) =$-*t>\/T 
?{?|ScD4-rnbVl/- 1 -^y^yi^)V^=-)\y 7D7-T F (8 Omg) £M 
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^Jtmzm^4 -rnhVl/- 1 -^>^f>^;i/^-;i/ j V3^>T* — h %m 
Mbfco 4- [ (6 , 1 -*J* h^$/-4-^r/ ^3^>] -3-7;V^D 
T-U > (5 0mg) § (5ml) N (1ml) 

fcgL (lml) sc:^$P£^fc 4 -rn tvv- 1 -^>^>#;v^- 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 9 -0. 9 3 (m, 3 
H) , 1. 63-1. 65 (m, 2 H) , 2. 66 (m, 2 H) , 3. 96 ( s, 
6H) , 6. 5 2 (m, 1H) , 7. 3 7-7. 61 (m, 6 H) , 7. 95 
(d, J = 6. 83Hz, 2H), 8. 11 (m, 1H), 8. 51 (d, J = 
5. 12Hz, 1H) , 11. 59 (s, 1 H) , 12. 76 (s, 1 H) II 
frmm. (ESI-MS, m/z) : 5 2 0 (M + + 1) 

^»j9 9 9 :N- (4-^M>vVjl/) -N J - {4- [ (6, 7 
h^-js- 4 - U;v) a-=fr^] - 3 -yjv^rxjy ^-M ^-^t^ut 

Tj?IScD4 -y^J]y- 1 -^>-t? >ijj),7$i- ;i/ ^D7^ F (8 0.mg) 

fco 4- [ (6, 7 -V* b*->- A-*J VJV) ;t3^>] -3-7WU7- 
U> (5 Omg) £ h;VJi> (5ml) N ;c#y-;i. (lml) CgH^tfcl. 

(lml) ^^^-tffc4-^;V- 1 -sOM >i3)V-ft=.)\s 
^3risT*~h%Mz. SiSt? 2 B# b o M J« § mm M# & ft fc£§ £ * * 

0©-fbl§r« 6 6mg, KX$7 8%«o 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 2 (t, J = 7. 20 

Hz, 3H), 1. 32-1. 36 (m, 2H), 1. 58-1. 62 (m, 2 

H), 2. 68 (t,J = 7. 32Hz, 2H), 3. 96 (s, 6H), 6. 

51 (d, J = 5. 37Hz, 1H), 7. 3 6 - 7. 5 9 (m, 7H), 7. 

94 (d, J = 8 . 05Hz, 2H), 8. 10 (d, J=12. 9Hz, 1 

H), 8. 30 (s, 1H), 8. 51 (d, J = 5. 37Hz, 1H) IM 
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ffim (ESI —MS, m/z) : 5 3 4 (M + + 1) 
Hi 1 0 0 0 : N- [4 - (^PP^^l/) ^>2ldJk2 -N' - (4 - 
[ (6 , h^->-4 U;i/) -3-7^P7x^JI/} f; 

rj?H£©4- (^nD^^i/) - 1 — ^n^-f K (8 0m 
g) Sffll^iKfcfifcl^- (^dd^;1/) - 1 -^>-fcr >;b;i/5if-;i/ -fy^- 
3->T*-h£iMbfco 4- [ (6, 7-$>^ Y**/-4-*c; U;V) ^^r 
->] - 3-7MP7-IJ > (50mg) * h;Vo:> (5ml) N J — )V 
(lml) izmmZ&fem, (lml) fc:«P£-£fc4- (^DD^ 

bfco <£jfc»&«JB U# & §7DD */VA/7t h >MN-r S is 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 4. 0 2 (s, 6 H) , 4. 
45 (s, 2H) , 6. 84 (m, 1H) , 7. 5 4-7. 7 0 (m, 6 H) , 
8. 03 (d, J = 6. 83Hz, 2H), 8. 19 (m, 2H) , 8. 74 
(m, 1H) , 11. 7 5 (s, 1H) HS#f/HB (ESI-MS, m/z) : 
5 2 6 (M + + 1 ) 

gjj 1001 : N- {3 -^PP-4- [ (6, 7-^h^>-4-»7'J 
;v) ;i/> -N' - (4 -7*p b°;i/^>W;t/) ^7i/7 

TfJfiR©4-rn tr;i/- 1 -^>^f>^;v^-;i/ 7D7^F (80mg) 

lit 3-7DP-4- [ (6, 4-*; u;i/) 3-^>] t 

-'J> (5 Omg) § h;i/rc> (5ml) N — ;i/ (lml) t*jSP^*fc 

# N m^y— ;p (lml) fc^f^4-7Dt;i/- 1 

4 v ^ * *s 7 * - y *m z. mux 2 m mm& b tz 0 sjts«t § &ftg u# & n & a 

U M©fl3^«J* 4 7mg s W58%T1#feo 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 0 . 9 2 -0. 9 6 (m, 3 
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H) , 1. 64-1. 69 (m, 2H), 2 . 65-2. 69 (m, 2H) , 4. 
03 (s, 3H) , 4. 05 (s, 3H) , 6. 76 (bs, 1H) , 7. 34 
-7. 36 (m, 3H) , 7. 70-7. 72 (m, 1H) , 7. 81-7. 8 
3 (m, 1H) , 7. 96-8. 01 (m, 3H) , 8. 23 (s, 1H) , 8. 
28 (s, 1H) , 11. 08 (s, 1H) , 11. 57 (s, 1H) WMfrtif 
{Ot (ESI— MS, m/ z ) : 5 3 7 (M + + 1) 

mmmi 002 :n- C4- (^pp^^v) -n' - \a- 

r (6, Y**y-A-*±V^)-)\s) y^-M ±^VT 

?UflRCD4- (^DD^fJP) - 1 -^>Hf >>Sj;i/^-;v ^D7>f F (80m 
g) £JB^:£l&Kfc:^4- (^PP^^) - 1 -^>-lf -fv^ 
J^T*— hSHSSEbfco 4- [ (6, 7-^b^>-4-WJ-;V) sl- 
ip ;y] T-V > (50mg) £ h;i^> (5ml) s ai^y— ;b (1ml) fc:^ 

mz&fc&s ;i/ (imi) t:?§«$^-&fc4- (^DP^fM - 1 

»bf#kftfca££^nn:^;i/A/r-fe h >JSH-rai/U A^^p-7 

'H-NMR (DMSO-de, 4 0 0MHz) :£3. 98 (s, 3H) , 3. 
99 (s, 3H) , 4. 44 (d, J = 5. 86Hz, 2H), 7. 36-7. 
39 (m, 2H), 7. 54-7. 59 (m, 4H), 7. 78-7. 81 (m, 
2H), 7. 94 (d, J = 8 . 29Hz, 2H), 8. 03 (d, J = 8. 2 
9Hz,2H),8.57(s, 1H) K«^-«fffi (ESI -MS, m/z) : 
5 0 9 (M + + 1) 

mnmi o o 3 :N- {4- [ (6, 7-*?* b*->- 4-*y u;v) ^r^e->] 
71-M — N' - (2, 4 -^^l^W^i/) ^ai-frur 

r$mcD2, 4-^fM>^y^7^!yH (80mg) t (2 0 

ml) s tfrfb^tf-^ (1ml) 1 0 0°CT? mWJDttbfco $§&£@* 

t^i>2, 4-^^;v- l v^^>T*-h#ii^ 

bfco 4- [ (6 , 7-i>* h*^-4-*J U;i/) *3r*>] T-U > (5 0m 
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g) ^h;i/^> (5ml) s )l> (1ml) tzmmg&s (1 

* - h £ #P £ ifit 2 B# b o £ mm U$ Z ti tz n £ £ ? p d 
M77mgs 9 3 %t!t#fco 

1 H-NMR (DMSO-de, 4 0 0MHz) :6 2. 4 5 (s, 3H) , 2. 
49 (s, 3H), 3. 94 (s, 3H) , 3. 96 (s, 3H), 6. 5 1- 
6. 57 (m, 1H), 7. 08-7. 11 (m, 1 H) , 7. 25-7. 50 

(m, 7H) , 7. 8 3-7. 8 4 (m, 2 H) , 8. 46-8. 5 1 (m, 1 
H) , 11. 5 9 (s, 1H) Wm.mnm. (ESI -MS, m/z) : 4 8 8 

(M + + 1) 

mnmi o o 4 :n- {4 - r (6, 1 v^y- a-*; u;v) 

7xrM -r - (2, 5 -^^i/^W-f ;iQ ^^ut 

miK© 2, 5-^^f;K>^^^7i/yb* (8 0mg) \z. h;i/rn> (2 0 
ml), M4h^*=-)V (1ml) £iP;l 1 0 0 1 B#P^»bfeo 

b : f#&n^2, 5 -vt^fr- i -^>-t? ^0 7^fh*^v^i 
fcfi!^2, 5 -^p<^;i/- l -^>-t?>#;v^-;i/ v^^>t*— h £38!g 
bfco 4 - [ (6, i -v* h*y- 4-*; y;v) 2}-^>] T^U > (5 0 m 
g) § h;i>;t> (5 ml) s )]/ (1ml) IzmB^it, ( 1 

ml) JcWP^fc 2, 5-P*3-)l- l-sO^yfrfrtf-Jl A V^-Jri/T 

«7 5mg, iK¥9 1%-ef#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 3 3 (s, 3 H) , 2. 

39 (s, 3H), 3. 93 (s, 3 H) , 3. 96 (s, 3H), 6. 56 
(d, J = 5. 37Hz, 1H) , 7. 18-7. 36 (m, 7H), 7. 39 
(s, 1H) , 7. 50 (s, 1H) , 7. 83-7. 86 (m, 2 H) , 8. 

51 (d, J = 5. 12Hz, 1H) WAft-ffim (ESI -MS, m/z) : 4 

8 8 (M + + 1 ) 
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mmmi 005 : n- {4- r (6 , y-^^-a-^-j U2k) a-fr^] 

731— M -r - (2, 3 -^p<^;i/^>W;i/) ^a-fri^y 

TUIE©2, 3-^7 l M>^f^75'S'l« (8 0mg) £ h;i/^> (2 0 
ml) s ^b^^-;P (1ml) *JDA1 0 0 o CT-lBmM*bfco 

u#e>ti£2, 3-s^^;v- l -^>-g>tu\s#-)i> ^P7^f KSfflv^iR 

bfco 4 - [ (6, 7-^ h^^-4-^y U;i/) ;t3r^] 7-U> (5 0m 
g) £h;i/:n> (5ml) N :c^y — ;i/ (1ml) tzmMg^^P J — ^ ( 1 m 
1) fc*jlfc*-frfc2, 3 1 >^;v^-;v <iVtt*/7* 

— h^in^^2^f^#bfeo R«^a^bf#e>nfca^^^nn^;i/A 

£8 lmg, l&ajs9 8%-ef#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 31 (s, 6 H) , 3. 
95 (s, 3H) , 3. 96 (s, 3H) , 6. 42 (d, J=5. 36Hz, 
1H), 7. 19 (t, J = 7. 40Hz, 1 H) , 7. 29-7. 34 (m, 
4H), 7. 41 (s, 1H) 3 7. 48 (d, J = 8. 78Hz, 1H), 7. 
53 (s, 1H), 7. 44-7. 78 (m, 1H), 8. 22-8. 24 (m, 
1H), 11. 82 (s, 1H), 12. 63 (s, 1H) (ESI 
-MS, m/z ) : 4 8 8 (M + + 1) 

mmmi o o 6 :n- (2, 4-^7;v^-P^>v-r;v) -r - {4- [ (6, 

7&SRCD2, 4 -y7^/tn- 1 -^>-h?>#;i/^— ^n7^f* (80m 
g) £M^3Ci&£i-^ 2 , A-Vy )\y^TU- 1 -^>-if ^fvft 
->T^— h^ii^bfeo 2, 4 -^7;^^-n- 1 -^>-t£ -fy^ 
^-->T^-h^^^y-;i/ (1ml) izmm^^s ^^4- [ (6, 7-i>* 
h*is-4-*S U;i/) 3"3^>] T-U > (5 Omg) s h;V^> (5ml) N 
rc^y— ;i/ (1ml) ^in^M"? 2 B^Bfc^bfco ^J»£MiU#£> ftfca 
^§^nn A/r-fe h >JH!|-r 3 ^> U £ d V h tr=y y ^ - \z <fc ^ MM 
U tMb^f5^6 9mgs W8 2%nmfro 
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1 H — NMR, (CDCL, 4 0 0MHz) :6 3. 92 (s, 3H) , 3. 94 
(s, 3H) , 6. 55 (d, J = 5. 12Hz, 1 H) , 7. 22-7. 27 
(m, 2H) , 7. 32 (d, J = 9. 08Hz, 2 H) , 7. 40-7. 47 
(m, 2 H) , 7 . 4 9 (s , 1 H) , 7 . 7 9 - 7. 8 3 (m, 1 H) , 8 . 

51 (d, J = 5. 12Hz, 1H), 11. 76 (s, 1H), 12. 30 
(s, 1 H) WAfttitm (ESI -MS, m/z) : 4 9 6 (M + + 1) 
jig 1 0 0 7 : N- (2,6 - V? JlXvoVJ )]/) — N' — {4 — [ ( 6 , 

rfJ|g©2, 6 -^^;i/^-p- 1 IstUltf—fr ^P^-TF (80mg) 

£ffli^it£l-t£^ 2 , 6 -*J7)VtX2- l -^>*>3b;i/3i?n;i/ >fy^7 
h&WSEl/fco 2, 6 -^7;i/^-n- 1 -^<>M>ti)^—)V JVtti/ 
h%^#y— ;i/ ( lml) lc$gfl¥&i*\ ?^4- [ (6, 7 
^-4-^ 7^'J> (5 Omg) „ h;i/^> (5ml) s 

y— ;i/ (lml) £jD£gM-e2Bfiig«#bfco Sj«£MltU#&;ftfca££ 
^on^l/A/7t h > fill tS^UA ^ p v- h^77^f-t:J;f3iMU 

1 H — NMR (DMSO-de, 4 0 0MHz) :S3. 93 (s, 3H) , 3. 
94 (s, 3H), 6. 44 (d, J = 5. 12Hz, 1H), 6. 84-6. 
87 (m, 1H) , 7. 0 2 -7. 2 5 (m, 4H) , 7. 3 7-7. 4 9 (m, 
2H), 7. 59-7. 63 (m, 2H), 7. 80 (bs, 1H), 8. 09 
(bs, 1H) , 8. 4 5 (d, J = 5. 3 7 Hz, 1H) Mm&tifm (ESI 
-MS, m/z) : 4 9 6 (M + + 1) 

mmmi o o 8 :n- (2, 4-^^pp^>vw;i/) -r - {4 - c (6, 

miS© 2, 4-^^np-l-^>7JM^P ^D7^F (8 0mg) 
%m^$MlZti£^2 , 4-^^DD-l-^>f>AM-;i/ V :p* 

— b£Mbfco 2, A-VZuu- 1 -^>-i£ >#;i/^;]/ >f 

— y^x-s? ;v (lml) fc&Ji?;*^ ^--\4 - [ ( 6 , 7 h3^>- 

:#^>] T- U > ( 5 Omg) s h;vrc> (5ml) N x.^ y — 
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ji> (lmi) %j}uz.mm.T»2mmm$hf£o sjssMfiiif^tLfe^^^n 

©-fb^rt>£7 Omg, lR^7 8%T#feo 

'H-NMR (CDC la, 400 MHz) :54. 05 (s, 3 H) , 4. 06 
( s , 3 H) , 6. 5 7 (d, J = 5. 37Hz, 1H), 7. 26 (s, 1 
H) , 7. 35 (dd, J = 2. 19Hz, J = 8. 42Hz, 1H) , 7. 4 
4-7. 46 (m, 2H), 7. 54-7. 56 (m, 2 H) , 7. 76-7. 
84 (m, 4H), 8. 53 (d, J = 5. 37Hz, 1H), 9. 29 (s, 
1H) WMfrffim (ESI-MS, m/z) : 5 2 9 (M + +l) 

mmmi 009 :n- o, s-^^np^w-fjv) -r - {4- r (6, 

rfJ|K©3, 5 -^^PD- 1 -^>-lf >±;;i/^-;v ^D7^ F (80mg) 

£J3^3:itM;:t/£^3 , 5 -^pp- 1 -^>-t?>#;i/^-;i/ -fvft^r^ 

-h^ilbfco 3, 5 -i^^PP- 1 -^<>-if>^;i/^-;i/ ^V^^>7^ 
— h^^^y— ;V (1ml) f-MP^s ^£-\4- [ (6, 7-S>* h3^>- 
4-^py U;i/) ;fr^>] r— U > (5 Omg) s h;i/^> (5ml) s — 

;v (1ml) ^ijpx.^M-e2B#^»#bfeo M^^a^Uf^tifcB^^^p 

p*;i/A/r-fe bvinti.^'jTJWD-? h^^^^f— t j:DitMbs mm 

0M«7 3mgs W7 9%fff;o (ESI-MS, m/z) 

: 5 2 9 (M + + 1) 

HflSflO 1 0 1 0 :N- (3, b^>^>V*-f;V) -N' - (4- F (6, 

rfJ!K©3, 5 -SM h=^>- 1 -^>-fc? ^7D7^F (8 0m 

g-) %m^Jcffl(tem^3, 5 -5^^ h^-^>- l -^>-if jvtt 
->t*— h^iiMbfeo 3, 4 -i^p< h^^>- l -^>-if 

**/7*— Y&x-ZS—fr (1ml) lc:«P£i3\ ^^^4- [ (6, 7-^ 
h^i>-4-^ry >j;i/) T-U> (50mg) N h;i/x:> (5ml) s 

(imi) ^p^^m-r 2^si#bfco Rmm^mmvm^titzm 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 79 (s, 3H) , 3. 

82 (s, 3H) , 3. 93 (s, 6 H) , 5. 11 (bs, 1 H) , 6. 37 
(d, J = 5. 12Hz, 1H) , 6. 66 (d, J = 8. 54Hz, 2 H) , 

6. 91 (d, J = 8. 54Hz, 2H), 7. 03 (d, J = 8. 05Hz, 
1H), 7. 35 (s, 1H) , 7. 43 (s, 1H), 7.49 (s, 1H), 

7. 55 (d, J = 8. 78Hz, 1H), 8. 29 (s, 1H), 8. 41 
(d, J = 5. 37Hz, 1H) mmfrmm (ESI-MS,m/z) : 520 
(M + + 1) 

mnm 1 o 1 1 : n- (2 , 4-^^dpov^;i/) -n j - {4- [ (6 , 

1 -V* Y*cl/-4 - 2-7jl/tP7i-jl/} ±^_UT 
rf?P£©2, 4 -i^nn- 1 -^>-fc? ;i/ ^?D7^F (80mg) 

— h^Hi^Ufeo 2, 4-^^Dn-l-^>€>A;i/» 

— h^m^y— ;i/ (1ml) fcSW^-e-s ^£^4- [ (6, 7-*J* h3^>- 
4 U;i/) ^-^^] - 2-7MD7- 'J > ( 5 Omg) s b;i/cc> ( 5 m 
1) N (1ml) &in*.M-C 2 BSIfflfll#Lfco IM^iiWf& 

1 H — NMR (CDC la, 400 MHz) : 6 4. 11 (s, 3H), 4. 17 
(s, 3H), 6. 79 (d, J = 6 . 34Hz, 1 H) , 7. 21-7. 17 
(m, 1H), 7. 26 (s, 1H), 7. 34 (d, J = 1 0 . 25Hz, 1 
H), 7. 45-7. 47 (m, 2H), 7. 57 (d, J=l. 95Hz, 1 
H) , 7. 60 (s, 1H) , 7. 79 (d, J = 8. 29Hz, 1H), 7. 

83 (d, J = 8. 29Hz, 1H), 8. 54 (d, J = 6. 34Hz, 1 
H),9.44(bs, 1H) gmfttifm (ESI-MS, m/z) :547 

(M + + 1) 

mmmi o 1 2 :n- (2, 6-^^pp^>w;i/) -r - {4- [ (6, 
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7fJlR©2, 6-^^DD-l-^>-lf>*M-;P ^P7-f F (80mg) 

— h£sl^bfco 2, 6-^^DD-l-^>t'>M» <iVtt*/?% 
-h^x^y-;i/ (1ml) ?^^4- [ (6, 7-S>* h^- 

U;b) ^3^] -2-7;i/tP7-iJ> (5 Omg) s hJl^-> (5m 
1) s (1ml) SflnfcgffiT 2 B&lfflBitfbfco KJfc«*«&W»£ 

p p A/T-fe h *s u o v h ? ^ ^ -f — £ cfc 

bJWfSSU *M0^i^7 lmgs !&*8 2%Tf#fco 

1 H — NMR (CDCls, 400MHz) : <5 4 . 07 (s, 3 H) , 4. 10 
(s, 3H), 6. 69 (d, J = 5. 86Hz, 1H) , 7. 08-7. 12 
(in, 2H) , 7. 2 6-7. 4 4 (m, 5H) , 7. 53 (s, 1 H) , 7. 
72 (bs, 1H) , 8. 55 (d, J = 5. 85Hz, 1H), 8. 89 (b 
s, 1H) tt&mm (ESI-MS, m/z) : 5 4 7 (M + +l) 
mMM 10 13 : N— (2, 4 JIXVOVJ JV) -N J - {4- [ ( 6 , 

hjr->-4-^yj;v) ^-^-s^l -3-7;v^-P7i-;i/j ^-^j-^UT 
7fJ8£cD2, 4-y7WD-l-^>^>A;i/3i?^ 7D7-f F (80m 

>t^— h^ii^bfeo 2, 4-i?7)V*£i - 1 >*;i/st?— ;i/ ^V^ 

it*sT^—Y*:x.$ J—fr (1ml) -€£^4- [ (6, 7-S>* 

|.^$/-4-3ry D;i/) * -3-7MD7-'J> (5 Omg) » 
> (5 ml) s (1ml) &M%.MWV 2mmmnVtzo BJfcttL&m 

-f— fc<fct>«f«U Si®ft^6 6mg^ lK^8 1%^t#feo 
1 H — NMR (CDC la, 400MHz) : 6* 4 . 11 (s, 3H), 4. 14 
(s, 3H), 6. 74 (d, J = 5. 86Hz, 1H) , 6. 89-6. 99 
(m, 1H) , 7. 0 0- 7. 0 9 (m, 1 H) , 7. 12-7. 16 (m, 1 
H) , 7. 37-7. 42 (m, 2H) , 7. 58 (d, J = 7. 56Hz, 1 
H) , 7. 67 (s, 1H) , 7. 72 (s, 1 H) , 8. 05-8. 14 (m, 
2H), 8. 58 (d, J = 6. 10Hz, 1H) JR*#*f<S (ESI-MS, 
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m/z) : 5 1 4 (M + + 1) 
mtMMl 0 1 4 : N- (2, 4-^DP^>^M -N' - {4- [ (6, 

4-*J -3-7/l/tP7x-M ^t>VT 

tM©2, 4 - ^DD - 1 >>b;i/^— ;i/ ^P7-f F (8 0mg) 

-h£:n#y — )V (1ml) tz&mZ'&s ^^^4- [ (6, 7 -S^ h^>- 
4-^y U;P) ;t3^>] -3-7Mn7-'J> (5 Omg) N h;i/^> (5m 
1) s (1ml) *Jn«ffltf 2«PM*#bfco KJfe**««b»6 

1 H — NMR (CDC1 3 , 400 MHz) : <5 4 . 14 (s, 3H) , 4. 18 
( s , 3H), 6. 91 (d, J = 6 . 83Hz, 1H) , 7. 36 (dd, J 

= 2. 07Hz, 8. 42Hz, 1 H) , 7. 4 2 -7. 4 6 (m, 4H), 7. 

56-7. 65 (m, 2H), 7. 72 (s, 1H), 7. 86 (s, 1H), 

8. 21 (dd, J = 2. 44Hz, J=l 1. 71Hz, 1H), 8. 66 
(d, J = 6. 59Hz, 1H) IIMfi (ESI —MS , m/ z ) : 5 4 7 
(M + + 1) 

Hi 1 0 1 5 : N- (3 , 5 -^7PPOVV;V) -N J - {4- [ (6 , 
7 -V* Y**y-4-*J U;i/) ^-^->] -3-7MP7I-M ^frl^T 

tUIE©3, 5 -^dp- 1 -^>-fc? >#;v^-;i/ ^D7>f M80mg) 
^ffil^Mfc^ 3 , 5-^PP-l-^>^f>*Jl/» -rv^m 
— h£tiMbfco 3, 5-i?^PP-l-^>if>*/l/» ^fVft^7^ 
-h£;r.^y — ;i/ (1ml) fc*ff^* N ^££^4- [ (6, 7-£^ h3^>- 
4 -^y U;i/) ^3^] - 3-7MP7- U > ( 5 Omg) s h;i/^> ( 5 m 
1) s (1ml) §iPiLSa"t?2l^|IBa#bfeo SJte«**»b»& 

tifz^^pv p ^l/A/T-fe h vJHIH-r S ^ U n?> ^5 7 w — fc: J: 

1 H — NMR (CDC la, 400 MHz) : 6 3. 96 (s, 3H), 3. 97 
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(s, 3H), 6. 52 (d, J = 5. 12Hz, 1 H) , 7. 43 (s, 2 
H) , 7. 51-7. 55 (m, 2 H) , 7. 59 (m, 1 H) , 7. 95 (s, 
1 H) , 8. 00 (s, 1 H) , 8. 05-8. 78 (m, 1H) 8. 53 (d, 
J = 5. 3 7 Hz, 1H), 11. 93 (bs, 1 H) , 12. 42 (bs, 1 
H) WMfrffim (E S I -MS, m/z) : 5 4 7 (M + +l) 

llii 016 :N- {3-^PP-4- [ (6, 1 -P * Y**/ - A J V 
;t/) y^—M -r - (2, 4-^5r-;i/^W-Y;i/) 

Tf5lg©2 J 4-^fM>^y!!77^>yF (80mg) iz h;i/rc> (2 0 
ml) s mt^-^r-JV (1ml) SinA 1 0 0"C7f 1 «?MiP»bfeo 

bfeo 2, 4 1 -^>-t? -r v^^r*— h 

y— ;i/ (lml) fc^f^-ey ^;a3-^dd-4- [ (6, 7-S>«* h3^> 
# T— U > ( 5 Omg) N h;io^> (5 ml) s J 
—JV (lml) %to7LMUX»2mmm;ftLfeo Sl6**«»b»fetLfcgi^*^ 

McD-fb^"t)$7 5mg, lR*9 7%T?t#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 2 . 34 (s, 3H) , 2. 
42 (s, 3H) , 3. 95 (s, 3H) , 3. 96 (s, 3H) , 6. 4 2- 
6. 44 (m, 1 H) , 7. 10-7. 13 (m, 2H), 7. 41-7. 53 

(m, 5H) , 7. 73 (m, 1H) , 8. 22 (m, 1 H) , 8. 50 (m, 
1H) , 11. 96 (s, 1H) MM&ffim (ESI-MS, m/z) : 523 

(M + + 1) 

llii 017 :N- { 3-^PP-4 - [ (6, 7-^ h^r>>-4-^y V 
;v) y^-M -r - (2, 5 -^5f-;w^>yV;v) ^-a-frur 

rUIgCD2, 5 -*J*3-)\s^yV4 v 9Ti/v H (8 Omg) t h;i/^> (2 0 
ml) N Watt —to (lml) £#n£l 0 0°CT* lWDibfeo 
bf#fenfe2, 5 -i^^l/- 1 -^>Hz >*;i/7j?-;v £n^-f KSfflVvfciK 
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bfco 2, 5 l -Y V3^>t*— h^^^ 

( lml) tl^^^s ^ua3-^DD-4- [ {6, 7-^ h=^> 
-4- + ;iJ/V) ^3^3 7-'J> (5 Omg) s (5ml) , 

(lml) §J)DiiST:2Wffbfeo SiSrt§yl^U#e>tLfc^^^^ 

M©{b£« 7 4 m g, W9 4 %^t#feo 

1 H — NMR (DMSO-de, 400 MHz) : d 2. 33 (s, 3H) , 2. 
39 (s, 3H), 3. 97 (s, 3H) , 3. 98 (s, 3H) , 6. 48 
(d, J = 5 . 37Hz, 1H) , 7. 14-7. 27 (m, 2 H) , 7. 35 
(s, 1 H) , 7. 43 (s, 1H) , 7. 50 (d, J = 8. 78Hz, 1 
H) , 7. 56 (s, 1H) , 7. 76 (m, 1 H) , 8. 2 2 -8. 2 4 (m, 
1 H) , 8. 55 (d, J = 5 . 37Hz, 1H), 11. 77 (s, 1H), 
12. 6 4 (s , 1 H) m.m.frmm (ESI-MS, m/z) : 5 2 3 (M + + 
1) 

mmmi ois :n- {3 pp- 4 - r (6, 7-^^h^->-4-^y; 

;i/) -7 ^-;i/> -n' - (2, 3 -^-X^-;i/^>^^;i/) ^frUT- 

T|5IK©2, 3 -5>*^-;W*>\/>f y ZYt/v Y (8 Omg) t h/H> (20 
ml) N mih9-^r=-)l (lml) £fln£ 1 0 0 °CT? 1 HSBBina&bfco $8&£@3f 
Uf&*ifc2, 3 -S^^V- 1 -^>-fe? >*;V3j?-;i/ ^D7-f Hm^it 
fcfi£^2, 3 1 -^>-fe">±?;V^-;i/ >fVW7^-h*i8I 

bfco 2, 3 l ;v -r V^^T*— h^^^ 

(lml) ^iA3-^DD-4- [ (6, 7-i^ 

-4-^py U;V) T-U > (5 Omg) , (5 ml) s 

(lml) *fln*afiT?2B#B8l#Lfco SJfo$£««Sb^£;h,fcB££* 

M©{b^tJ§7 6mg N W9 6%^t#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 9 (s, 6 H) , 3. 
94 (s, 3H), 3. 96 (s, 3H), 6. 57 (d, J=5. 12Hz, 
1H), 7. 20 (t, J = 7. 45Hz, 1H), 7. 30-7. 34 (m, 
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4H) , 7. 41 (s, 1H) , 7. 51 (s, 1H), 7. 85-7. 87 
(m, 3H) , 8. 5 3 (d, J = 5. 12Hz, 1 H) WBLfttirW. (E S I - 
MS, m/z) : 5 2 3 (M + +l) 

mmmi 019 ;n- I3-^pp-4- r (6, 7-^ v**/-*-*; u 

J]y) ^-dr>>] 7x^1 -N' - (3, 5 -^^^-;V^>VV;i/) ^frl-T 

rUflg©3, 5 -S?^fM>^ v *7Ti/y F (80mg) lz h;i/^> (2 0 
ml) N (1ml) 0 OXJTmHMftbfco 

b#e>tbfe3, 5 -^p<^;i/- 1 >3tj;i/s|?— ;i/ ^P^-f 

Jc^3, 5 1 -^>^>*;i/5t?n ))y J Vtt$/7*— h %MfiE 

bfeo 3, 5 -^p<^- l -^>-fe°>^;i/^-;i^ 'fv^^n-h^^ 

;V (1ml) fc&flPi*^ ?^3-^DP-4 - [ (6, 1-*J* 

i;;i/) ^-df-i/] T-iJ > (5 Omg) N h;i/3i> (5ml) s ^ ^ 
-;i> (1ml) *flIitS»*C2l©ffla#bfco SJfe**»»b»&ttfcai^*^ 

VH-NMR (DMSO-de, 400MHz) : 52. 36 (s, 6H), 3. 
94 ( s , 3 H) , 3. 96 ( s , 3H) , 6. 62 (d, J = 5. 12Hz, 
1H), 7. 31-7. 32 (m, 2H), 7. 41 (s, 1H), 7. 52 
(s, 1H) , 7. 64 (s, 2H) , 7. 84 (m, 2 H) , 8. 53 (d, 
J = 5. 37Hz, 1H), 11. 47 (s, 1H), 12. 67 (s, 1H) 
KS##H£ (E S I -MS, m/z) : 5 2 3 (M + +l) 

mmm 1020 : n- {3-^pp-4 - r (6, 7-^b=^>-4-^yu 

jv) ^-^r->] -r - (2, 6 -^7;i/^-p^>vV;i/) ^frVT 

Tf5lgCD2, 6-^7;i/tD-l-^>t'>*Mr;i/ ^D7^F (8 0m 
g) &JBl\fc]Rfcfl£v , >2, 6 -^^;i/^-p- 1 -^>-t? >*;i/3jf-;i/ <<V3-* 
i/7^-b§libfco 2, 6 -y7MP- 1 -'OHf -fv^ 
^-->T^— h^^^y— ;i/ (lml) fci*ll*"frs ^u^3-^DP-4- 
[ (6, 7-^h^>-4-^yj;V) rt=^>] T-U > (5 Omg) s h;i/ 
rc> (5ml) s (lml) SJflitSfi'C 2 «FK«^bfco SJtS** 
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II tf# & ttfei^ ^ ^ n n */i/ A/7-fe h>Jg!Tf £$/y#y;i/*DT 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 94 (s, 3H) , 3. 
96 (s, 3H) , 6. 57 (d, J = 4. 64Hz, 1H) , 7. 11-7. 
51 (m, 4H) , 7. 6 2 -7. 6 4 (m, 1 H) , 7. 8 0 -7. 8 3 (m, 
2H), 8. 08 (m, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 1 
2. 16 (s, 1H), 12. 28 (s, 1H) WMfrffim (E S I -MS, m 
/z) : 5 3 0 (M + + 1) 

i%^J 1 Q 2 1 :N- (2, A-Vy )V^ru^yy^ -N ? - {4- f (6, 
7-^^ h^r->- 4 zJt±2l U-^V) 7^— ;i/> ^>7l/7 

HJMCD2, 4 -i?7jl$ru- 1 ^p7-f F (8 0m 

->T^— hSISMbfeo 2, 4 -V7)V^u- 1 -^>-fc? ^vf 
^>r*— — ;i/ (1ml) (-^^•frs ^«r^\4- [ (6, l-V* 

h^i/-4-^^V*U-;i/) ^-^->] T^U > (5 Omg) s h;i/^> (5m 
1) s ^^y-;!/ (1ml) ^flO^ST 2 Nf^S# bfeo MJM£it«U#£> 

1 H — NMR (CDC la, 400 MHz) : 54. 06 (s, 3H), 4. 09 
(s, 3H), 6. 62 (d, J=5. 61Hz, 1H), 6. 99-7. 05 
(m, 1H) , 7. 10-7. 14 (m, 1 H) , 7. 2 5 -7. 2 7 (m, 2 

H), 7. 56 (s, 1H), 7. 63 (s, 1H), 7. 86 (d, J = 8. 

78Hz, 2H), 8. 15-8. 21 (m, 1H), 8. 52 (d, J = 5. 

61Hz, 1H), 9. 61 (d, J=14. 64Hz, 1H) Jffi^ffii ( E 

S I - MS, m/z) : 4 9 7 (M + + 1) 

mmmi 022 :n- {4- r (6, i-y* u;i/) a-^i 

-N J - ( 2 -7 aL-)\sT*L ft»l/7 
Tt?IM©2-7^-;i/3:^y-r;i/ ^D7^f F (8 Omg) £M^:fclSKfc:fi£^ 2 
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)]/ -TV^S/7^-h^x^y-;i/ (1ml) -tt\ ^Z^4- [ (6, 

7 h*i/- 4 -3^ U;i/) ^-^->] U > ( 5 Omg) s n;kc> ( 5 

mi) N (imi) *mz.m.m."c 2 mmmnvtzo BLj&m%wmh& 

1 H — NMR (DMSO-de, 4 0 0MHz) :d3. 82 (s, 2H) , 3. 
96 (s, 3H) , 3. 98 (s, 3H) , 6. 51 (d, J=6. 0 1 Hz, 
1H) , 7. 2 5 - 7. 3 5 (m, 7H) , 7. 44 (s, 1H) , 7. 48 

(d, J = 8. 78Hz, 1H) , 7. 51 (s, 1 H) , 7. 69 (m, 1 
H) , 8. 14-8. 16 (m, 1 H) , 8. 57 (bs, 1 H) , 11. 81 

( s , 1 H) mmftffim (ESI-MS, m/z) : 4 7 4 (M + + 1 ) 
mmmi 0 2 3 :N- (2 -^^ti^^JVT^^JV) -N j - {4- C (6, 

rffflE© 2 -l/trn^*/)}/^ ; ^D7^f K (8 Omg) ^ffll^fifcte: 

D^Wl^*^ ;i/ -f V3^2/T*— h^3i*y— ;i/ (1ml) 
^££^4- [ (6, 7-2>p< h^r>>-4-^y U;V) ^3^>] 7-'J> (5 0m 
g) N h;Kn> (5ml) N i*y-;i/ (1ml) %lN%.mmx~ 2mmM&Lfz 0 
R/fo^&afliU#£>ftfca££* n D^;vA/T-fe h >Jg5gT3 2/ U ***;i/* d 
v h^^y^-izX DllU ^0©-fb^tJ^7 3mg s iK*9 0%Tl#fe o 
1 H — N M R (DMSO-de, 4 0 0MHz) : 0 . 8 6 - 1. 0 0 (m, 2 
H) , 1. 19-1. 25 (m, 6H) , 1. 69 (m, 3 H) , 2. 37 (d, 
J = 6. 83Hz, 2H), 3. 96 (s, 3H), 3. 99 (s, 3H), 6. 
67 (m, 1H) , 7. 3 4- 7. 3 6 (m, 2H) , 7. 44 (s, 1 H) , 
7. 59 (s, 1H), 7. 81-7. 84 (m, 2H), 8. 63 (m, 1 
H), 11. 48 (s, 1H), 12. 41 (s, 1H) Il^f (ESI- 
MS, m/z) : 4 8 0 (M + + 1) 

mnmi o 2 4 :n- \a - r (6, 7-2^ h^>-4-^y u;i/) a-^>n 

- 2 -7MP7xrM -N J - (2 - 7xr;t/7-bf/l/) ^frPT 
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M©2-^i-;i/ai^y^;i/ ^D7>f P (80mg) %m^$M£.$£^2 
;i/ ^fv^m-f^;-;v (lml) IzmMZit, ^i^4- [ (6, 

h^>-4-^7 U;i/) -2-7;VtP7-'J> (5 Omg) s 

h;i/rc> (5ml) N (lml) §jinil^f 2 «flH«^bfco MJfo 

1 H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 8 3 (s, 2H) , 3. 
92 ( s , 3 H) , 3. 95 (s , 3H), 6. 64 (d, J=5. 12Hz, 
1 H) , 7. 13 (d, J = 9. 51Hz, 1H) , 7. 29-7. 36 (m, 
6H), 7. 41 (s, 1H) , 7. 46 (s, 1H) , 8. 05 (t, J=8. 
66Hz, 1H) , 8. 55 (d, J = 5. 12Hz, 1H), 11. 89 (s, 
1H), 12. 26 (s, 1H) nmmjtm (ESI-MS, m/z) : 4 9 2 
(M + + 1 ) 

mmmi o 2 5 :n- {4- r (6, 1 h^->- 4-*; u;b) ^-^->i 

-N J - [3- (2-p< 7°P/V^/V] 
rf5|E<D3- (2-^F^>7i-;i/) 7°D7W-f vZT*/ v b* (8 Omg) fc: 

h;K3i> (2 omi) s mh^=-)v (lmi) fcj&n*. i o o °ct? i mmmx, 

fco $8«£©Sbfa£ft&3- (2-^ ^^>7x-^) 7D/v^;v 

K^MV^Mt^VN3 - (2 h^^>7^-;i/) rn/V^/l/ ^Vfti/ 
T*-h£ilHbfco 3- (2-^h^>7x-j^) 7"D;V^/1/ YVfti/ 
T^— h^^^y— ;V (lml) fc$g#P£-frs ^3-n4- [ ( 6 , 1-*J* h^r 
^>-4-^y U;i/) tf^] T-U > (5 Omg) N h;v^> (5ml) „ 

(imi) *in^.^ST2^^a#b&o s«^vi^bf#e>nfe^^^ 

7DO h/T^ h >IHt S ^ U *WD7h ^ 7 J - iz «fc t) MM bs 
mmcoih^^: 6 Omgs 

'H-NMR (DMSO-de, 4 0 0MHz) : (52. 71-2. 75 (m, 2 
H), 2. 85-2. 89 (m, 2H), 3. 81 (s, 3H), 3. 94 (s, 
3H), 3. 96 (s, 3H), 6. 55 (d, J = 5. 12Hz, 1H), 6. 
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87 (t, J = 7. 44Hz, 1H), 6. 95 (d, J = 8. 29Hz, 1 
H) , 7. 16-7. 2 2. (m, 2H) , 7. 28 (d, J = 8. 54Hz, 2 

H) 7. 39 (s, 1 H) , 7. 49 (s, 1 H) , 7. 76-7. 79 (m, 
2 H) , 8. 50 (d, J=6. 04Hz, 1H), 11. 49 (s, 1H), 
12. 5 9 (s, 1 H) mAfrtitm (ES I -MS, m/z) : 5 1 8 (M + + 
1) 

Hi 1 0 2 6 :N- {4- [ (6, 7-*J* Y**y- A-*J U;i/) 
-2-7;VtP7i-M -N' - ( 3 -7 ji-;V7°P7^^;i/) ft»i/7 
f liiO 3-7 x-;i/7*D; V y ^7i/ y K (80mg) h;i/:n> (20m 

I) N Uih^-)^ (lmi) £#n;t l o o°ct* lWPBBin^bfco *«*e*b 

n&tlfc 3-7x-^7 , D/V^/P ^D^^f K*ffit>^CiRfc»> 3 -7irjl/ 

V^^-i>T^— h^^^y— ;i/ (1ml) ic:?§8¥£-hJ\ -^£^4- [ (6, 7- 
h3^>-4-3r^ U;V) r*-^>] - 2 - 7/l/^D7-'J > (5 Omg) s h 
(5ml) s y—Jl (1ml) &M%.MU"C 2 Kp^ti#bfeo MjiS^ 
£MI b# 6 frifcS§£ ^^od A/T-fe h >JSI€-r § ^ U ^mDYb ^ 
^:7-r-fc«kb!fit»iU mMOih^^Q Omg, W7 4°/»f#fco 
'H-NMR (CDCL, 400 MHz) : 6 2. 81-2. 91 (m, 2H), 
2. 99-3. 03 (m, 2H), 4. 07 (s, 3H), 4. 09 (s, 3 
H), 6. 76 (d, J = 6 . 01Hz, 1H), 7. 06-7. 11 (m, 2 
H), 7. 21-7. 32 (m, 3H), 7. 56 (s, 3H), 7. 73 (b 
s, 1H), 8. 48 (m, 1H), 8. 59 (d, J=5. 86Hz, 1H), 
11.49 (s, 1H) , 12. 74 (s, 1H) M#tfrfi (ESI -MS, 
m/z) : 5 0 6 (M + + 1) 
HM?'] 1 0 2 7 :N- ( 3 VO^JVfVrt; ±M ~N J - 14- 
f (6, 7-^p< h**/-4-*S Uik) ajr^j] -2-7;i/^-P7x_;i/} f: 

rfrJK© 3 - S/^D^^;i/7'D;V -f ;i/ ^D7-fP (8 Omg) Sffl^&lR 
i3^VN3 -i/^P^>fjl/7"D/V^/V >f V3-%*/7*~ h^Sl^bfeo 3- 
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^^D^>f/1/7"D/V^/1/ V9-*5/7*— b£n#7— )l> (1ml) Izm 
M^&s ^£^4 - [ ( 6 , 1 4-^7 U;W jT^] -2-7 

WD7-'J > (5 Omg) s bJ]y^> (5ml) s n7 7 — ;p (1ml) 

>mm~f%isV*?f)lPn v hT"^^ — izj: D^SU ^S©fls-£«3& 6 3m 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 1 . 13-1. 25 (m, 4 
H) , 1. 50-1. 61 (m, 7H) , 1. 75 (m, 2H) , 3. 92 (s, 
3H) , 3. 95 (s, 3H) , 6. 60 (d, J = 5. 12Hz, 1H) , 7. 

34 (d, J=l 1. 22Hz, 1H), 7. 28 (m, 1H), 7. 32-7. 

35 (m, 1H), 7. 4 1 (s, 1H), 7. 45 (s, 1H), 8. 11 
(m, 1H), 8. 53 (d, J = 5. 12Hz, 1H), 11. 63 (s, 1 

H) (ESI-MS, m/z) :498 (M + + 1 ) 
lli 1 0 2 8 : N- {4 - [ (6 , 7-^^ h=fr->-4-3r7 U;i/) 

-3-7/^P7xrM -N ? - ( 3 -7 31— jb/P/V ^-a-frl/y 
^10 3- 71-^/0^7^^7 7^^^ (8 Omg) tFJl/x> (20m 

I) s ^b^^--;i/ (1ml) £#nx 1 0 o°c-£ iB#P^»bfeo *«tse*u 
*#£>ftfc 3 -7i^;i/7n;v^;i/ 707^ K£ffli>;*:ifclc:#£i> 3 -7 an ;i/ 
7D^17-(';i' 'fV^^T^-h^IIlfeo 3-7i-jl'7D/V'f;i/ -r 
V^^-^T^— h^n7 7— ;V (1ml) Sc^£-h*\ ^£-\4- [ (6, 7- 
^ b=^>-4-^7 U;i/) ;fr=^>] -3-7MP7-IJ 7 (5 Omg) „ h 
;i/n> (5ml) s n7 7-;i/ (1ml) 2 bfco M« 

77^-fcJ:DiSU Si©{^M5 7mg, i|^7 1 %-£#fc 0 
1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 7 9 - 2. 8 4 (m, 2 
H), 2. 89-2. 94 (m, 2H), 4. 02 (s, 3H), 4. 03 (s, 
3 H) , 6. 88 (bs, 1H), 7. 21-7. 33 (m, 6H), 7. 59 
-7. 61 (m, 3H), 7. 72 (s, 1H), 8. 13 (d, J=13. 1 
7Hz, 1H), 11. 65 (s, 1H), 12. 67 ( s , 1H) MMfrffiW 
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(E S I -MS, m/z) : 5 0 6 (M + + 1) 

mmn 1029 ; n- ( 3 - ^^D^v^vrp/v-f;!/) -r - {4 - 

Tf5|gcD3-^^D^>^-;i/rn;^-r;i/ ^P7^ H (8 0mg) 



^£^4- [ (6, 7-^p< h=^>-4-^y U;i/) -3-7 
;i/^P7- U > (50mg) s h;i/^> (5ml) s ;v (1ml) 

>mmT&is t; d^t h ^ 7 -fc J; t)»»U *M©Yb^§ 6 9m 

gs ^8 8%Tf# feo 

1 H — NMR (DMSO-de, 400 MHz) : 6 1 . 11 (m, 2H) , 1. 
49-1. 62 (m, 7H), 1. 75-1. 91 (m, 4H) , 3. 95 (s, 
3H) , 3. 96 (s, 3H) , 6. 52 (d, J = 5. 37Hz, 1 H) , 7. 
43 (s, 1H) , 7. 4 7-7. 5 6 (m, 3 H) , 8. 05 (d, J = 4. 
39Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 58 (s, 
1H), 12. 66 (s, 1H) MMfrffim (ESI-MS, m/z) : 4 9 8 
(M + + 1) 

mMMl 030 :N- {3-7PP-4- [ (6, 7-^ F^-4-jp;'J 

jv) ;f=fr->l 7x-M — n' - (3 -->^P^>^-;i/7°P>>w^;i/) ^^t^ut 
lfrm.(D3-*sS7n^>3 L )l<7v^; J )l (80mg) -^m\^-^M 

lzm^3 - ^^D^>f-/1/7P/V^/1/ Vtti/T*— b^SS^bfeo 3- 
^>^D^>^;i/rD7NV-f;i/ ^vf-^-^7^-h$x^y-;i/ (lml) fc:s§ 

M^^s ^i-s3-7PP-4 - [ (6, 7-^^ h^>-4-^7'J;V) 

T-U> (5 Omg) s (5ml) s (lml) £Jnx. 

^S^2Bf^m#bfeo RM^tllib^^nfeB^^^nD^VA/T-fe h> 

sit & ^> u # d t h ^ ^ ^ - tz j; d mm bs mm.<D\^m-%. 6 8mg, 

iR^8 8%Tt#feo 




^V^^7^-h§x^y-/i/ (lml) t:?§ 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 07 (m, 4H) , 1. 
48-1. 71 (m, 9H), 4. 05 (s, 3H) 5 4. 07 (s, 3 H) , 
6. 88 (d, J = 6. 83Hz, 1 H) , 7. 55 (s, 1H) , 7. 65 

(d, J = 9 . 03Hz, 1H), 7. 78-7. 81 (m, 2 H) , 8. 2 6 
-8. 28 (m, 1H) , 8. 87 (d, J = 6. 59Hz, 1H), 11. 6 
1 (s, 1H) , 12. 66 (s, 1H) Wmfrffim (ES I -MS, m/z) 
: 5 1 5 (M + + 1) 
gillQli :N- [2- (^>^JV^r^-» T±±2kl ~N J - {4- 

f (6, h^r->-4-^y U;V) **ci/] -2-7^tP7x-M 

?UIS©2 - (^Oi^JV^r^) 3^y-r;i/ ^n^-r K (8 Omg) %m^$M 
2 - (^>^;i/^-dr^) 4 Vtt^Y*— h&fllSEbJfco 2 

- (^>^;i/3-=^>) ^vf-t^-ht^y-^ (lml) 

t^^^ ^££^4- [ (6, 7-^h^>-4-^yj;i') -2 
-7MP7- U > ( 5 Omg) s h;P^> (5ml) \ — )l (lml) 

&im %. gst 2 i$iis«# b o Kmm&wm u# nfca* & * * n 

•fe h^swr nvh^7-f— fc«tt)JBM»u mm(D<ik&m%: 3 

8mg, IR¥4 3%T#feo SC«£«t (ESI -MS, m/z) : 5 2 2 (M 
+ +1) 

gf»)103 2 :N- [2- Z±±2k] ~N J - {4- 

f (6, 1-*J* U;V) ^-^r->1 - 3-7Jl/tP7x-;i/} ^ 

TfJ|g©2 - (^>^;i/^-=^» x.$J4)\/ 7D7^ H (8 Omg) fcfflVvfc 

2- (^>^;v;t3^>) ^^y-r;i/ ^v^^7^-h$x^7-;Kim 

1) ^^^4- [ (6, 1-*J* U;v) tf^] 

-3-7Mn7-'J> (50mg) s h;V^> (5ml) s ;]/ (lm 

i) *io*Sffi"C2i^ra»#bfco sMSiiiii & tifcs^? * ^ o d a 
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%33mg, W4 0Mf; o 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 6 H) , 4. 
13 (s, 2H) , 4. 64 (s, 2H), 6. 48 (d, J = 5. 37Hz, 
2H) , 7. 32-7. 45 (m, 6 H) , 7. 54 (m, 2 H) , 7. 9 0- 

7. 94 (m, 2H), 8. 50 (d, J=5. 12Hz, 1 H) , 10, 15 
(s, 1 H) mmfrffim (SSI-MS, m/z) : 5 2 2 (M + + 1 ) 

mmmi 0 3 3 : n- {4- r (6, h*is-4-*; ujk) a-^i 

y^-)V} -N J - (2-7'JJI/7JM-Jl/) 
rf5ig(D2 ^D7^h* (80mg) ^fflV^^fc^V^2- 

V^^>T* — h^m^y— ;i/ (1ml) IzmBg^, ^^^4 - [ (6, 7- 

^-^>>] 7mj> (5 Omg) s h;i^> (5m 

i) s ^t?;—)^ (imi) §jnx.^T2^^m^bfco ^mm^mrnvm^ 

tLfc^^^^D D^;VA/7'-fe h^^S^U #y;i^D^ h^'^y ^ — 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 94 (s, 3H) , 3. 
96 (s, 3H), 6. 56 (d, J = 5. 12Hz, 1H), 6. 73-6. 
77 (m, 2H) , 7. 32 (d, J = 8. 78Hz, 1 H) , 7. 41 (s, 
1H), 7. 51-7. 52 (m, 2H), 7. 79 (d, J = 8. 78Hz, 
1H), 7. 86 (m, 1H), 8. 01 (s, 2H), 8. 08 (s, 1H), 

8. 51 (d, J = 4. 88, 1H) mAfrffiM (ESI -MS, m/z) : 4 
5 0 (M + + 1 ) 

mnmi o 3 4 :n- {4- [ (6, h^->-4-^y vjd ^-^->i 

y^-jy} -IT - ( 3 -^-^_;i/^;i/^n;i/) ^-^-^l^r 

tUI£©3 -^^"7 ^D7-Y H (8 Omg) 

3-^7i>7JM-Jl/ h£S!llLfco 3-W7i>* 

^V^ti/T^-h^x^y-;]/ (1ml) ^£-\4- 
[ (6, 7-^p< h^^-4-^y VJ.l) it*i/~\ T->J> (5 Omg) s b JV 
3i> (5ml) s (1ml) §in^.^ST2B#TO#bfeo 
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mm u# e, ntzmz ^nn *ji/A/7-fe h >mm-r % u # v^z n ^ h ^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 93 (s, 3H) , 3. 
95 (s, 3H) , 6. 55 (d, J = 5. 37Hz, 1H) , 7. 2 6 ( t , 
J = 4. 27Hz, 1H) , 7. 31 (d, J = 9. 03Hz, 2H) , 7. 4 
1 (s, 1H), 7. 50 (s, 1H), 7. 81 (d, J = 9. 03Hz, 2 
H) , 8. 05 (d, J = 4. 88Hz, 1 H) , 8. 41 (d, J = 3. 90 
Hz, 1H), 8. 51 (d, J = 5 . 12Hz, 1H), 11. 65 (s, 1 
H) , 12. 4 9 (s, 1 H) WMfrffim (ESI-MS, m/z) : 466 
(M + -l- 1) 

mMMl 0 3 5 : N- {4- [ (6, 7-*J* h**s- 4-* J UJk) *-3r*>] 
- 2 -7MP7 ji-;i/> -n j - (2 U;i/^;i/^_;i/) ^-a-fri^r 
iUIgCD2-^^>^;i/^-;i/ ^D7-f F (80mg) ^l^itM-^ 2 - 

;i/ (lml) fcSjW^-tt-N ^u-s4- [ (6, 7- 
^ h^^-4-^r-y •;;!/) ;t3^>] - 2 - 7)\s3ru V > (5 Omg) „ h 
;i/rc> (5ml) s rc^y-;p (lml) §flD*.gffiT 2 B#^a#bfeo HJfoM 

lit (ESI-MS, m/z) : 4 6 8 (M + + 1 ) 

mmm \ o 3 6 :n- {4- r (6, 7-^ h^-4-^y u;v) ^-^->i 

-2-7MP7X-M -V - ( 3 -^^-;v^;i/^-;i/) g^fr^T 
rUigCD3-5 L ^-^i>^;i/^-;i/ ^D7^F (80mg) ^fflv^i^{3^^ 

^vft^7^-h^x^y-;v (lml) ^ei-\4- 
[ (6, h*is-4-3r; U;V) ^3^>] - 2-7MP7-'J > (5 

Omg) N h;i/^> (5ml) N (lml) £j&P;tgM"C 2 l$|I§jft# 

MPYh^77^-t:j;DliU ^ScD-fb^* 45mg, KK¥ 5 8% 



WO 01/47890 



PCT/JPOO/09157 



644 

1 H-NMR (DMSO-de, 400MHz) : c5 3 . 93 (s, 3H) , 3. 
96 (s, 3H), 6. 6 7 (d, J = 5. 12Hz, 1 H) , 7. 15-7. 
1.8 (m, 1H) , 7. 2 6 - 7. 2 8 (m, 2H) , 7. 3 9 -7. 4 3 (m, 
2H) , 7. 48 (s, 1H) , 7. 9 9- 8. 0 8 (m, 2 H) , 8. 42 
(d, J = 3. 42Hz, 1H) , 8. 57 (d, J = 5. 12Hz, 1H), 
10. 0 1 (s, 1 H) WMfrffim (ESI-MS, m/z) : 4 8 4 (M + + 
1) 

mmmi o 3 7 : n- {4- r (6 , i-v* h*->-4-*; u;i^) ^^->i 

-2-7/i/tP7x_;i/} -n j - r (2, 5 -*J*3-)\s- 3 -y UJk) t)JV^=. 

rUIg©2, 5 -V*?-))/- 3 -70^f y^7^^ h* (80mg) h;i^> 
(20ml) s (1ml) §SD^1 0 0°CT! lBflMf&bfco 

*^2feb^e>^tfe 2 , 5 -s^p<^;i/- 3 ^d-?^ 
^ci^i-^1^2, 5 -y*^-;!/- 3 - ;i/ -f v^^>T^— h£s)f 

iLh 2, 5 3 -rv^^7^-h^x^ 

y— ;v ( lml) ^£-\4- [ (6 , Y*i/-4-*; U 

;i/) ^-^-^>] -2-7MD7-iJ> (50mg) s h;i/rc> (5ml) s 

(imi) §jpx.^^2B#p^a#bfco j&mfc%mmu%t>titc:m£% 

*^cD<b^§3 8mg, lRsjB4 8%-£f#fco 

'H-NMR (DMSO-de, 400MHz) : (5 2 . 26 (s, 3H), 2. 
55 (s, 3H), 3. 92 (s, 3H), 3. 95 (s, 3H) 6. 65 (d, 
J = 5. 37Hz, 1H), 6. 89 (s, 1H), 7. 13-7. 14 (m, 
1H), 7. 34-7. 37 (m, 1H), 7. 41 (s, 1H), 7. 46 

(s, 1H), 8. 05-8. 07 (m, 1H), 8. 54 (d, J = 5. 15 
Hz, 1H) , 11. 13 (s, 1H) , 12. 6 1 (s, 1H) WMfrffim 

(ESI-MS, m/z) : 4 9 6 (M + +l) 

mnm 1 o 3 8 : n- 14 - r ( 6 , i-v* h^>-4 ^jt^2 
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-2 -7;i/tD7x_M -n' - [ ( 3 zL*±2k= 2 ^ikjjl^ik] 

T$m.(D3-*3 L )V-2-3-#7 *>-h)]/7$*i/V yi?7*/y Y (80mg) \Z 
h;i/^> (2 Oml) s mh^-^-JV (1ml) JfhUZ. 1 0 0°CT lBt^Mb 

fco «£g*U#£>frifc3 2 -tt? x.>*;i/^— ;v ^7D^>r F 

£Mbfco 3 -^^;v-2-^^7m>^;i/^-;v v^-^-^t^— 

(lml) ^^-s4- [ (6, Y**/-4-*cJ 

U;i/) ^3^] - 2-7Mn7^'J > (5 Omg) , h;i/rc> (5ml) s ^ 

(lml) tJDiIfiT2W#tfco ^ra^m^bff^nfe^^ 

M<7>fbl^£4 2mg, W5 3%^t#feo 

1 H - NMR (DMSO-de, 400 MHz) : 52. 51 (s, 3 H) , 3. 
92 (s , 3 H) , 3. 96 ( s , 3 H) , 6. 66 (d, J = 5. 12 Hz, 
1H), 7. 09 (d, J = 4. 88Hz, 1 H) , 7. 14-7. 16 (m, 

1 H) , 7. 38 (d d, J = 2 . 56Hz, 11. 0 1 H z , 1H) , 7. 4 

2 (s, 1H) , 7. 46 (s, 1H) , 7. 86 (d, J = 4. 88Hz, 1 
H), 8. 07 (t, J = 8. 54Hz, 1H), 8. 55 (d, J = 5. 37 
Hz, 1H), 11. 2 5 (s, 1H), 12. 22 (s, 1H) M##Ht 

(ESI-MS, m/z) : 4 9 8 (M + + 1 ) 

lijl 0 3 9 :N- 14- f (6, b^->-4-^y Ujk) 

- 3-7/i/tP7x_;i/} -r - [ ( 2 , 5 3-7 Ujk) ftikzff^ 

rM©2, 5-^^fjl/-3-7n^y^7S/yF (80mg) ilh/l/x> 
(2 0ml) s mt^-Jl (lml) Siax. 1 0 0°Ctl»ibfco « 
£^5feM#£>;ftfc2, 5 3 ^n^-fF&;JH> 

^bfeo 2, 5 -s^^- 3 -y^ytuitf-ji; ^V^^7^-b§x^ 
( lml) IzmMZ&s *Z^4- [ (6, 7-5^ h^r^-4-^y U 
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))/) ;t3^>] - 3-7MD7nj > ( 5 Omg) x (5ml) . 

dmi) §ipx^-e2B#r H mj4 s bfeo Ri&m*mm.\sftt>tiit&£& 

SI©^M5 1mg, lK$6 4°/oTllfeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 26 (s, 3H) , 2. 
55 (s, 3H) , 3. 96 (s, 6 H) , 6. 51 (d, J = 5. 37Hz, 
1H) , 6. 87 (s, 1H) , 7. 42 (s, 1H), 7. 47-7. 59 
(m, 3H), 8. 07 (d, J = 10. 25Hz, 1H), 8. 51 (d, J 
= 5. 12Hz, 1H), 11. 02 (s, 1H), 12. 81 (s, 1H) 
WMftffim (E S I -MS, m/z) :4 9 6 (M + +1) 

mmmi 0 4 0 :N- {4- [ (6, 7-S?j* h^->-4-^y u;v) ^-^->] 
-3-7;vtP7x-M — N a - [ ( 5 n2i±2kz: 2 -3-^— jv) ^JkM=Jk2 

r^IKO 5 — — 2 -W7i>^;i'^^ U v?7Ti/ y Y (8 Omg) iz 
h)^^> (2 0ml) N (1ml) ^flOx. 1 0 0°Ctl»ib 

^5 -p<^;i/-2 rn>^;i/^-;i/ ^v^^>7^-h 

(1ml) ^Ca4- [ (6, h^iy-4-^-y 

U;i/) ;t3^>] -3 -7/l/^P7-U > (5 Omg) ^ h;i/3i> (5ml) s ^ 

dmi) §ip^^T2B#p H iti#bfeo BLmm*mmhnt>titcm£ 

§//DP^jVA/7t h>IHt§^^^7DY h^^-fcj; DiSU 
mM-Oik^-fr 4 9 mg, 6 2 %Tl#feo 

'H-NMR (CDC Is, 400 MHz) :52. 58 (s, 3H), 4. 07 
(s, 3H), 4. 09 (s, 3H), 6. 62 (d, J = 5. 61Hz, 1 
H), 7. 25-7. 27 (m, 1H), 7. 32-7. 35 (m, 1H), 7. 
4 6 - 7. 5 0 (m, 1 H) , 7. 5 7-7. 5 8 (m, 2 H) , 7. 63 (s, 
1H), 7. 88-7. 90 (m, 2H), 8. 53 (d, J = 5. 61Hz, 
1 H) , 8. 8 6 (b s, 1 H) WMfrtirm. (ESI -MS, m/z) : 4 9 8 
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(M + + 1 ) 

mtMMl 041:N—{4 — [(6, 7-^y Ujkj 
TfJlRCDN, N-^x^l^WU y£ ^D7^f F (80mg) £ffllv£lKfc:fi£ 

T^y) **y>r;i< -r v^^r*— h^^y — ;v (imi) 

-€£^4- [ (6, 7-^ b^i/-4-^y U;i/) ^-^r^>] T^»J> (5 0m 
g) N h;Kn> (5ml) s x^y~;p (1ml) &in*gmT? 2 ISISaittbfco 

'H-NMR (DMSO-de, 4 0 OMH z) :dl. 26-1. 29 (m, 6 
H), 3. 93 (s, 3H), 3. 95 (s, 3 H) , 4. 22-4. 24 (m, 
4H), 6. 54 (d, J = 5. 12Hz, 1 H) , 7. 11 (m, 2H), 7. 
29-7. 31 (m, 2H), 7. 41 (s, 1 H) , 7. 50 (s, 1H), 
7. 73 (m, 2H) , 8. 52 (d, J = 5. 12Hz, 1H) R*#*H* 
(ESI-MS, m/z) : 4 5 5 (M + +l) 

jijl 0 4 2 :N- {4- [ (6, h^>-4-3M Ujk) ^ N >] 

7i^] - C f (2-^ppx^/I/) T^y] >bji/^-;i/} T^y^ 

rfJlSoN, N-y (2-^DDxf;i/) yp^^K (80mg) 

T* — h£jz#y— ;v (1ml) fc$&A?&*s ^^^4- [ (6, 7-^ 
->-4-dr-y U;i/) 2i-^>] 7-'J > (5 Omg) s (5ml) s 

J-J\y (1ml) &in*gfiT?2ISIiflfli#Lfco HJSi^IibH^fcl^^ 
y n d ^jia/t^z V >MMir% U D^h^7-f-fcJ:D III, 

itll©<bi^£4 8mg s JR3*t 5 5 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 5 7 -3. 6 2 (m, 4 
H) , 3. 80-3. 82 (m, 2H), 3. 95 (s, 3H) , 3. 97 (s, 
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3 H) , 4. 11-4. 13 (m, 2 H) , 7 . 55 (m, 1H), 7. 2 9- 

7. 31 (m, 2H) , 7. 42 (s, 1H) , 7. 55 (s, 1H), 7. 7 
3-7. 75 (m, 3H) , 8. 57 (d, J = 5. 37Hz, 1 H) , 12. 
2 5 (s, 1 H) Mftffim (ESI-MS, m/z) : 5 2 4 (M + + 1) 

mmn 1043 : n- {4- [ (6, y^^-a-*; uik) 

TfJl£©N, ■ N-SM V7DW1/*;W^ ^D7^fb* (80mg) SfflVcfc 

1) ^£"x4- [ (6, 7-^h^>-4-^'J;V) #3^>] 

7-'J > (5 Omg) s h;V^> (5 ml) s J— )V (1ml) %1}\}z.MU 
T- 2 B#p H m# b feo U# 6 *Lfcg§£ §^DD *;i> A/T-ir h >IH 

*6 2%t!f#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 19 (d 3 J = 6. 10 
Hz, 2H) , 1. 27 (d, J = 6. 83Hz, 1 2H) , 3. 94 (s, 3 
H) , 3. 96 (s, 3H) , 6. 39 (d, J = 5. 12Hz, 1H), 7. 

4 2-7. 4 6 (m, 4H) , 7. 53 (s, 2 H) , 7. 64 (m, 1 H) , 

8. 13 (m, 1H), 8. 49 (d, J = 4. 88Hz, 1H) nmfttir®. 
(ESI-MS, m/z) : 4 8 3 (M + + 1) 

jljl 0 4 4 :N- {4- [ (6, 1-*J* h*is-4-*; U;i/) 
7 ^-jl} -N J -=r h5^W Fp- 1 H- 1 -b'P U ;t^-a-fr VT 
rt>M(D 1 -KD U^>*;i/^-;i/ ^D7^F (80mg) ^fflV^SKK:^ 

;V^-;V ^Vf-t^7^-b^x^y-jl/ (1ml) £WP£-£. ^£^4- 

[ ( 6 , 7 h^r^-4-^y >J;i/) ;fr3^>] T-U > (5 Omg) N 

^> (5ml) s (1ml) *iPjt^Mt?2«fH»^bfco 

mm w# & tifca^ ^do t~& h >jgm-r a u * d?f^ 
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1 H — NMR (DMS0-d 6 , 4 0 0MHz) : 6 1 . 85 (m, 8H) , 3. 
9 2 (s, 3 H) , 3. 94 (s , 3H), 6 . 5 2 (d, J = 4. 88Hz, 
1 H) , 7. 27 (d 3 J = 7. 81Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
49 (s, 1H) , 7. 75 (m, 2 H) , 8. 49 (d, J = 5. 1 3Hz, 
1H), 9. 59 (s, 1 H) , 12. 80 (s , 1H) (E S I - 

MS, m/z) : 4 5 3 (M + + 1) 
H»'J 1045 : N- {4 - [ (6, 7 Y**y-A-*J U;V) 

Tfj|K©4-^E;i/^u >P70" (80mg) &ffi^;fcitRfc££v> 

^v^t^7^-h§x^y-/v (1ml) {3«P£-y\ ^£-\4- 
[(6, 7-^^ h^^-4-^y U;i/) 7-'J> (5 0mg), h )V 

x> (5ml) . ;c#y— ;i, (1ml) §iP^^-e 2 BtF«#bfeo SJfo$££ 
MISb#£ftfcB££^pn*;vA/r-te h yilt^^'JAWnvf^ 

1 H — NMR ( CD C la, 400MHz) : 5 3. 53-3. 55 (m, 4H), 
3. 74-3. 78 (m, 4H), 4. 05 (s, 3H), 4. 07 (s, 3 
H), 6. 58 (d, J = 5. 61Hz, 1H), 7. 21 (d, J = 8. 78 
Hz, 2H), 7. 26 (s, 1H), 7. 54 (d, J = 4. 88Hz, 2 
H), 7. 76 (d, J = 9. 03Hz, 2H), 7. 98 (bs, 1H), 8. 
51 (d, J=5. 37Hz, 1H) WMifrffim (ESI-MS, m/z) : 4 
6 9 (M + + 1 ) 

mmmi 046:N-{4-[(6, 7-*J* U;i/) :t^->l 

Tf5l£©N-^;i/-N-:7:n-;i/£;W^ y ^7 ^?D7^ H (80mg) 

(^5f-;i/T^u y ) p<^y-f;i/ -fVf^^T^-h^x^y-jl/ (1ml) (3 
mffi£&s ^^^4- [ (6, 7-^p< h^r^-4-^y U;i/) 7*— U 
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> (5 Omg) s h;i/^> (5ml) N ^ J— )]/ (1ml) &iD*.SffiT? 21$ 
•J 7J^>^D?b^7 7-f-fcJ:!5llU mM(D4h&m%:5 2mg, 1^6 3 

1 H — NMR (DMSO-de, 400MHz) : 51. 57 (b s, 3H), 3. 
93 (s, 3H) , 3. 94 (s, 3H), 6. 43 (d, J = 5. 37Hz, 
1H), 7. 13-7. 16 (m, 2H), 7. 26-7. 28 (m, 1H) , 
7. 34-7. 45 (m, 6H), 7. 51 (s, 1H), 7. 57 (d, J = 
9. 03Hz, 2H) , 8. 31 (s, 1H) , 8. 46 (d, J = 5. 37H 
z, 1 H) mmfrffim (SSI-MS, m/z) : 4 8 9 (M + + 1) 

mmm 1047 :n- [iq, 11 -svw fp- 5 h-^>v* a, f) zM 

5 -^;t/^;i/^'-;v] -N' - {4- f (6, 7 h 4 

rf?IS©10, 1 Kn-5H-^^>^ (b, f) T-tf 5 

i/D7-f h* (8 0mg) ^t^ltflUO, 1 1 Fn-5 
H-s^>v* (b, f) 7-b't:>- 5 v^^t*— h £ii^b 

fee 10, 11-^^FD-5H-^>V" (b, f) ~F-\£\f>— 5 — ijjvff— 
;i/ V^^7^-h§x^y-^ (1ml) f;:«P£-y\ ^£^4- [ (6, 
7-^ h^-is- U;i>) ^=^^>] -3-7Mn7-iJ> (5 Omg) s 

h;V^> (5ml) s (1ml) §^Px.^-e2^f^S#bfco SJfe 

1 H — NMR (DMSO-de, 4 0 0MHz) : 50. 86 (m, 2H) , 1. 
25 (m, 2H), 3. 94 (s, 3H), 3. 95 (s, 3H), 6. 49 
(d, J = 5. 37Hz, 1H), 7. 35-7. 56 (m, 12 H), 8. 0 
2 (m, 1H), 8. 49-8. 51 (m, 2H), 12. 36 (s, 1H) I 

mfrffim (E S I -MS, m/z) : 5 9 5 (M + +l) 

mmm 1048 :n- { 3-^00-4 - r(6, i h*is-4-*j u 
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HJIK©N, N-^ai^i/^w^ y £ ^07^F (80mg) £J3^:fciSKfc:fi£ 

T^y) jrf*y-f;i/ -fv^^7^-h$x^;-/v (lml) fc«»$* N 
f^3-^DD-4- [ (6, h3^>-4-*y U;i/) #3^>] T— 

U > ( 5 Omg) s h;i/^> (5ml) „ :n^y — ;i/ (lml) £j&nitgiBT? 2 

^> 'J *^/l/^ D y h ^7 7 ^ -(a Dilb^ Sl)l©M!4 5 2mgs *&*3 

8 %Tf#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 51. 29 (t, J = 7 . 19 
Hz, 6H) , 3. 95 (s, 6H) , 4. 2 3 -4. 2 5 (m, 4H) , 6. 
39 (d, J = 5. 12Hz, 1H) , 7. 41 (s, 1H) , 7. 45 (d, 
J = 8. 78Hz, 1H), 7. 52 (s, 1H), 7. 65 (m, 2H), 8. 

09 (m, 1H), 8. 49 (d, J = 5. 61Hz, 1H) , 11. 37 (s, 
1 H) Wm.mfx\U (E S I -MS, m/z) : 4 8 9 (M + + 1) 

^Mflll 0 4 9 : N— {3-^PP-4- C (6, h^->-4-^y U 

^-^->] 7x-/V} - C { 7^ y] jj;i/^r:;i/} 

TUflgCDN, N-y (2-^PPx^jl/) *;wt^y£ ^P7^f F (80mg) 

^fflv^^c^i3^^^,^ [*; (2-^ppx^) r*y] **y>r;i/ ^fVf^>7 

T*— h^rc^y— ;v (lml) t^^-& s f^3-^PP-4- [ (6, 
7-S>* h=^>-4-^y U;i/) *3f$/] TnU> (5 Omg) „ h;P;c> (5 
ml) s rc^y— ;v (lml) SJPit^fiT? 2 ^Hii^bfco MJft$ft&fc*BW& 
^>tifea^^^PD*;i/A/T-fe 1 >IHt5^)JA^Mn v h^y>f — £ 
J; mm(Dlh^%5 lmg, J«6 0%-?:f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 5 5 - 3. 6 3 (m, 4 
H), 3. 81-3. 84 (m, 2H), 3. 95 (s, 6H), 4. 11-4. 
15 (m, 2H), 6. 41 (d, J = 5. 12Hz, 1 H) , 7. 40-7. 
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4 4 (m, 3H) , 7. 5 2 (s, 1 H) , 7. 6 1- 7. 6 3 (m, 1 H) , 
8. 0 9-8. 12 (m, 1H), 8. 49 ( d , J = 5. 12Hz, 1H) , 
12. 29 (s, 1 H) Kmfrffim (ESI-MS.m/z) : 5 5 8 (M + + 1 
1) 

1050 : N- {3-j7PP-4- [ (6, 7-^h^>-4-^'J 
rfrl£<DN, N-^Vrnm;W^ 1 ^ ^P7^f P (80mg) £Mt>3C 

(^YV7'Dt°;i/7^y) p<^y-r;v ^v^t^>7^-h§x^y-/v dm 

1) «jH£-£ s ^^3-^DD-4- [ (6, b*is- 4-*J U 

^-^->] 7— U > ( 5 Omg) s h;i^> (5ml) s J — ( 1 m 

§49mgs JR^6 3%t?f#fe 0 

1 H — NMR (DMSO-de, 4 0 0MHz) :dl. 18 (d, J = 6. 01 
Hz, 2H), 1. 27 (d, J = 6. 83Hz, 12 H), 3. 93 (s, 3 
H), 3. 95 (s, 3H), 6. 53 (d, J = 5 . 12Hz, 1H), 7. 
28 (d, J = 8. 78Hz, 2H) , 7. 41 (s, 1H), 7. 50 (s, 
1H), 7. 73-7. 75 (m, 3H), 8. 51 (d, J = 5. 12Hz, 
1H) W&frffiM (ES I-MS, m/z) : 518 (M + +l) 

mmmi 05 1 :n- I3-^pp-4- r (6, 7-^ i^>-4-^ u 

;v) £jH>j] 7^n;V> -N' -r PP - 1 H - 1 - KP U^M^V 

mis© 1 -fn >;^>*;v^-;i/ ^n^-r h* (somg) %m^$Mfcm^ 
jv-tf- )\s ^ v?-*t/7'*— (imi) izmmg&s ^-^3 - 

^pp-4- [ (6, 7-S>p< h^^>-4-^y •;;!/) 7-'J> (5 0 

mg) \ h;i/^> (5ml) s JV (lml) &%Q%.m.M"C 2 mm&b& b 
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'H-NMR (DMSO-de, 4 0 0MHz) : dl. 8 5 - 1. 9 9 (m s 8 
H) , 3. 95 (s, 6H) , 6. 41 (d, J = 5. 37Hz, 1H), 7. 
42 (s , 1 H) , 7. 46 (d, J = 8. 54Hz, 1H), 7. 53 (s, 
1H), 7. 64-7. 66 (m, 2H), 8. 17-8. 19 (m, 2H), 
8. 50 (d, J = 5. 37Hz, 1H) JM^tfftt (ES I -MS, m/z) 
: 4 8 7 (M + + 1) 

^00 1 052 :N- {3-^PP-4- [ (6, 7-^p< h=fr->-4-=fr^ U 

;fr^->] 7xr ;i/> -N' -^^'jyTJM-Jl/ft'Jl/T 
rUISCD 4 -^EA* U V*;!/^— ;i/ 7D7^F (80mg) 

4-^e;i/*c'J y^-a-s/r*— h £aSMbfco 4-^e;i/^U>* 

^V^^7^-h^i^;-;i/ (lml) fc*jj?^f* N ^£^3- 
^DD-4- [ (6, 7-^^h^^-4-^y'J/P) Pfr^] T-U> (50 
mg) s h;V^> (5ml) N ;i/ (lml) SJnfcML-C 2 BtHati^L 

fee fcjfom*mmu%ibnfcm£&?ri£i7fr)VA/'r-te h>mmir^->v^^^ 

'H-NMR (CDCla, 4 0 0MHz) : 5 3 . 5 3- 3. 5 6 (m, 4H) , 
3. 7 5 -3. 7 7 (m, 4H), 4. 08 (s, 3H), 4. 10 (s, 3 
H), 5. 77 (bs, 1H), 6. 49 (d, J = 5. 6 1 Hz, 1H), 7. 
26-7. 29 (m, 1H), 7. 63 (s, 1H), 7. 68-7. 70 (m, 
2H), 8. 01 (s, 1H), 8. 04 (d, J = 2. 44Hz, 1H), 8. 
52 (d, J = 5. 85Hz, 1H) K*#*f<ii (ESI -MS, m/z) : 5 
0 3 (M + + 1) 

mmm 1053 :n- 13-^00-4- r (6, 7 h*^-*-*; v 

f I©N-^^-N-7xr;i/)f];wt5 7D7-f h* (80mg) 
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(^W-'jy) *$J^)\/ ^V^^>7^-h§x^;-;i/ (1ml) 

^u^\3-^DD-4- [ (6, 7 h^>-4-=3ryj;i/) ;t 

T-U > (5 Omg) s h;V3i> (5ml) N ^ J —)l> (1ml) 

i^7 l%Tf#feo 

1 H — NMR (DMSO-d 6 , 400 MHz) : 51. 57 (b s, 3H) , 3. 
94 (s, 6H) , 6. 32 (d, J = 5. 12Hz, 1H), 7. 28-7. 
44 (m, 8H) , 7. 5 2 - 7. 5 8 (m, 2H) , 7. 56 (s, 1 H) , 
8. 4 6-8. 4 8 (m, 2H) MMfrmM (E S I -MS, m/z) : 5 2 4 
(M + + 1 ) 

mmmi 054 :N- {3-^PP-4- r (6, 7-^p< h^>-4-^ U 
;i/) ^-dr->1 y=n=.M -r - [10, ll-^WFP-5H-^>^ (b, 

TjJj&CDlO, 1 1 -$>/W KD- 5 H-S^W (b, f) THf f>- 5 

^n^^F (8 0mg) ^l^ifcf^lO, ll-^/Wl»n-5 
H-S>^W (b, f) T^i^>-5-ti)V^-)]y <i Vtt*/T* — h £f|gF b 
fco 10,,11-^WKD-5H-^^ (b, f) T-*£f>- 5 -#;i/^r: 
;i/ ^v^t^7^-h§x^y-;i/ (1ml) fc^|?^^ s f^3-^nn 

-4 - [ (6 , 7 -V* Y^-A-^-J U;P) ^-^^>] T— U > (5 Omg) ^ 
h;i/3i> (5ml) . (1ml) ^m^MUT 2 B#P^#bfe c 

II©M«4 6mg, 5 0%-^#fc o 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 6 (m, 2H) , 1. 
25 (m, 2 H) , 3. 94 (s , 3H) , 3. 95 (s, 3 H) , 6. 39 
(d, J = 5. 12Hz, 1H) , 7. 35 (m, 6H) ., 7. 41 (s, 1 
H) , 7. 45 (d, J = 8. 78Hz, 1H), 7. 51 (s, 1 H) , 7. 
56-7. 57 (m, 2H), 7. 68 (dd, J = 2 . 44Hz, 9. 03H 
z, 1H) , 8. 14 (s, 1H), 8. 49 (d, J = 5. 1 2 Hz, 1H), 
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8. 53 (s , 1 H) , 12. 29 (s , 1H) M&fttiffc (E S I -MS, m 
/z) : 6 1 2 (M + + 1) 
mffiMl 0 5 5 : N- {4- [ (6, 7 -V* Y*j/-A-*J U;v) ^3^1 

$I02-7ir:Jl/-l-^^D7 , D;l>*;i/^;V ^D7-f b* (8 0m 

^-^>7^-b^x^y-/l/ (1ml) f3«P£i3\ ^^4- [ (6, 1-*J* 

^S/] 7-'J> (5 0mg), h;i/j:> (5ml) s 
rn^y— ;i/ (1ml) *in*.gS*C 2 B#^ti# bfco SM^llUH^tLfei 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :61. 09 (m, 1 H) , 1. 

52 (m, 2H) , 1. 59 (m, 2H) , 3. 94 (s, 3H) , 3. 96 
(s, 3H), 6. 59 (d, J = 5. 37Hz, 1H), 7. 19-7. 32 
(m, 5H) , 7. 41 (m, 2 H) , 7. 52 (m, 2 H) , 7. 78-7. 

8 0 (m, 3H) ,8.54 (m, 1 H) II^|f« (ES I-MS, m/z) 

: 5 0 0 (M + + 1 ) 

IligiJ 1 0 5 6 : N-->^P7"P r - {4 - r (6, 1 -V 

* V %->-4 U;V) gj-jfrj/J - 3-7MP7X-/1/} ^-^t>VT 
rfclfcCD 1 -i/^n7D/^^3/V» (80mg) ^fflV^ffifc 

1 -i/^D7'D;t>*;^-;i/ >f v^-^-^t^— h^m^bfeo l 
D7'n/1>AM-;1/ ^V^^7^-h^x^^~^ (lml) fc$SJSg£ii\ 
^£^4- [ (6, 7-^ h^^-4-^y U;i/) ;t^>] -3-7MD7 
- U > (5 Omg) s h;i/:c> (5 ml) s J^^y— ;i/ (lml) ^in^^fiT* 

l.^'J*^^P^h^7^-tj;DIiU SM©fl:i§rtJ£4 6mg, W 
6 6%Tl#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 6 - 0. 9 9 (m, 4 
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H), 2. 08-2. 13 (m, 2H), 3. 95 (s, 6 H) , 6. 72 (d, 
J = 5. 1 2 Hz, 1 H) , 7. 41 (s, 1 H) , 7. 45-7. 52 (m, 
2H) , 8. 04 (d, J=l 1. 95Hz, 1H), 8. 50 (d, J = 5. 
12Hz, 1H), 11. 89 (s, 1H), 12. 64 (s , 1H) Wmfttif 
jg (ESI-MS, m/z) : 4.4 2 (M + +l) 

g^Mj 0 5 7 :I- (4- [ (6, 7-^p< h ^>- 4 - ^ jjjk) 

ffi®2-7i^ 1 -^>^D7°D^^>>!7;i/^n;v ^n^-f K (8 0m 
g) ^ffll^UU^VN 2 - 7i^- 1 D :7*P^ V^-^" 

S^T* — h^iiMbfeo 2 -7ir^« 1 -*/^D7 , D/t>*Mr;i/ -fV^ 
a^T"* — h&x-#S— (1ml) IzmMZ^ ^^4 - [ (6, 1 
h*^>- U;i/) 2j-^>] -3-7MD7nj> (50mg), r;i/x. 

> (5ml) s (1ml) SiDjtSfiT 2 B$HHf#f bfco SJfe*£* 

«eb&£ftfe^££*nn*;i/A/r-fe h^JHH-r^^U^^l/^DT h^^y 
-f — fc<fc bJRtSSU Wft«5 1mg, Ifc3s6 2%-C^fco 
1 H — NMR (DMSO-de, 4 0 0MHz) 0 8 - 1. 2 5 (m, 1 

H), 1. 53 (m, 2H), 1. 59-1. 62 (m, 2H), 3. 95 (s, 
6H), 6. 49 (d, J = 5. 12Hz, 1H), 7. 19-7. 55 (m, 
8H), 8. 05 (d, J=10. 00Hz, 1H), 8. 50 (d, J = 5. 
37Hz, 1H), 11. 88 (s, 1H), 12. 62 (s, 1H) «*#*f 
m (ESI-MS, m/z) : 518 (M + + 1) 

mMMl 058 :N- {3-^PP-4- [ (6, 7-¥* h^>>-4-^yU 
)V) 7i-M -N' ->^P7Ptf;i/7JM-;bft^l/7 

rfjJK© 7V Pv^j F (80mg) Jtm^JzMlz 

^l-^>^D7"D/i>A;i/toi/ -YV^^T^.— h^Mbfco 1-5^ 
P7P/^7JM-JV ^V^7*-h§i^;-;i/ (lml) fc$S#P£-g\ 

^^a3-^p d - 4 - [ ( 6 , h^^-4-^y y;io a-^] 

U > ( 5 Omg) s h;i/oi> (5 ml) N (lml) SJPi^St! 2 
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1 H — NMR (DMSO-de, 4 0 0MHz) :6 0. 9 3-0. 9 9 (m, 4 
H) , 2. 12 (m, 2 H) , 3. 94 (s , 3 H) , 3. 96 (s , 3H), 

6. 41 (d, J = 5. 37Hz, 1H), 7. 33 (d, J=ll. 95Hz, 
1 H) , 7. 41 (s, 1H) , 7. 45 (d, J = 8. 7 8Hz, 1H) , 7. 
52 (s, 1H) , 7. 64-7. 67 (m, 1H) , 8. 14 (s, 1 H) , 
8. 49 (d, J = 5. 37Hz, 1H) 5t«#|fHS (E S I -MS, m/z) 

: 4 5 8 (M + + 1) 

iMl 059 :N- {3-^PP-4- [ (6, 7-*?* b**/-4-*S U 
^-=3r>>] 7xnM -N J - [ (2-7i-/l/->^P7PhVl/) 

r^I©2-7i^;v-i-^^D7D;i>>!7;i/^-;i/ ^D7^ f (8 0m 

^T^ — h^rn^y— ;i/ (1ml) lzmmg-&, ^£-\3 -^DP-4 - 
[(6, 7-^ f^>-4-^ 'Jil/) 7-'J> (5 Omg) , b)V 

(5ml) N (1ml) SJPit^»Tf2Rpra«#bfco SJtS«t% 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 09-1. 11 (m, 1 
H) , 1. 53 (m, 2H) , 1. 60 (m, 2H) , 3. 94 (s, 3H) , 
3. 96 (s, 3H), 6. 40 (d, J=5. 37Hz, 1H), 7. 16- 

7. 34 (m, 5H), 7. 41 (s, 1H), 7. 45 (d, J = 8. 78H 
z, 1H), 7. 52 (s, 1H), 7. 67 (dd, J = 2. 32Hz, 8. 
91Hz, 1H), 8. 14 (d, J = 2. 44Hz, 1H), 8. 49 (d, 

J = 5. 12Hz, 1H), 11. 88 (s, 1H) m&frtifM (E S I -MS, 
m/z) : 5 3 5 (M + + 1) 
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jijl 0 6 0 :N- {4- C (6, 1-*J* h^ris— 4 -^rj-^J V =■)]/) 

r^m<D2-y 1 -J/^D7D^>*M-;i/ ^D7^F (8 0m 

g) %m^$M£.ti£^2 -7i-Jl/- 1 -i/^D7P/^W-;p 4Vtt 

*i/T*-Y%^#;-)V (1ml) ^£-\4 - [ (6, 7-^* 

b3=->- 4-^7- s ;U-;i/) ;t3^>] 7-U > (5 Omg) s h;K^> (5m 
1) N (1ml) &Jn*.£ffiT 2 KfH»^bfco SJfe**«ttb»6 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 0 . 9 3 - 0. 9 7 (m, 1 
H) , 1 . 3 1 (m, 1 H) , 1 . 5 2 - 1. 6 0 (m, 2 H) , 3 . 98 (s , 
6H), 6. 55 (d, J = 5. 61Hz, 1H), 7. 18-7. 33 (m, 
5H), 7. 45 (s, 1H), 7. 56 (d, J = 8 . 54Hz, 1H), 7. 
59 (s, 1H) , 7. 69 (m, 1 H) , 8. 17-8. 19 (m, 1 H) , 
8. 60 (d, J = 5. 91Hz, 1H), 11. 88 (s, 1H), 12. 5 
9 (s, 1H) WMfi-mm (ES I -MS, m/z) : 5 0 1 (M + +l) 

^ffi#H106 1 : N-->^P^>^;V:ft;i^— JV- N J - {4 - [ ( 6 , 7 -V 
* h*->-4-3rS U;V) 7x-M ^»l/7 

rfJS£© 1 -->^D^>^>*;i/^-;i/ 707-f F (8 Omg) fcffil^lttfc 

D^>^ >#;i/^— ;i/ ^V?t^>7^-h§x^7-/V (1ml) J3^^-& N 
^3-\4- [ (6, 7-^h^-4-^'J-il/) J**^] T-U> (5 
Omg) s h;i/^> (5ml) s (1ml) £in*MT? 2BSIIflfll# 

1 H — NMR (DMSO-de, 4 0 0MHz) : <? 0 . 8 5 -0. 8 8 (m, 1 
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H) , 1. 08-1. 11 (m, 1H) , 1. 2 4 (bs, 1 H) , 1. 5 7- 
1. 91 (m, 6H) , 3. 93 (s, 3H) , 3. 95 (s, 3H) 3 6. 5 
4 (d, J = 5. 37 Hz, 1H) , 7. 19 (d, J = 8. 78Hz, 1H) , 
7. 29 (d, J = 8. 78Hz, 2 H) , 7. 39 (d, J = 7. 81Hz, 
1H) , 7. 50 (d, J = 5. 61Hz, 1H), 7. 73-7. 78 (m, 
3H), 8. 51 (d, J = 5. 37Hz, 1H) 3t*##ftt (ES I -MS, 
m/z) : 4 5 2 (M + + 1) 

ff%{fl]10 62 : N-->^P^^->;i^^;i/^-;i/- If - {4- [ (6, 7-3? 
^l-je->-4-^'j;v) ^-^r->1 ±£$±7 

TffflfcCD 1 -i/trX2^*cyr>i3fy-ft=- ^D7-f F (80mg) tm^$M.\z. 
^ 1 -Sy^P^^ri7->^;V^-;P -f V^-tf-S'T*— hSWSEbfco l-^ 
n^\^it>^;v^-;i/ ^v^t^7^-h^y-;i/ (1ml) -B\ 
^^4- [ (6, 7-^ h^^-4-^^-y;-;i/) ^3^>] my > (5 

Omg) s h;V3i> (5ml) N ; — )\y (1ml) £j&n*.^ST? 2 R§IHBM$ 
^n-?h^77^-t:J;!3iiU mm(Dlk-&m%: 6 Omg, W4 7%ff 

fee 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 1 . 21-1. 38 (m, 6 
H), 1. 66-1. 85 (m, 5H), 3. 92 (s, 3H), 3. 95 (s, 
3H), 6. 54 (d, J = 5. 12Hz, 1H), 7. 28 (d, J = 9. 0 
3Hz, 3H), 7. 39 (s, 1H), 7. 49 (s, 1H), 7. 76 (d, 
J = 8. 78Hz, 1H) , 8. 50 (d, J = 5. 12Hz, 1H), 11. 
4 1 (bs, 1H) , 12. 56 (bs, 1H) Ki^ffffi (ESI -MS, m 
/z) : 4 6 6 (M + +l) 

gjM-LP_63 : N-->^P^>^-;i/^;i/^-;V- N' - {4 - [ ( 6 , 7 -i> 

TfflkCD 1 -^D^>*>£;i/tf^;i/ 7D7^ K (8 Omg) 

p^>#>#;i/#-;v -fVft^-hSx^y-;!/ (1ml) tzWRS^ 
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V3T—V> (50mg) N h;v^> (5ml) N J — ;i/ (1ml) £#nx.^ 

1 H — NMR (CDC la, 400MHz) :dO. 879 (m, 1H), 1. 0 
8 (m, 1H) , 1. 17 (m, 1 H) , 1. 6 3- 1. 9 7 (m, 6H) , 4. 
07 (s, 3H), 4. 09 (s, 3H) , 6. 86 (d, J = 6. 0 1 Hz, 
1H) , 7.16 (dd, J = 9 . 52Hz, 22. 9 3 Hz, 1H) , 7. 6 
3 (s, 1H) , 7. 69 (s, 2H) , 8. 56 (m, 1 H) , 8. 68 (d, 
J = 6. 34Hz, 1H), 11. 47 (bs, 1H), 12. 88 (bs, 1 
H) liMi (ESI-MS, m/z) :4 7 0 (M + +1) 

mmmiQ6 4 :N-^P^:WI/£;i/^-;]/- N' - {4- [ (6, 7--^ 
* h^r->-4 U;P) ^T^->1 - 2-7/l/^P7xr:;i/} ^^^UT 

rUlK© l -sy^p^^r-y->*;i/^-;i/ pu^jy (80mg) 

D^\Jpit>^;i/^-;i/ V^^J-^T^— h^rn^y— ;v (1ml) IzmB^it. 

^^^4- [ (6, 7-^y h^i>-4-^^-v*U-;i/) ;t^>] -2-^;v^- 

P7- U > (50mg) ^ h;i/3i> (5ml) s (1ml) £#D^^ 

1 H-NMR(DMSO-d 6 , 400MHz) : (5 1 . 21-1. 39 (m, 6 
H), 1. 66-1. 90 (m, 5H), 3. 92 (s, 3H), 3. 95 (s, 
3H) , 6. 64 (d, J = 5. 12Hz, 1H), 7. 12 (d, J = 8. 7 
8Hz, 1H) , 7. 35 (dd, J = 2. 55Hz, 11. 10Hz, 1H), 
7. 41 (s, 1H) , 7. 45 (s, 1H), 8. 09 (t, J = 8. 79H 
z, 1H), 8. 53 (d, J=5. 37Hz, 1H), 11. 57 (s, 1 

h) , 12. 42 (s, i h) nrnmnm. (esi -ms, m/z) : 4 8 4 
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(M + +l) 

Hi 1 0 6 5 :N- f4- [ (6, 7 h ^>-4-=fry Ujt/) £jPj/] 

rpSg©3-Ji h^m^y-f v&Y*/y P (80mg) th;vx> (20m 

i) s mk^-)i> (imi) §Mioo'cti»Diufco *«E%e*b 

Vf^>7^-h§x^y-;i. (1ml) ^£-\4 - [ (6, 7- 

h3^>-4-3^ U;i/) *-^>] 7xiJ> (5 0mg), h;i/^> (5m 
1) s ^^j-ju (lml) SiraASS^ 2l$IHM9l#bfco SJfe*&iil6b»& 

bs SIOft^**5 5mg^ U*7 2%THL 
'H-NMR (DMSO-de, 400 MHz) :d 0. 92-0. 95 (m, 3 
H) , 2. 74 (m, 2H) , 3. 4 4-3. 4 6 (m, 2 H) , 3. 64-3. 
65 (m, 2H) , 3. 95 (s, 3H) , 3. 96 (s, 3H), 6. 44 

(d, J = 5. 37 Hz, 1H) , 7. 43 (s, 1 H) , 7. 49 (d, J = 
8. 78Hz, 2 H) , 7. 54 (s, 1 H) , 7. 70 (m, 1H), 8. 1 
6 (m, 1H) , 8. 53 (d, J = 5. 12Hz, 1H), 11. 71 (s, 
1H), 12. 32 (s, 1H) M&ftffim (ESI-MS, m/z) :456 

(M + + 1) 

mrnmi o 6 6 :n- -r - 14- r (6, i-v 

iUIE© 4 - ^ d d y -f ;i/ ^D7-f F (80mg) £ffi^:fcltKfc:fi£l>4 - 

Vf*^7^-hSx^/'-;V (lml) izmm^^s ^£^4- [ (6, 7- 
h3^>- 4-^^-^U-;i/) 7|-3r>>] - 2 -7;i/s|-D7^U > ( 5 Omg) s 
(5ml) s (lml) &JD*.gfiT? 2 B$|ffli*#bfco SJSS 

rM»lff>nfe^§^nD^A/7t h>JgH|-rs^U3b^;i'^Dv h 
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1 H — NMR (DMSO-d B5 4 0 0 MHz) : 6 2 . 0 2 - 2. 0 5 (m, 2 
H) , 2. 63-2. 67 (m, 2 H) , 3. 67-3. 70 (m, 2 H) , 3. 
93 (s, 3H) , 3. 96 (s, 3H) , 6. 66 (d, J = 5. 37Hz, 
1H) , 7. 14 (d, J = 6. 59Hz, 1 H) , 7. 3 6 -7. 3 8 (m, 
1H) , 7. 42 (s, 1H) , 7. 47 (s, 1H) , 8. 08 ( t , J = 8. 
78Hz, 1H), 8. 56 (d, J = 5. 37Hz, 1H), 11. 71 (s, 
1H), 12. 32 (s, 1H) Wm^-mm (SSI-MS, m/z) : 47 9 
(M + +l) 

mMMl 0 6 7 :N- {4- [ (6, 7-*?* h^>-4-^y V)]/) 
-2-7/^P7x-M — N' - [3- (^fJl/^jl/7 7-Jl/) 7xd-\j4)V\ 

rfJlg©3- (^^V^/V7 7-/V) 7°£UU-())s ^U=y^Y (8 0mg) £ 

J — J]y (1ml) izmffiZlt, ^£^4- [ (6, 7-^^ h^r^-4-^ 
^-V*U— -2-7MD7-U > (5 Omg) s h;i/^> (5m 

i), i^;-;Kimi) ^mxm^2mmmm,rzo ^mm^mmvm^ 

1 H — NMR (DMSO-ds, 4 0 0MHz) : <5 2 . 7 4- 2. 7 6 (m, 2 
H), 2. 79-2. 81 (m, 2H), 3. 17 (s, 3H), 3. 92 (s, 
3H), 3. 96 (s, 3H), 6. 65 (d, J = 5. 12Hz, 1H), 7. 
14 (d, J = 9. 27Hz, 1H), 7. 35-7. 38 (m, 1H), 7. 
42 (s, 1H), 7. 46 (s, 1H), 8. 08 (t, J = 8. 90Hz, 
1H), 8. 55 (d, J = 5. 12Hz, 1H), 11. 71 (s, 1H), 
12. 34 (s, 1 H) Mmfrtftm (ESI -MS, m/z) : 4 7 6 (M + + 
1) 

mmm 1068 :n- (4-^pp^;-fji/) -r - 1 4 - r (6, 1 
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$l04-^nn^;-fjl/ ^d^-TF (8 0m g) 4 -. 

V^m-b§x^y-/V (lml) IzmMmt, €^^4 - [ (6, 7- 
h^-5/-4-^^VU-;i/) -3-7MD7-'J> (5 Omg) s 

h;Kn> (5ml) N rc#y-;i/ (lml) fcJnitgfflT 2R$liS«#bfco SJB 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 2 -2. 0 6 (m, 2 
H), 2. 63-2. 67 (m, 2 H) , 3. 68-3. 71 (m, 2 H) , 3. 
9 7 (s, 3H) , 3. 98 (s, 3H) , 6. 63 (d 3 J = 5. 61Hz, 
1H) , 7. 44-7. 59 (m, 6H), 8. 07 (d, J = l 1. 95Hz, 
1 H) , 8. 59 (d, J = 5. 61Hz, 1H) ll^«fl (E S I -MS, 
m/z) : 4 7 8 (M + + 1 ) 

mmmi o 6 9 :n- {4- c (6, 7-^ v**/-*-*; iw *±kl 

-3-7MP7x-M -N' - [3- (^fJl/Xjl/7 7-Jl/) yjBJlZJJLl 
TfJ|KCD3- (^f/V7/l'7 7-JV) y>tisiJ4)l 7D7^f F (8 Omg) & 

fflv^itKfc^ 3 - (^f;V7;P7 7-;b) 7n;v^/v ^vft^7^-h 

^ilbfeo 3- (^J^;V7 7^) 7"n/V^/l/ ^V^t^T^-hg: 
^^y— ;i/ (lml) fc$gJ5¥£-e\ ^£^4- [ (6, 7-^* h**>-4-* 
^-yij— tf^] - 3-7MD7^iJ> (5 Omg), h;i/x> (5m 

i) N (lmi) *in^fi-c2i^ia«ffbfeo sM^a^u#e» 

DMU mm<Dfc&yd*3 8mg s IR*5 0%Tt#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) : d 2 . 54 (s, 3H) , 2. 
74-2. 81 (m, 4H), 3. 95 (s, 6H), 6. 51 (d, J = 5. 
12Hz, 1H), 7. 41 (s, 1H), 7. 48-7. 53 (m, 3H), 
8. 04 (d, J = l 0. 49Hz, 1H), 8. 50 (d, J=5. 12Hz, 
1 H) , 11. 6 4 (s, 1 H) , 12. 59 (s, 1 H) MMfrffim (ESI 
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-MS, m/z) : 4 7 6 (M + + 1) 
mffiMl 070 : N- (3, 4--^ h^>^>W;i/) -N' - {4- 
[ (6 , 7-^ h=fr->-4-3V U;V) ±jPkJ -3-7^P7x-M ^ 

rfnfl£<D3, 4 h3^>- 1 -s<>-\i )V ^P7^ F (8 0m 

4- [ (6, h^i>-4-^y u;v) - 

3-7M0 7-'J > (50mg) £ b;i/^> (5ml) s J — JV ( 1 m 
1) fcJ&JB^fcgU (1ml) lzmmmttz3, 4-SMh3^>- 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 3 . 79 (s, 3 H) , 3. 
81 (s, 3H), 3. 96 (s 5 3H) , 5. 47 (bs, 1H), 6. 38 

(bs, 1H) , 6. 4 4-6. 4 7 (m, 1 H) , 6. 54 (dd, J = 2. 
52Hz, J = 1 4. 79Hz, 1H), 7. 0 2-7. 08 (m, 3H), 7. 
37 (s, 1H), 7. 43 (s, 2H), 7. 49 (s, 1 H) , 7. 5 3- 
7. 57 (m, 2H), 8. 46 (d, J=5. 12Hz, 1H), 12. 64 

(bs, 1H) St^*ffi (ESI-MS, m/z) : 5 3 8 (M + +l) 
Hi 1071 :N- {3-7PP-4- [ (6, 7 Y**/- 4-*; U 

£jtk] y ^=-M -n' - (3 -3i h^->7°D7iy^;i/) ^-a-frwr 

7fJflE©3-.x h^>:7 0 P^y-f y&Ti/y K (8 Omg) (3 b;i/:c> (2 0m 

i) s (imi) &fln* i o o-c-c liimbn&bfco 8tf*&esb 

V^^T* — h^Ji^y— ;p (1ml) C$gjS?<*-fc\ ^£^3 -^pd-4- 
[(6, 7-^ F^>-4-^iJJV) t^>] 7-'J>(5 Omg) s h;i/ 
oz> (5ml) s (1ml) ^iP^^ST- 2 l$ia*#bfco SJfett* 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 06-1. 13 (m, 3 
H) , 2. 72-2. 7 5 (m, 2 H) , 3. 44-3. 47 (m, 2H) : 3. 
6 4-3. 6 7 (m, 2 H) , 3. 95 (s, 3H) , 3. 97 (s, 3H) , 
6. 63 (d, J = 5. 37Hz, 1 H) , 7. 29 (d, J=8. 54Hz, 
2H), 7. 44 (s, 1H) , 7. 56 (s, 1H), 7. 78-7. 82 
(m, 2H) , 8. 59 (d, J = 5. 61Hz, 1H) , 11. 51 (s, 1 
H) MMfrtirm (ESI -MS, m/z) : 4 9 0 (M + + 1 ) 
liii 0 7 2 : N- {4- [ (6 , h%->- 4-*y V )]/) 

rUJR© Y^tiJj F (80mg) lc b/Vx> (20ml) s Sftf 

(imi) £jn*.i o o°c^immmm^tz 0 mm^^u^^fit^Y^ 

Hbfco Y^ti^^OV J V3-*l/T^— FSx^y- ;i/ ( lml) f;r»P£-t!\ 
-€£^4- [ (6, 7-^ Y**/- 4-*; U;i/) ^-^^l U> (5 0m 
g) s h;v^> (5 ml) \ (lml) £^^T* 2 Bf F B m#b£o 

•7h^7^-fcj;f)MU mm(D4b&!®)% 5 8mg, IR* 6 0 %trf#feo 
'H — NMR (CDC la, 400 MHz) : (50. 87-0. 89 (m, 3H), 
1. 27 (m, 14H), 1. 71-1. 72 (m, 2H), 2. 39-2. 4 
3 (m, 2H) , 3. 49 (s, 2 H) , 4. 06 (s, 3 H) , 4. 08 (s, 
3H), 6. 59 (d, J = 5. 61Hz, 1H), 7. 21-7. 26 (m, 
4H) , 7. 55 (s, 1H), 7. 59 (s, 1H), 7. 79 (d, J=8. 
9 8Hz, 1H), 8. 52 (d, J = 5 . 61Hz, 1H), 8. 66 (bs, 
1 H) MMfrffim (ESI -MS, m/z) : 5 3 8 (M + + 1) 

mmmi 073 :n- (4- r (6, i-v* t^>-4-^y *2M ^->i 

rUIR©^ h^^^y^ >^7i/y P (8 Omg) fc h;i/:n> ( 2 0ml) N £ 
<b^^--;i/ (lml) £iDx. 1 0 0°CT! 1 um&D&fcbfco Sl^Slf^jlfe 
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mi) tzmmz^ [ (6, 7-^p< u;i/) 

J/] (5 Omg) s h;i/^> (5ml) s ^^y— ;V (1ml) £inx. 

SST? 2 B#|Htt# b fee U# & § * p p 3fc;i/ A/T-fe h > 

JSH"rS^U?b^;V^P T hP^yj-izX DJfifSBiU mM(D^^ 5 8m 
g, 1K^6 0%t!f#fco 

'H-NMR (CDC la, 400 MHz) : 0 . 87-0. 90 (m, 3H) , 
1. 2 7 (m, 2 OH) , 1. 7 3 (m, 2 H) , 2. 4 0-2. 4 4 (m, 2 
H) , 4. 08 (s, 3H) , 4. 12 (s, 3 H) , 5. 29 (s, 1 H) , 

6. 65 (d, J = 6 . 09Hz, 1 H) , 7. 23-7. 26 (m, 2 H) , 

7. 58 (s, 1 H) , 7. 83-7. 85 (m, 3 H) , 8. 52 (d, J = 
6. 09Hz, 1H), 8. 63 (bs, 1H) ®M£«fi (ESI -MS, m 
/z) : 5 6 6 (M + + 1) 

mmmi o 7 4 :n- 14 - r (6, i-v* v*^-*-*; u;io ^-^->i 

f I© 2 - ^ f^^t^ 'f s» ^ J'i' s» H (8 Omg) iz h;i/m> (2 0m 

i) s ^b^^r-;v (imi) §jpx 1 o o°ct lstp^Mbfeo »«E*e*b' 

^T*— h^rc^y-;v (lml) fci§fl¥£-fc\ ^-^4 - [ (6, 

7-'J > (5 Omg) , b;i/^> (5ml) N ^ 

(lml) &ira*g«2i#lHHi#bfco fij£i$Iib#&^l^ 

mM.(Dik^-%: 5 4mg, 6 8 

'H-NMR (DMSO-de, 4 0 0MHz) :5 0. 8 6 - 0. 8 9 (m, 4 
H) , 1. 10 (d, J=6. 83Hz, 3H), 1. 27-1. 32 (m, 5 
H), 2. 74-2. 76 (m, 1H), 3. 94 (s, 3H), 3. 96 (s, 
3H), 6. 58 (d, J = 5. 97Hz, 1H), 7. 31 (d, J = 8 . 7 
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8Hz, 2H), 7. 42 (s, 1 H) , 7. 52 (s, 1 H) , 7. 78-7. 
82 (m, 3 H) , 8. 55 ( d , J = 5 . 37Hz, 1H), 11. 50 (s, 
1 H) nmfrtim (ESI -MS, m/z) : 4 6 8 (M + + 1) 
jiai 0 7 5 :N- (4- [ (6, 7-*S* h*is-4-*S Ujkj 

- 2 -7MP7 ji-;1/> -N' - K^ft^ ^/Vft^l^T 

TfJlR© K^fc^-f y&Yt/v Y (8 Omg) (3 h;i/rc> (20ml), 

(1ml) ^M10 0°CtlMD^tfe o bfcfeftfc Ft 5 

ILL F^pby-r;!/ h^ai^y~;i/ (lml) 

-££^4 - [ ( 6 , 1-*J* h3^>- 4 -^y U;i/) ^-#^] - 2 -7;^;<rD- 
r^ U > (5 Omg) s h;Voi> (5ml) s m^y— jv (lml) ^ImX^M. 
T 2 Hf Hit # b feo KJS&*££ift&& U# & ttfe^^ §^0D A/THz h >ii 

*6 8%Tl#feo 

1 H — NMR ( CD C 1 3, 4 0 0MHz) : 6 0 . 8 6-0. 8 9 (m, 6H) , 
1 . 2 6 - 1. 2 7 (m, 6H), 1. 56-1. 64 (m, 11H), 4. 0 
9 (s, 3H), 4. 17 (s, 3H), 6. 78 (d, J=6. 34Hz, 1 
H), 7. 08-7. 13 (m, 2H), 7. 26 (s, 1H), 7. 59 (s, 
1H), 8. 12 (bs, 1H), 8. 56 (d, J = 6. 34Hz, 1H), 
8. 6 2 (m, 1H) , 8. 7 9 (bs, 1H) RIMfi (ESI -MS, m 
/z) : 5 5 6 (M + + 1) 

gjj 1 0 7 6 : N- {4 - [ (6 , 7-i>* h=fr^-4-3V Ujkj 

- 2 - 7MP7i-M -N' -9- b 77^^^^ kZ 
ffiCTh^r^y-fy^T^yF (8 Omg) (20ml) s jtg 

<b^^--;i/ (imi) #in;ti o o°ct iBtp«#*bfco »«*s*b»e>nfc 

7^- h^Mbfcc h^T^y ^Vt^-^7^-f§x^7-;i/ (l 
ml) ^^3-^nn-4- [ (6, 7-i^ h^>-4-*y 

U;i/) ^-^rS/] T-U > (5 Omg) s h;Kt> (5ml) s ( lm 
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£5 8mg, 3%Trt#feo 

1 H — NMR (CDCla, 400 MHz) : 5 0. 86-0.8 9 (m, 3H) , 
1.27 (m, 18H) , 2. 49 (m, 2H) , 2. 5 8 - 2. 5 9 (m, 4 

H) , 4. 11 (s, 3H) , 4. 17 (s, 3H), 6. 38 (m, 1 H) , 
7. 08-7. 11 (m, 2H), 7. 35 (s, 3H), 7. 61-7. 63 

(m, 2 H) , 8 . 1 7 (m, 1 H) Hfi^Jftt (ESI-MS, m/z) : 5 
8 4 (M + + 1 ) 

gjii 077 :N- {3-^PP-4- [ (6, 7-*J* h=fr$/-4-3V U 

7x-ji/} -n j - (_2^2i±2k^±^-likj ^fri^T 

rfrI£CD2 -^^V^-tfV'f y ZT'i/v K (80mg) fc: h;V3i> (20m 

I) , (lml) §iP^ 1 0 0°C-tr lBtF^n^bfec b 

^>^^— h£^#y— ;v (lml) ^3 — 3 p n - 4 - [ (6, 

7 - ^ h^>>-4-^y »;;v) ^-^^>] t-u > (5 omg) s h;v^> (5 
ml) s (lml) ^^^SrUT2B#^ti^bfco ^J«£«bU# 

iDliU ^M©jb^§4 4mgs W5 8%t!^fco 
1 H — NMR (DMSO-d 6 , 4 0 0MHz) :6 0. 8 4-0. 9 4 (m, 5 
H) , 1. 03-1. 11 (m, 4H), 1. 25-1. 59 (m, 4 H) , 3. 
94 (s, 3H), 3. 96 (s, 3H), 6. 42 (d, J = 5. 37Hz, 
1 H) , 7. 42 (s , 1 H) , 7. 47 (d, J=8. 78Hz, 1H), 7. 
53 ( s , 1 H) , 7. 70-7. 73 (m, 1 H) , 8. 17-8. 19 (m, 
1H) , 8. 51 (d, J = 5. 12Hz, 1H), 11. 58 (s, 1H), 
12. 6 2 (s, 1 H) W&ftffim (ESI -MS, m/z) : 5 0 3 (M + + 
1) 

mmm 1 o 7 8 ; n- ( 2-^pp^>vw;i/) -r - {4 - [ ( 6 a 1 -v 
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* Y^y-A-^J $Jtkl -2,3 - ^^7i-M 

1) (lml) fc:&fl?£i2\ ^^a4- [ (6, 7-Wh^>- 

4-=3M U;v) sT^S/] -2, 3-^W-'J> (5 0mg)> h;i/^> 
(5ml) , J-)l (lml) ^iPx^T' 2 BtP^ii# bfco 

'H-NMR (CDC la, 400MHz) : 2 . 18 (s, 3H) , 2. 35 
(s, 3H) , 4. 07 (s, 6H) , 6. 35 (d, J = 5. 3 7 Hz, 1 

H) , 7. 07 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44-7. 49 (m, 2H), 7. 52-7. 57 (m, 3H), 7. 61 (s, 
1H), 7. 68 (d, J = 7. 32Hz, 1H), 8. 48 (d, J=5. 3 
7Hz, 1H), 9. 41 (bs, 1H) Wmfrffim (E S I -MS, m/z) 

: 5 2 3 (M + + 1 ) 

gjg 1079 :N- {4 - [ (6, 7-3^ b ^y-A-^rJ U;V) 
->1 - 2, 3 -V*3-)V7 ^—M — N J - (3 -^;)/^>vV;t/) g^frl^T 

TfJiK© 3 1 -^>-fc? >#;i^n j v3-**/T^—Y (50^ 

I) §x^/-;i/ (lml) izmm^^s ^Z^4- [ (6, 7-5M h^>- 

t^Pi'] -2, 3-WW-'J> (5 0mg) N h;Va:> 
(5ml) s (lml) ^iPx.^t?2B$M#Lfeo SJ«£«B 

1 H — N M R (CD CI 3 , 400 MHz) : 6 2. 24 (s, 3H), 2. 34 
(s, 3H) , 2. 47 (s, 3H) , 4. 07 (s, 6 H) , 6. 35 (d, 
J = 5. 37Hz, 1H), 7. 06 (d, J = 8. 54Hz, 1H), 7. 2 
6 (s, 1H) , 7. 4 3-7. 4 9 (m, 3H) , 7. 55 (d, J = 8. 7 
8Hz, 1H), 7. 61 (s, 1H), 7. 71-7. 74 (m, 2H), 8. 
48 (d, J = 5. 12Hz, 1H), 9. 23 (s, 1H) M^tfHfi (E S 
I - MS, m/z) : 5 0 2 (M + + 1) 
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miMMl 0 8 0 ; N- {4- [ (6, h^->- 4-* J Ujk) 

->1 - 2, 3 =1 ^i±2kZ-EjE2k} ~N J - (4-^^-;v^>VW;i/) f^fr_kz 

rf5lKcD4-^^;i/- 1 -^>-if ^Vft^-h (5 0/z 
1) — ;v (lml) [ (6, 7-^ h^>- 

4-^'J;V) - 2, 3-^W-'J> (5 0mg)s h;i^> 

(5ml), x^;-;Klml) *1m7LmU-Z 2H^9t#bfco H^^^SiSS 

1 H — NMR (CDC 1 3, 4 0 0MHz) : (52. 18 (s, 3 H) , 2. 33 
(s , 3H), 2. 47 (s, 3 H) , 4. 07 (s, 6 H) , 6. 35 (d, 
J = 5. 37Hz, 1H) , 7. 26 (s, 2H) , 7. 37 (d, J = 7. 8 
lHz 3 2H) , 7. 44 (s, 1H) , 7. 54 (d, J = 8 . 78Hz, 1 
H) , 7. 61 (s, 1H) , 7. 83 (d, J = 8. 29Hz, 2H), 8. 
48 (d, J = 5 . 37Hz, 1H), 9. 22 (bs, 1H) R«#*fH ( E 
S I -MS, m/z ) : 5 0 2 (M + + 1 ) 

mmmi o 8 i : n- {4- c (6, i-*?* a-^ 

$/] - 2, 3 -$?^^;i/7i-M -N' - (4--bP^>VWiV) 

rUIS©4-— h D- 1 -^>Hf >fv^t^- h (3 0m 

g) ;i/ (lml) ^^^4- [ (6, 7-^h^- 

4-^'JJV) t^^>] -2, 3-^W-'J>(5 0mg)s h;i/3i> 
(5ml) s x^y-/i/ (lml) ^iO^^M^ 2 «p|H«#bfco Btfm&mm 

1 H — NMR ( CD C 1 3, 400MHz) : 52. 42 (s, 3H), 2. 34 
(s, 3H), 4. 07 (s, 6H), 6. 35 (d, J = 5. 1 2 Hz, 1 
H) , 7. 07 (d 3 J = 8. 54Hz, 1H), 7. 27 (s, 2H) , 7. 
44 (s, 1H) , 7. 52 (d, J = 8. 54Hz, 1H), 7. 61 (s, 
1H), 8. 17 (d, J = 9. 03Hz, 2H), 8. 42 (d, J=9. 0 
3Hz, 2H) , 8. 48 (d, J = 5. 12Hz, 1H) Il^ffl (ESI 
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-MS, m/z) : 5 3 3 (M + + 1) 

mMMl 0 8 2 : N- (4-^PP^W>f;i/) — N 3 — {4 — [ ( 6 , 7-^ 

iUM©4-^dd- 1 -^>-t? >*;i/7j?— ;v -fv^-t^-b (5 0 a 
1) ;i/ ( lml) fc$M«** s ^d-\4- [ (6, 1 -*J* h^>- 

4 -=3py U;i/) rfr^] - 2 , 3-^^7-'J> (5 0mg)s h;i^> 
(5ml), x^;-;Klml) £fln£gMT 2B#|ia«#bfco M«£Mt 

'H-NMR (CDCla, 400MHz) : 6 2. 19 (s, 3H) , 2. 33 
(s, 3H) , 4. 06 (s, 6H) , 6. 35 (d, J = 5. 12Hz, 1 

H) , 7. 06 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44 (s, 1H), 7. 51-7. 56 (m, 3H), 7. 61 (s, 1H), 
7. 89 (d, J = 1 1 . 22Hz, 2H), 8. 48 (d, J = 5. 37Hz, 
1H), 9. 22 (bs, 1H) mmfrffim (E S I -MS, m/z) : 5 2 3 
(M + + 1 ) 

gjj 1 0 8 3 : N— (3 -^PP^>W;i/) — N* — {4— [ (6, 7 —i? 

HJ|g©3 -^DD- 1 >^j;i/^f-;i/ -fVf^>>7^-b (50a 

I) ;i/ (lml) fc»»^-fr N ^£^4 - [ (6, 7-^f^>- 
4-^'J;i/) ^3r^] -2, 3-^W-'J>(5 0mg)s h;i/^> 

(5 ml) N (lml) &in 2 l$|ffltt#bfco &J&tt$ftlNI 

bt# e>tifc^^^^ pd^/va/7-12 h >SSt« ^> 'J ny h ^7 7 >f 

1 H-NMR (CDC 1 3, 400MHz) : 2 . 19 (s, 3H), 2. 33 
(s, 3H), 4. 07 (s, 6H), 6. 35 (d, J = 5. 37Hz, 1 
H), 7. 06 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44 (s, 1H), 7. 49-7. 54 (m, 2H), 7. 61 (s, 1H), 
7. 65 (d, J = 9. 03Hz, 1 H) , 7. 80 (d, J=10. 49Hz, 
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1H) , 7. 95 (s, 1H) , 8. 48 (d, J = 5. 12Hz, 1H) , 9. 
2 4 (b s, 1 H) li^ffl (E S I -MS, m/z) : 5 2 3 (M + + 1 ) 
gjj 1 0 8 4: N-^>VW;i/-N a - {4- [ ( 6 , 7 h=fr*/- 4- 

l -^y^ytuv^-jv ^vf^>7*-h (50/ii) — ;v 

(lml) ^^^4- [ (6, 7-S>* h^^>-4-^y * 

3^>] -2, 3-^^f/l/7-iJ> (5 Omg) „ h)te> (5ml) s x^y 
-;V (lml) §flnitM*C2l$ISfll#bfco SJte«%«Wb»e>tifcSi*S^ 

HOfb-^Kl* 5 0 m g N W6 7 %rmtc: 

1 H — NMR (CDCL, 400 MHz) : <5 2 . 19 (s, 3H) , 2. 34 
(s, 3H) , 4. 07 (s, 6H) , 6. 35 (d, J = 5. 37Hz, 1 

H) , 7. 06 (d, J = 8. 54Hz, 1H), 7. 26 (s, 1H), 7. 
44 (s, 1H), 7. 49-7. 61 (m, 4H), 7. 67-7. 70 (m, 
1H), 7. 94 (d, J = 8 . 54Hz, 2H), 8. 48 (d, J = 5. 3 
7Hz, 1H) , 9. 27 (bs, 1H) WMfrffim (ESI-MS, m/z) 

: 4 8 8 (M + + 1) 

mnmi oss :n- \a - r (6, h^>-4-^y u;v) 

->1 - 2, 3-^^^-;i/7 3i^;i/> -N J - (2-p<5 l ;v^>vV;p) ^7i/7 

rfJflE©2 1 -^>-b? ;i/ -f V^^T*— h (5 0/z 

I) Sx^y-;v (lml) f^4- [ (6, 7-^h^>- 

2)"^>] -2, 3-^fJl/7-'J> (5 0mg), h;i/^> 
(5ml) s (lml) ftim*gfi^2l$IHit#bfco RJ&Wl*mifa 

1 H — NMR (CDC 1 3 , 400 MHz) : 52. 19 (s, 3H), 2. 35 
(s, 3H), 2. 59 (s, 3H), 4. 07 (s, 6H), 6. 35 (d, 
J = 5. 37Hz, 1H) , 7. 07 (d, J = 8. 78Hz, 1 H) , 7. 2 
6 (s, 1H) , 7. 3 3- 7. 3 6 (m, 2H) , 7. 4 5 - 7. 4 9 (m, 
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2 H) , 7. 55-7. 61 (m, 3 H) , 8. 48 (d, J = 5 . 12Hz, 
1 H) , 8. 9 6 (b s , 1 H) M&frtifm (E S I -MS, m/z) : 5 0 2 
(M + + 1) 

mmmi o 8 6 : n- (2, 4-^pp^>w;i/) -n j - {4 - r (6, 

TfjIScD 2 , 4-^^DD-l-^>t*>W-jl' ^D7^fF (80mg) 
SfflV^Iftfc:^^ 2 , 4-^^dd- 1 -^>-tf ^v^t^>7^ 
— h£8S3gbfco 2, -^>-tf >^j;i/^-;i/ -f y^S'T'* 

-h^ai^y— ;i/ (1ml) fc*#£* N ^^4- [ (6, 7-^ h^>- 
t^>] - 2, 3-^W->J> (5 0mg)^ h;i/^> 
(5ml), x^^-;V(lml) &3&D*.M*C 2 B$M«#bfco S^^^ilS 

-fcJ;DMMbs ^Sco-fb^* 6 Omg, J&^6 9%T?^fco 
1 H — NMR (CDC Is, 400MHz) : 6 2. 19 (s, 3H) , 2. 37 
(s, 3H) , 3. 35 (s, 6H) , 6. 70 (d, J = 6. 59Hz, 1 
H), 7. 11 (d, J = 8. 54Hz, 1H), 7. 34 (dd, J = 1. 9 
5, 8. 29Hz, 1H), 7. 45-7. 48 (m, 2H), 7. 56-7. 
72 (m, 5H), 8. 54 (d, J = 6. 31Hz, 1H) H«##Hfi (ES 
I-MS, m/z) : 5 5 7 (M + +l) 
ilil 0 8 7 : N- {4- [ (6, 7 -*J* Y 4 -^'J £je 

- 2, 3_^2j±2kZz^M -N J - (4-p< ]^t^^l±M ±*jyk 

T 

TfJlgCD4-p< h=^>- 1 -^>Hf ^D5-f F (80mg) 

(lml) €£-\4- [ (6, 1 -V* h*->-4-*; U 

;i/) -2, 3-^W-'J>(5 0mg)s h;i/x> (5ml) s 

(lml) &flD*.gfit!2l$IH»flib;fco S^^aiibttfetifea 
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1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 9 (s, 3H) , 2. 
22 (s, 3H) , 3. 86 (s, 3H) , 3. 95 (s, 6H) , 6. 29 

(d, J = 5. 37Hz, 1H) , 7. 06-7. 12 (m, 3H), 7. 40 
-7. 46 (m, 2H) , 7. 57 (s, 1 H) , 8. 05 (d, J = 9. 03 
Hz, 2H) , 8. 47 (d, J = 5. 37Hz, 1H), 11. 47 (bs, 
1H) , 3. 95 (bs, 1H) Mfrffim (ESI —MS , m/z) : 5 1 8 

(M + + 1) 

mmm 1 o 8 8 : n- (2, 4=$LZA$^i>2ldJk± -n j - {4- r (6, 

7-*J* h^>-4-^'J;i/) ajE^j] - 2, 3^j£2i±2k2-£E^2k} 

Tfa|g©2, 4 -s?7;v^-d- l -^>-fe*>#;i/tf;-;i/ ^n^-f f (8 0m 
g) %m^XWlte$£^2, 4-s?7)is*v- l -^>-€>5b;i/^— ;p <t v 3-Hr 

is°r%— h^mrnvtzo 2, 4-^yjiH-v- i-^>-a>ti)]y^-jv -r 

^T* — h^Ji^y— ;U (lml) {3^»^-t± N f 1^4- [ (6, 7-^^ 
h^-4-^;'J;i/) ^>]-2, 3-^W-'J> (5 0mg)s h 
;i/ai> (5ml) s rc^y— ;v (lml) ftiDit^fiT? 2R?M»#bfco H« 
§ii ^ ^ n n A/7-iz hvJIPini/^WDTh^ 

1 H — NMR (CDCL, 400MHz) : (5 2 . 17 (s, 3 H) , 2. 34 
(s, 3H) , 4. 09 (s, 3H) , 4. 11 (s, 3H) , 6. 49 (d, 
J = 6. 5 9 Hz, 1H) , 6. 87-6. 93 (m, 2H) , 6. 99-7. 
15 (m 3 2H) , 7. 2 6 -7. 3 0 (m, 1H) , 7. 5 7 - 7. 6 4 (m, 
2H) , 8. 09-8. 17 (m, 2H) , 8. 49 (d, J=6. 58Hz, 
1 H) WMfrffiiM (E S I -MS, m/z) : 5 2 4 (M + + 1) 

H»!ll 0 8 9 : N— (4-^PP^>^jV) -N' - { 4 - [ ( 6 , 7 -Z? 
* h*i/-4-*J UJk) Hr*l - 2 ^-M 3-Hr^UT 

M©4-^nn- 1 -^<>-k'>^;i/^-;i/ ^V^i/T^—Y (50// 
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1) )V (1ml) izmM^^ ^£-^4- [(6,7 -it* b=^>- 

4 U;i/) ;t3^>] - 2 -^^/V7-'J > ( 5 Omg) N h;i/^> (5m 
1) , (1ml) £Jn£gM"T?2B#IS»#Lfco £J&#&*ll&U#& 

nfca^r £^ p p ^;i/A/T-fe h >MIH« is U TiWnY h 7 <4 —IzX 

1 H — NMR (CDC 1 3 , 4 0 0MHz) :62. 2 9 (s, 3 H) , 4. 04 
(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 

H) , 7. 09-7. 12 (m, 2H) , 7. 26 (s, 1 H) , 7. 44 (s, 
1H) , 7. 5 3 - 7. 5 8 (m, 3H) , 7. 8 3 -7. 8 9 (m, 3 H) , 
8. 53 (d, J = 5 . 37Hz, 1H) , 9. 19 (bs, 1H) R*#*ftt 

(E S I -MS, m/z) : 5 0 9 (M + + 1 ) 

gjjl 0 9 0 : N- {4 - [ (6 , 7-*J* h#$/-4-^'J;V) 
->1 -2-^^7x-M -r - (2 - ^^;^>\/>f;i/) ^-a-frl^T* 
Tfcl£©2 -t<^;P- 1 -^>^>^;i/^-;i/ ^fvft^T^-h (50// 

I) ;i/ (1ml) tzmmSlts -€£^4- [ (6, 7-S^ h=^- 
4 -dpy U;P) #=^>] - 2 -^f/l/7-'J > ( 5 Omg) N h;V^> (5m 
1) N (1ml) &Jn*M-C2l$fflai#Ufco KJfe«S*l»bl#& 

1 H — NMR (CDCla, 400 MHz) : S 2. 41 (s, 3H), 2. 58 
(s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 59 (d, 

J=5. 37Hz, 1H), 7. 09-7. 12 (m, 3H), 7. 26 (s, 

1H), 7. 34-7. 35 (m, 1H), 7. 44 (s, 1H), 7. 48 
(t, J = 7. 56Hz, 1 H) , 7. 53 (s, 1 H) , 7. 59 (d, J = 

7. 81Hz, 1H), 7. 84 (d, J = 8. 54Hz, 1H), 8. 53 
(d, J = 5 . 12Hz, 1H), 8. 95 (bs, 1H) ff«##flii (ESI 

-MS, m/z) : 4 8 8 (M + + 1) 
iliiO 9 1 : N- {4- [ (6, 7-^^ h ^->- 4 -^r y U ;b) 

->] -2-^^7i-M -N J - ( 3 -7;i/^-p^>vV;i/) 3-*t>\s7 
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TUIgcD3-7;i/^-D- 1 £n^-f F (80mg) Sffl 

(lml) ^d-x4- [ (6, 7-S>* h^>-4-^'J 

;V) ^3=-^] - 2 -^W-iJ > ( 5 Omg) \ h;V^c> (5ml) s 

(lml) ^in^.^t!2^p^ift#bfco SJS^£*rab#k*ifc^££* 

IcD{b^6 4mg s i«8 1 %Tf#fco 

'H-NMR (CDCL, 4 0 0MHz) : £ 2 . 39 (s, 3H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5. 3 7 Hz, 1 

H) , 7. 09-7. 12 (m, 2H) , 7. 26 (s, 1H) , 7. 36-7. 
41 (m, 1H) , 7. 44 (s, 1H) , 7. 53-7. 59 (m, 2H), 

7. 66-7. 71 (m, 2H) , 7. 84 (d, J = 8 . 29Hz, 1 H) , 

8. 54 (d, J = 5. 12Hz, 1H), 9. 19 (bs, 1H) K*#*ffl[ 
(E S I -MS, m/z) : 4 9 2 (M + + 1 ) 

g^Mi 0 9 2 : N- {4- [ ( 6 , 7-*?* h^>-4-3=V Ujk) £± 
-2-^^;V7x-M — N J - (4 hP^<>vV;i/) f^>l/7 

f|5l£CD4- — hD- 1 -^>-t£ -fV^^T^-h (3 0m 
g) — ;v (lml) £«P£H3\ ^Ca4- [ (6, 7-^^ h^>- 

4 U;i/) ^3^] - 2 U > ( 5 Omg) N h;i/^> (5m 

I) s :n*y-;i/ (lml) £Jo£gMT? 2 R§|!g»#bfco £jfc*i£*«rW*e> 

t^MMbs mM©Yb^^4 1mgs W4 9°/oTllfeo 

1 H — NMR (CDC 1 3, 400MHz) : 62. 39 (s, 3H), 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 59 (d, J = 5. 37Hz, 1 
H) , 7. 11-7. 13 (m, 2H) , 7. 26 (s, 2 H) , 7. 44 (s, 
1H), 7. 52 (s, 1H), 7. 83 (d, J = 8. 54Hz, 1H), 8. 
13 (d, J = 9. 03Hz, 2H) , 8. 42 (d, J = 8. 78Hz, 2 
H) , 8. 54 (d, J = 5. 37Hz, 1H) WMfttifm (ES I -MS, m 
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/z) : 5 1 9 (M + + 1 ) 
jigLl 0 9 3 : N- {4- [ (6, 7-i?t h*i<<-4-*; V JV) 

->1 - 2 zL*±2kZ ^-M -N J - (4 -7;v^-p-<>W;i/) ft>)i/7 
rt?|R©4-7;P^-D- 1 -^>-fc? ^D7-f K (80mg) §M 

^bfeo 4 -^;i/^-D- l -^>-1f >*;i/^-;v v^^>7^-h§x^y 
(lml) fcr$§j!|?<*-*i\ *C^4- [ (6, 1 -V* Y**/-4-*J U 

;p) ;r^>] - 2 -pi^i/T- y y ( 5 Omg) s hjv^y ( 5 ml) N ; 
(lmi) ^n^s^2^ji#ife„ M^^m^u#e»nfca^^^ 

1 H — NMR (CDCla, 4 0 0MHz) : 6 2 . 39 (s, 3 H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H), 6. 59 (d, J = 5 . 37Hz, 1 
H) , 7. 09-7. 12 (m, 2 H) , 7. 2 3-7. 2 8 (m, 3H) , 7. 
44 (s, 1H) , 7. 53 (s, 1H) ,7. 84 (d, J=8. 29Hz, 
1 H) , 7. 96-7. 99 (m, 2 H) , 8. 53 (d, J = 5 . 37Hz, 
1H), 9. 19 (bs, 1H) WMfrffim (SSI-MS, m/z) : 4 9 2 
(M + + 1) 

mM®}! 0 9 4 :N- (4- [ (6, 7-^;* b**>-4-*J U;i/) 
->] - 2 -^^-jyy -r - (2 -7;i/^-p^<>vV;i/) ?$-t>UT 

Tf5M©2 -7;i/^-n- 1 -s<>-&>-Zi)]ytf-)\s ^D7^fF (8 Omg) %m 
l^Sfctcfi^ 2 -?))/Jru- 1 -^>-t? ^ v^^-^T^.— h §SI 
^bfeo 2 -y;i/^-D- l -^ynyftjiitf— )v ^y^t^>7^-h§x^y 

— )V (lml) ^CI-n4- [ (6, 7-$>* Y**y-4-*; U 

;i/) ;t3^>] -2-^W^U> (5 Omg) N h;i/ai> (5ml) s 

(lml) §iP^^S-C2l^^8t#bfco ,Rj«£Mieu# £>ft;fcg§££^ 

'H-NMR (CDC la, 400MHz) : 52. 39 (s, 3H), 4. 05 
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(s, 3H) 3 4. 06 (s, 3H) , 6. 59 (d, J = 5. 37Hz, 1 

H) , 7. 09-7. 12 (m, 2H) , 7. 24-7. 29 (m, 3H) , 7. 
39 (t, J = 7 . 68Hz, 1H) , 7. 44 (s, 1H), 7. 53 (s, 
1H) , 7. 64-7. 69 (m, 1H) , 7. 86 (d, J = 8. 29Hz, 
1H), 8. 12-8. 16 (m, 1H) , 8. 53 (d, J = 5. 12Hz, 

1 H) WMfi-mm (ESI-MS, m/z) : 4 9 2 (M + + 1) 

mmm 1095 :n- {4- [ (6, 7-^ h^>-4-^y u;i/) 

->] - 2 -t^jv? ji-;v> -n j - (4-p< h^->^>vw;i/) ^a-fri^r 

?UIS©4 h=^>- 1 -^>-tf >*;i/^— ;v ^n^^H (80mg) 
;£itM;:^4-^ h=^>- l V3-Hr*/T^— h 

/Klml) fc«fs ^^4- [(6, 7 -*J* h^>-4-^y U;i>) 
;T^>] - 2 -^^7^. U > ( 5 Omg) s h;i/^> (5ml) N ^ J— ;i/ 
(lml) ^*n^^T2B#p H m#bfeo HJ»£MISU#£n£B££^nn 
p^^A/T-fe h VMHT§ ^ U ft^f dt h y -i —IzX DISU SM© 
-fbi^r« 3 7 m g s W45 %^#feo 

'H-NMR (CDC la, 400 MHz) : 6 2. 40 (s, 3H), 3. 92 
(s, 6H), 4. 05 (s, 3H), 7. 03-7. 11 (m, 4H), 7. 
26 (s, 5H), 7. 56 (s, 1H), 7. 90-7. 92 (m, 3H) I 
IMi (ESI-MS, m/z) : 5 04 (M + +l) 

mmm 1 o 9 6 : n- {4- r ( 6 , h**>-4-*; u;v) 

->] - 2 -^^;i/^^-;i/> -N J - (4-^;i^W-r;iO ^^^7 
?f5M©4-p<^;i/- 1 ;v -rv^^7^- h (5 0// 

I) £jL^y — ;!/ (lml) fc«P£-y\ -?£-\4- [ (6, 7-^p< h3^>- 
4-dry D;i/) -2 -^^l/T-U > ( 5 Omg) s h;i/^> (5m 
1) N ^zj-k (lml) ^JOit^MT2^a#bfeo SJfo*fc£»*eUf£ 

h VSIH-rSS/U h^77^-fcj; 
t)3»»U SW^t)§4 4mg N Jfc^s 5 6 

1 H-NMR (CDCI3, 400MHz) : (5 2 . 39 (s, 3H), 2. 47 
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(s, 3H) , 4. 05 (s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, 
J = 5 . 37Hz, 1 H) , 7. 08-7. 12 (m, 2 H) , 7. 26 (s , 
1H) , 7. 36 (d, J = 7. 81Hz, 2H) , 7. 44 (s, 1H), 7. 
53 (s, 1H) , 7. 81-7. 86 (m, 3H), 8. 53 (d, J = 5. 
12Hz, 1H), 9. 19 (s, 1H) Kfi#*f<il (ESI-MS, m/z) 
: 4 8 8 (M + + 1) 
aij 1 0 9 7 : N- (2-^DD^>vV;i/) -N' - { 4 - [ ( 6 , 7 

rf?IS© - 1 -^<>^>£;i/>fc;i/ -fvf-t*>7*-h (5 0// 
1) ;i/ (lml) fc^»^^ s ^^^4- [ (6, 7-S^h=^>- 

4 -^y U;v) - 2 -^f/V7-'J > ( 5 Omg) s h;i^> (5m 

1) s (lml) SSP^^MT?2Nf^a#bfco fijfe*4»»b**& 

1 H — NMR (CDCL, 400MHz) : 52. 41 (s, 3H), 4. 05 
<s, 3H) , 4. 06 (s, 3H) , 6. 59 (d, J = 5 . 12Hz, 1 

H) , 7. 09-7. 12 (m, 2 H) , 7. 26 (s, 2H) , 7. 44-7. 
48 (m, 2H) , 7. 5 3-7. 5 4 (m, 2 H) , 7. 82 (d, J = 7. 

0 8Hz, 1H) , 7. 88 (d, J = 8. 54Hz, 1H), 8. 54 (d, 
J = 5 . 12Hz, 1H), 9. 38 (bs, 1H) ftg^Tffg (ESI-MS, 
m/z) : 5 0 8 (M + + 1 ) 

■ gijl 0 9 8 : N- {4- [ ( 6 , h^>-4-^y V )]/) 

->] - 2 - ^f;i/7x-M — n j - ( 3 -p<^;i/^> W;i/) ^fri^y 
i$JIR<D 3 1 -^>-t? ;v ^v^^7^- h (50// 

I) (lml) ^£^4- [ (6, 1-*J* 

4 U;i/) **c$/~\ - 2 -^?/l/7nj > ( 5 Omg) s h;i^> (5m 

i) s 3^^y-jv (lmi) %m7Lmm.T* 2mmmwLtz 0 ^.mm^mmvnh 

DilU Sj8©MS3 2mg % W4 0%^t#fc o 
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1 H — NMR (CDC la, 400 MHz) : 6 2. 39 (s, 3 H) , 2. 4 7 
(s, 3H) , 4. 05 (s, 3H) , 4. 06 (s, 3H) , 6. 59 ( d , 
J = 5 . 3 7 H z , 1 H) , 7. 09-7. 12 (m, 2 H) , 7. 26 ( s , 
1H), 7. 44-7. 49 (m, 3H), 7. 53 (s, 1H) , 7. 7 1- 
7. 74 (m, 2H), 7. 87 (d, J = 8. 29Hz, 1H) , 8. 53 
(d, J = 5. 37Hz, 1H) , 9. 21 (bs, 1H) MMfrffim (ESI 
-MS, m/z) : 4 8 8 (M + + 1) 
jjj 1 0 9 9: N-^>W;i/-N' - {4 - [ ( 6 , 7 -*J* 

rfclfc© 1 -^>-lf ^Vf^^>7^-h (50/zl) — 
;P (1ml) izmm^^ %Z^4- [ (6, 7-S^ 

-2 U > (5 Omg) s h;i^> (5ml) s ^ J— )V 

dmi) &in*M*c2i$ig»#bfco Rjfe**««&b»&nifea**^DD 

-fb^rt)^4 4mg, lR*5 8%l!f#feo 

1 H — NMR (CDC 1 3, 4 0 0MHz) : 6 2 . 3 9 (s, 3 H) , 4. 05 
(s, 3H), 4. 06 (s, 3H), 6. 59 (d, J=5. 37Hz, 1 
H), 7. 09-7. 12 (m, 3H), 7. 25 (s, 1H), 7. 44 (s, 
1H), 7. 53 (s, 1H), 7. 58 (t, J = 7. 08Hz, 2H), 7. 
68 (t, J = 7 . 32Hz, 1H), 7. 86 (d, J = 8 . 29Hz, 2 

H) , 7. 94 (d, J = 8. 5 4H z, 1 H) , 9. 23 (bs, 1H) 11 
^*fl (ESI-MS, m/z) : 4 7 4 (M + +l) 

mmm HOP :N- (3-^PP^>W;i/) -N j - {4- [ ( 6 , 7 -i? 
* h=fr*/-4-3V yjk) ^-^->1 -2-^^-;i/7 3i-;i/> ^a-frl/T 
rfJl£©3-^DP- 1 -^>-b?>#;i/^-;i/ >fV^>n - h (5 0// 

I) ^^^y— ;i/ ( lml) fc$gj!j££-g\ ^^^4- [ (6, 7-¥* h3^>- 

y;i/) ^-^r^] -2-^^;i/T— y > (50mg) N h;i/ai> (5m 
1) s (lml) ^SaiMt 2 mmffiftVtco HJtS«*««&b»6 
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1 H — NMR (CDC la, 400MHz) : 6 2. 39 (s, 3 H) , 4. 05 
(s, 3H) , 4. 06 (s, 3H), 6. 59 (d, J=5. 12Hz, 1 
H) , 7. 09-7. 12 (m, 2 H) , 7. 27 (s, 1H), 7. 44 (s, 
1 H) , 7. 49-7. 54 (m, 2 H) , 7. 65 (d, J = 8 . 05Hz, 
1 H) , 7. 79 (d, J = 8 . 29Hz, 1 H) , 7. 85 (d, J = 8. 5 
4Hz, 1H), 7. 95 (s, 1H) , 8. 53 (d, J=5. 37Hz, 1 

H) , 9 . 19 (b s , 1 H) mmfrffim (ESI -MS, m/z) : 5 0 8 
(M + + 1) 

mmmi 101 :n- 12-^00-4- r (6, y^-a-^j 

rUIgo 2 1 -^<>-t? >^;i/^f-;i/ V^-S/T*— h (50// 

I) — )\y (1ml) izmmmt, fuA2-^DD-4- [ (6, 7- 
h^-->-4-^y ;t3^>] (5 Omg) , (5m 

1) s (lml) ^jp^.^MT2i^rass#bfco Uf£> 

bJfitSSU »M§4 0mgs W5 2%7jffeo 
1 H — NMR (DMSO-de, 400 MHz) :<52. 64 (s, 3H), 3. 
92 (s, 3H), 3. 93 (s, 3H), 6. 60 (d, J=5. 12Hz, 
1H), 7. 19-7. 21 (m, 2H), 7. 34 (m, 2H), 7. 41- 
7. 4 7 (m, 3H) , 7. 5 2 (m, 2H) , 8. 16-8. 20 (m, 1 
H) , 8. 5 2 - 8. 5 3 (m, 2H) MMfrffim (E S I-MS, m/z) 
: 5 0 8 (M + + 1) 

mmmi 102 : n- {2-^pp-4 - r (6, 

«UI£©4 -p<^;i/- 1 -<*>4£ ^fv^>7^- h (50^1) 

— ;i/ (lml) fc$g#£*s ^ua2-^dd-4- [ (6, 
|.^.>_4_^y ^-3e>>] U > (5 Omg) s h;i/rc> (5ml) s 

(lml) Sin 2 H^it^bfco KJte«£$M!6b»6ft;fc8J 
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Us £JB©rtj-&«J& 3 8mg N |*4 9WIL 

1 H — NMR (DMSO-de, 4 0 0MHz) : S 2 . 41 (s, 3H) , 3. 
94 (s, 3H) , 3. 97 (s, 3H) , 6. 69 (d, J = 5. 37Hz, 
1 H) , 7. 33-7. 37 (m, 4H) , 7. 44 (s, 1H), 7. 54 

(s, 1H), 7. 60 (d, J=2. 68Hz, 1 H) , 7. 94 (d, J = 
8. 29Hz, 1H) , 8. 14 (d, J = 9. 03Hz, 1H), 8. 59 

(d, J = 5. 37Hz, 1H), 11. 74 (s, 1H), 12. 75 (s, 
1H) MMfrffiiM (E S I -MS, m/z) : 5 0 9 (M + +l) 
mMMl 103 :N- {2 -^pp-4- [ (6, 7 - ^^ h^->-4-^^ 

Uik) y^-Ji} -r - ( 2 h^->^>V'-f;v) ^fri^r 

r|J|S©2 -p< h^i>- 1 -^>^f>^;i/^-;i/ ^D7-f F (80mg) 

—)V (1ml) izmmz^, ^£-\2-^nn-4 - [ (6, 7-i^ I^>- 
4-^y U;i/) ;t=^>] U > (5 Omg) N h;V^> (5ml) » ni^y — 
;i/ (1ml) ^^^^fil!2B#^ii#bfeo HJ«£^iU#£:txfc^£^P 

®^ll^3 6mgs IR*4 5°/ O tffeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H) , 4. 04 (s, 3H), 6. 42 (d, J = 5. 12Hz, 
1H), 7. 18 (t, J = 7. 69Hz, 1H), 7. 30 (d, J = 8. 5 
4Hz, 1H) , 7. 41 (s, 1H), 7. 48 (d, J = 8. 76Hz, 1 
H), 7. 52 (s, 1H), 7. 68 (t, J = 6. 96Hz, 1H), 7. 
76 (dd, J = 2. 56, 8. 9 0Hz, 1H), 7. 94 (d, J = 7. 8 
1Hz, 1H) , 8. 20 (d, J = 2. 44Hz, 1H), 8. 49 (d, J 
= 5. 12Hz, 1H) , 11. 29 (s, 1H), 12. 62 (s, 1H) 1 
mfttitm (E S I -MS, m/z) : 5 2 5 (M + + 1) 

gjjjg! 110 4 : N- (2 - ^PP^>VV;V) -N' - (2-^PP-4- 
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[ (6 , h^->-4-^y u;i/) y^-M ^^t^ut 

rU|g©2-^DD- 1 ^v^i/7^-b (50/i 

1) — )]/ (1ml) tzmmS^ fi^2-^DD-4 - [ (6, 7- 

h^>-4-^y U;v) ir^-^l T-V> (5 Omg) s h;i/x> (5m 
l)s x^y-;Mlml) *iP^M"r2Nf®ai^bfco 
fifea^^^ 7 d D^A/T-fe h ^ 'J A d v h ^7 7 - 1 J: 

DfitMbs ii0^4 3 8mg^ i»4 8%-£f#fco 
1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3H) , 4. 

05 (s, 3H) , 6. 67 (d, J = 5. 12Hz, 1H), 7. 20 (d, 
J = 7. 81Hz, 1H), 7. 32-7. 36 (m, 2H), 7. 43 (s, 
1H), 7. 47 (s, 1H), 7. 54-7. 66 (m, 2H), 7. 67 
(d, J = 6. 59Hz, 1H), 8. 13 (d, J = 8. 78Hz, 1H), 

8. 5 8 (d, J = 5. 12Hz, 1H) , 12. 23 (s, 1 H) , 12. 3 

6 (s , 1 H) Ii^*rfi (ESI-MS, m/z) : 5 2 9 (M + + 1) 

mmm 1105 :n- {4- r (6, 7-*?* ujk) 

z_ 

TfJl£©2-:7 i-M^ y >T ;i/ ^H7-f h* (8 Omg) §ffiV^iRfc:^2 
-7ir;i/x^;^P Vft^7^-h$||Lfc„ 4- [ (6, 
b3^>- 4-^ry U;i/) ^-^r^>] -2, 3-^^^;i/T-U> (5 Omg) 
Jl^y (5ml) s (1ml) fc$gj»£ -frfcgu (lm 

l) 2 -7i-ji/x^;^i/ v^^)-^T^-h§iPx.^-e2 

8 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
15 (s, 3H), 3. 85 (s, 2H) , 3. 94 (s, 3H) , 3. 95 
(s, 3H) , 6. 28 (d, J = 5. 12Hz, 1 H) , 7. 08 (d, J = 
8. 5 4 Hz, 1H), 7. 27-7. 41 (m, 7H), 7. 57 (s, 1 
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H) , 8. 4 7 (d, J = 5. 37Hz, 1H) , 11. 75 (bs, 1 H) , 
12. 01 (bs, 1 H) WMfttiriM (E S I -MS, m/z) : 5 0 2 (M + + 
1) 

Hi 1106 :N- {2-^PP-4- [ (6, 7-$?* r3^>-4-3V 

Uik) ^^>] -N a - (3->>^p^>^;i/rp/NV^;i/) ^a-frw 

Z_ 

l$m(D3-^t7V^>^)]s7°US%J 4 )l< ^P7>f H (80mg) ^ffll^Sfc 
fc^3-$^n^>^;i/:TP^-f;i/ ^V^^7^-h^iIbfc 0 3- 
i/^D^>^/l/7D/V^fJl/ ^V^^7^-f$x^y-;V (1ml) fc$g 
8?£i3\ ^ua2-^DD-4- [ (6, 7-^^h^>-4-^yj;i/) 

T— U> (5 Omg) x h;i/m> (5ml) s — ;i/ (1ml) £#nx. 

1 H — NMR (DMSO-de, 400MHz) : 51. 11 (m, 2H), 1. 
4 9-1. 61 (m, 7 H) , 1. 63-1. 79 (m, 4H), 3. 92 (s, 
3H), 3. 93 (s, 3H) , 6. 65 (d, J = 5. 37Hz, 1H), 7. 
31 (d, J=l 1. 7 1Hz, 1H), 7. 47 (s, 1H), 7. 48 (s, 
1H), 7. 58 (d, J = 2. 68Hz, 1H), 8. 12 (d, J = 8. 7 
8Hz, 1H), 8. 56 (d, J = 6 . 83Hz, 1H), 11. 67 (s, 
1 H) , 1 2 . 5 3 (s, 1 H) WMfrffim (ESI -MS, m/z) :515 
(M + + 1) 

mnmi 107 : N-^y^j-oi-r - {2-#pp-4- c (6, 7-^ 

TfaSR© 1 >%)l>tf— )]/ ^V^^>7^-h (5 0/zl) J — 

)l> (1ml) t:«FfP^-a- s ^^2-^DD-4 - [ (6, 7-^ h^>-4 
U;i/) ;t3^>] T-U> (5 Omg) N h;i/Ji> (5ml) x ;i/ 

(imi) %mz^Mre2mmw$\stzo sjsi^itff»tifc^^^DD 
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fb^rti§3 6iiigs W4 8raL 

1 H — NMR (DMSO-de, 400MHz) : 6 3. 9 2 (s, 3H) , 3. 
96 (s, 3H), 6. 66 ( d , J = 5. 37Hz, 1 H) , 7. 32 (d, 
J = 8 . 78Hz, 1H), 7. 42 (s, 1H), 7. 48 ( s, 1 H) , 7. 

5 3- 7. 5 7 (m, 3H) , 7. 6 6 -7. 6 8 (m, 1 H) , 8. 02 (d, 
J = 8. 54Hz, 2H), 8. 13 (d, J = 9. 03Hz, 1H), 8. 5 

6 (d, J=5. 37Hz, 1H), 11. 38 (s, 1H), 12. 70 (s, 
1 H) Wmfrffim (ESI-MS, m/z) : 4 9 5 (M + + 1) 

jijl 1 0 8 : N- {A- [ (6, 7-^;* Y^y-A-^j 
->] - 3 -A3-)ls7x.-Jl} -N' - (4-nhD^>^^f;y) tttUT 

lfiffi.<D4-=. hn- 1 -sOM J)/ ^fVf^i/T^-h (3 0m 
g) ;i/ (1ml) fc:$8#P<2f"g\ ^£^4- [ (6, 1 -*J* h=^>- 

4-=f- J U;P) ;t=^>] -3-^^;i/mU > (5 Omg) N Y)l>*-> (5m 
1) N (1ml) SinfcgfiT? 2 H#IH«#bfco -EJfc*S*llrbl#e> 

!9iSU SM0lb^M7 9mg, W9 4%T^#feo 
1 H — NMR (DMSO-de, 400MHz) : 6 2. 17 (s, 3H), 3. 
96 (s, 6H), 6. 36 (d, J=5. 12Hz, 1 H) , 7. 41 (s, 
1H), 7. 57 (s, 2H), 7. 72 (bs, 2H), 8. 19 (d, J = 
8. 78Hz, 2H) , 8. 29 (s, 1H), 8. 36 (d 5 J = 8. 54H 
z, 2H), 8. 4 8 (d, J = 5. 1 2 Hz, 2H) WMfrffim (ESI-M 
S, m/z) : 5 1 9 (M + + 1 ) 

mmmi 1 o 9 : n-^>w;i/-n j - {4- [ (6, 7-^ y*^-4- 

^pM(D 1 -^<>-i£ ^vf*^7_^- h (50/^1) — 

;v (1ml) fc$gf»&-8\ ^£^4 - [ (6, 7-SM h^^-4-^y u;i/) 
#3^] -3-^W-iJ> (50mg) , h;i/^> (5ml) N ^^y— )l 
(lml) &Jn£gMT2B#|iafl&#bfco SJfe**«<Bb^&nfeSi^*^DD 



WO 01/47890 



PCT/JPOO/09157 



686 

'H-NMR (CDCls, 400MHz) : 6 2. 2 4 (s, 3H) , 4. 09 
(s, 3H), 4. 12 (s, 3H) , 6. 58 (d, J = 6. 09Hz, 1 

H) , 7. 26 (s, 1H) , 7. 56-7. 81 (m, 8H) , 7. 93 (d, 
J = 7. 32Hz, 2H) , 8. 49 (d, J = 5. 86Hz, 1 H) , 9. 1 
4 (b s, 1 H) MMfrmm (ESI-MS, m/z) :474 (M + + 1) 

mmmi 1 1 o : n- {a- r (6, hdr->-4-^y Uik) ^ 

->1 -3-^f;v7xrM -n j - (3-.><^;i/^>v^;i/) f^-jruz 

rUIS© 3 1 >^j;i/^-;i/ -fV^^T^— h (5 0// 

I) (1ml) izmm^^. ^'^4- [ (6 , 7 h3^>- 

4-^y u;iO ;t^>] -3-^^;vt-u> (5 Omg) ^ h;v^> (5m 

1) s (1ml) £in;L^T* 2 BSHaflfcft bfeo HM^llUI^ 

DfSMU ii0M^6 5mg, «8 3 0 /otHfco 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 2 . 17 (s, 3H) , 2. 
41 (s, 3H), 3. 96 ( s , 6H), 6. 37 (d, J = 4. 88Hz, 
1H), 7. 33 (d, J = 9. 02Hz, 1H), 7. 41-7. 48 (m, 
4H), 7. 56 (s, 1H), 7. 72-7. 85 (m, 3H), 8. 48 
(d, J = 5. 37Hz, 1H), 11. 53 (s, 1H), 12. 67 (s, 
1 H) WMfrmm (ESI-MS, m/z) : 4 8 8 (M + + 1) 

mnmi 1 1 1 ; n- (4-^pp^>^;p) -r - \a- r (6 , 7-*? 

rj?M©4-^DD- 1 <i V^^i/T^ — h (50// 

1) (1ml) ^d-\4- [ (6, h**s- 

A-^rJ U;V) - 3 -^^;V7-<J >(50mg)^ hM> (5m 

1) N (1ml) ^JP^^ST»2H#F^^bfeo MjJ&^^TOU#S> 

DflU M©^t)§5 2mgs W6 4%Tffeo 

1 H-NMR (CD CI 3 , 400 MHz) : <S 2 . 24 (s, 3H), 4. 08 
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(s, 3H) , 4. 09 (s, 3H), 6. 44 (d, J = 5. 37Hz, 1 
H) , 7. 17 (d, J = 8 . 54Hz, 1 H) , 7. 2 6 (s, 1 H) , 7. 
55 (d, J = 8. 29Hz, 3H), 7. 62 (d, J = 7. 8 1Hz, 3 
H), 7. 71 (d, J = 7. 81Hz, 1H), 7. 87 (d, J = 8. 54 
Hz, 1H), 8. 49 (d, J = 5. 61Hz, 1H), 9. 11 (bs, 1 
H) IIMKESI-MS, m/z) : 5 0 8 (M + +l) 

mmmi 1 1 2 : N- (2, 6-^^pp<>W/1/) -N J - {4- [ (6, 
7-i>* zJtZAM ^"^r N >] -3-7j^P7x-;i/) f-Jr^UT 

f(?iS©2, 6 1 -^>-fe?>£;]/^;]/ ^D7-fh* (8 0mg) 

— h^in^bfeo 4- [ (6, 7-^ h^r^-4-^y >;;]/) a-*^] -3- 

7MP7-'J > (5 Omg) £ h;i/^> (5ml) s — ;i/ (1ml) 

mm£&fc$ts x^;-;Klml) 2, 6-^DD-l-^> 

DP*jl/A/7t h >Iit5^ U *^>7DY h s/^7j — lz£ tyWMVs Si 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) :53. 95 (s, 3H) , 3. 
96 (s, 3H), 6. 52 (d, J = 5. 1 2 Hz, 1H), 7. 38-7. 
79 (m, 7H) , 8. 07-8. 10 (m, 1 H) , 8. 52 (d, J = 5. 
1 2 Hz, 1H), 12. 30 (bs, 1H), 12. 43bs, 1H) 
mm (E S I -MS, m/z) : 5 4 7 (M + + 1) 

mmmi 1 1 3 : n- (2, h^->^>w;i/) -r - {4- r (6, 

7-j^ Y*r*/-4 V)]y) - 3 - 7jl/^P7xr;V) ±jT$UT 

rjJM©2, 4 h3^>- 1 )l> ^D7-f F (8 0m 

g) *fflvvfciKfc:fi£^2, 4 -s^ h*->- 1 -^>-b?>#;i/**-;i/ -fv^-t 
m-Milbfeo 4- [ (6, 7-^ h^^-4-^y u;i/) a-*^] 

- 3 -7MD7^'J > (5 Omg) £ h;i/^> (5ml) N ^^y— ;U ( 1 m 

i) izmm^^tz^s ^$>;—)v (imi) izmm$&fc2, 4-^h^>- 
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'H-NMR (DMSO-de, 4 0 0MHz) : 53. 87 (s, 3H) , 3. 

90 (s, 3H) , 3. 96 (s, 3H) , 4. 06 (s, 3H) , 6. 52 
(d, J = 6. 34Hz, 1 H) , 6. 79-6. 81 (m, 2 H) , 7. 43 
(s, 2H) , 7. 50-7. 55 (m, 1H) , 7. 64 (d, J = 1 1 . 2 

2Hz, 1H), 7. 99 (d, J = 9. 03Hz, 1H), 8. 11 (d, J 

= 14. 64Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 

09 (bs, 1H), 12. 76 (bs, 1H) Hfi^fJHit (E S I -MS, m 

/z) : 5 3 8 (M + + 1) 

mmmi 1 1 4 : N- {3-^DP-4- [ (6, h*!y-4-*J 

U;v) 7zn-;i/> -r - (2, 4 -^PP^>VW;t/) ^»l/7 

H5IKCD2, 4 -S^nn- 1 -^>-£>#;i/tf;-;], ^U7^F (80mg) 

^ffl^ifciRk:^^ 2 , 4-^^DD-i-^>t*>7jM-;p -rv^-^-e/^^. 

— h^iS^bfeo 3-^7PP-4- [ (6, 7 -P* h*^-4-*S 7t 
7"— U > (5 Omg) £ h;i/^> (5ml) s (1ml) Izm 

m^ltfcfes ^^J—JV (1ml) lzmm$ J £fz2, 4-i^PP-l-^>H£ 
>p!j;ix^-;i/ ^ v^^-.>t^- h^^n^^Utr2BtF^a#bfeo 
b#^tbfea^^^PP^A/T^ h>Ilt§^'J)!jWDYb^77>f 
-{3j;i)3WMU itM©Ybi^j£ 5 3mg, lR^6 2%T^#fe 
'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H), 6. 43 (d, J = 5. 12Hz, 1H), 7. 43-8. 
17 (m, 7H), 8. 17 (bs, 1H), 8. 52 (d, J = 5. 12Hz, 
1H) , 12. 13 (bs, 1H) , 12. 2 8 (bs, 1 H) RAJMiffft (E 
S I -MS, m/z) : 5 6 3 (M + + 1) 
mnmi 115:N-{3-^PP-4-[(6, 7-^p< h*is-4-*J 

U;i/) ^-^e->l -n' - (2, 6 p p^> f^-jfri/?; 

Tt?^CD2, 6 -^^7PP- 1 -^>-if >*;i/^;V 7D7-Y H (8 0mg) 

%m^Jtmzm^2 , 6-^pp- i -^v-e^*;^^!/ -tv^^t* 
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-h£Mbfco 3-^nn-4- [ (6, 7 h=^>- 4 -Jpy U;v) 

T-U> (5 Omg) (5ml) „ rc^y— ;i/ (1ml) t:* 

BZ&fc&s ^.^^-JV (1ml) izmm^^fz2, 

^ v^Tf-^T^- h^inx.^fi-e 2B#M#bfeo £Jtitt&ttiJ6 

1 H — NMR (DMSO-ds, 4 0 0MHz) :6 3. 9 5 (s, 3H) , 3. 
96 (s, 3H), 6. 43 (d, J=5. 37Hz, 1H) , 7. 43 (s, 
1H) , 7. 4 7-7. 6 1 (m, 5H) , 7. 7 7-7. 9 8 (m, 1 H) , 
8. 18-8. 20 (m, 1H), 8. 5 2 (d, J = 5 . 12Hz, 1H), 
12. 24 (bs, 1H), 12. 43 (bs, 1H) Si^lffi (ES I-M 
S, m/z) : 5 6 3 (M + + 1) 

iljl 116 :N- {3-^PP-4- r (6, 
U;v) 7xnM -N' - (3, 5-^PP^W>f;i/) ttfpVT 

rfJJK© 3 , 5 -^DD- 1 -^<>-tf ^P5^F (80mg) 

^JEl^iSR^l^ 3 , 5 -^^DD- 1 -^>-t?>;*j;i/5}f-;i/ ^Vf-t^>7* 
— h^ii^bfco 3-^7PP-4- [ (6, 7-^p< h^^-4-^ry U;i/) * 
dp^] 7--U > (5 Omg) § h;i/^> (5ml) x (1ml) fdig 

fP^fc^ (1ml) 3 , 5-^PP-l-t>€ 

'H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3H) , 3. 
96 (s, 3H) , 6. 42 (d, J = 4. 64Hz, 1H), 7. 42 (s, 
1H), 7. 49 (d, J=8. 78Hz, 1H), 7. 53 (s, 1H) , 7. 
72-8. 00 (m, 6H), 8. 16 (bs, 1H), 8. 50 (d, J = 5. 
12Hz, 1H) MMfrffim (ES I -MS, m/z) : 5 6 3 (M + + 1 ) 
liii 117 : N- {3 -^PP-4- [ (6, h^->-4-^y 

Uik) £±^J y_^M -N J - (2, 4-e^ h^->^>yV;i/) ^fri^ 
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miS© 2, 4 -it* 1 ^D7^F (80m 

g) £ffl^;£i$U3^2, 4 — ^ h l -^>-t? -iv^-ir 

^T^—h^mMLfzo 3-^DP-4- [ (6, 7-S>* Y*is-A-*J V 

^-^->] T-V > (50mg) * (5ml) s J —)V ( lm 

1) IzmmmtfzWis (1ml) t«f?£-t!rfc2, A->J*Y*is- 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 3 . 90 (s, 3H) , 3. 
95 (s, 3H) , 3. 96 (s, 3H), 4. 06 (s, 3H) , 6. 43 
(d, J = 5. 12Hz, 1H), 6. 73-6. 81 (m, 2H), 7. 43 
(s, 1 H) , 7. 49-7. 53 (m, 3H) , 7. 78 (dd, J = 2. 4 
4Hz, J = 8 . 78Hz, 1 H) , 8. 12 (bs, 1 H) , 8. 51 (d, 
J = 5. 12Hz, 1H), 11. 09 (bs, 1H), 12. 69 (bs, 1 
H) Il^tffi (ESI-MS, m/z) :5 5 5 (M + +1) 

mm\n ins :n- (2, 6 -^^pp^>vv ;m -r - {4 - r ( 6 , 

TUI502, 6 -y/7DD- 1 -^<>-t? >^;i/^-;v ^D7-f K (80mg) 
^ffl^ifciiRk:^ 2 , 6 -j^dd- 1 ;v vft^>7^ 

-h£3BSgbfco 4- [ (6, 7-^p< h^>-4-^'j;V) ;t^>] T-U 
> (5 Omg) £ h;i/^> (5ml) s (1ml) 
^^y— ;i/ (1ml) fc^^-frfc 2 , Q -W uu-l-^yMyii )\s 

4 v^itt/Ti— h ^in^^-e 2 F^is^bfco Rj»&aif® w#£;txfc£§ 

U ^McEKb£rtJ£ 5 7mg, lR^6 4%tt#feo 

'H- NMR (DMSO-de, 400MHz) : 6 4. 09 (s, 3H), 4. 
13 (s, 3H), 6. 69 (d, J = 6. 09Hz, 1H), 7. 11-7. 
44 (m, 6H) , 7. 62 (s, 1 H) , 7. 7 9 -7. 9 8 (m, 3H) , 
8. 52 (d, J = 6. 34Hz, 1H), 8. 81 (bs, 1H) HS^flflfi 
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(E S I -MS, m/z) : 5 2 9 (M + + 1) 

Mi 1 .1 9 : N— (2, 4-V* Y^^CldJkl ~N ? - (4- [ (6 , 
rfJflR©2, 4-^^ h^$/- i -^L>-|f>>b;v^-;i/ ^D70* (80m 

^T^-h^mMhfzo 4- [ (6, 7-^f^>-4-^;'J;V) ;T^>] 
T^>;> (50mg) £b;i/;n> (5ml) s (1ml) Id^^i* 

tzU, ^^y— ;V (1ml) S3«P£-&fc2, 4 -i^ h3^>- 1 -^>-fc?># 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 0 (s, 3H) , 3. 
93 (s, 3H), 3. 95 (s, 3H) , 4. 06 (s, 3H) , 6. 56 
(d, J = 5. 37Hz, 1H), 6. 79-6. 81 (m, 2H), 7. 33 
(d, J = 9. 03Hz, 2H), 7. 41 (s, 1H), 7. 50 (s, 1 
H), 7. 84 (d, J = 8. 78Hz, 2H) , 8. 01 (d, J = 9. 03 
Hz, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 05 (bs, 
1 H) , 12. 67 (bs, 1H) mmfrffiM (ESI -MS, m/z) :52 
0 (M + +l) 

mmm 1120 :n- o, 4-^pp^>^jv) -r - {4 - [ ( 6 , 

7-*?* h^->-4-^y U;i/) 7 31=.)],} ^-yt^VT 

rUIK©3, 1 ^D7^fF (80mg) 

-b£iiSlbfco 4- [ (6, 7-V* h*i'-4-*S U;V) 7-'J 
> (5 Omg) £ h;V^> (5ml) N rc^y— ;v (1ml) fc$g8¥&-£;fc& N 
Ji^y— )]/ (1ml) izmm^^tz 3 , 4-^dd- 1 -^>-t? 

-f v ^ * ^ t ^ - b * jjp x. fia-e 2 b$ neji# b fc o * Ms b m n fc a 

gl©{fc^i§5 6mg, W6 3%^f#feo 
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1 H — NMR (CDCla, 400MHz) : 6 4. 05 (s, 3H) , 4. 06 
(s, 3H) , 6. 62 (d, J = 5. 37Hz, 1 H) , 7. 24 (s, 1 

H) , 7. 26 (s, 1H) , 7. 61-7. 68 (m, 6H) , 7. 73 (m, 
1H), 7. 81 (d, J = 9. 03Hz, 1H) 3 8. 04 (d, J= 1 . 9 
5Hz, 1H) , 8. 54 (d, J = 5. 1 2Hz, 1H) mMfrffim (ESI 
-MS, m/z) : 5 2 9 (M + + 1) 

mmmi 121 :n- (2, 4-y7^n^>^;i/) -r - {4- r (6, 

r|5IK©2, 4 -^7;i/^-D- 1 -^>^>±?;V^— ;i/ ^P7^ F (8 0m 
g) ^ffli^SKK^ 2 , 4-*jyMu- l -^>-tf>#;i/^;i/ >fvft 
->T*— hfctlSEbfco 4- [ (6, 7 -SM h^^>-4-^y y;i/) ;t3^>] 

- 2-7MD7-1J > (5 Omg) * hJV^> (5 ml) N ( 1 m 

I) izmm^^t^ a^y— ;]/ (1ml) ^#$^2, 4-S?7MD- 
l -^>Hf>*;i/^-;v -r v^^>t:t— b^DiL^ST 2B#F^Mfbfco M 

'H-NMR (DMSO-de, 4 0 0MHz) : 53. 93 (s, 3H) , 3. 
96 (s, 3H), 6. 66 (d, J = 5. 12Hz, 1H), 7. 13-7. 
84 (m, 7H), 8. 04 (m, 1H), 8. 56 (d, J=5. 12Hz, 
1H) 11. 9 5 (s, 1H) , 12. 18 (bs, 1 H) M£*ffi[ (ESI 
-MS, m/z) : 5 1 4 (M + + 1) 

mmmi 122 : n- o, 5-^^pp^>w;v) -r - {4- [ (6, 

7 z^Z* h%->- 4-*S VJV) - 2-7/l/tP7xrM f^»U7 

rt?M©3, 5 -^DD- 1 7D7^f F (80mg) 

3 , 5 -^nn- l -fv^-^T^ 

— hfcSS&bfco 4- [ (6, 7-i^ h=^>-4-3^ U;i/) -2- 
7;vtD7-'J > ( 5 Omg) § h;i/oi> (5ml) N x^y— ;i/ (1ml) lz 
mm^^rtz^ (lml) £.mm$&1t3, 5-^Dn-l-^> 
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Il^JfKESI-MS, m/z) :5 4 7 (M + +1) 

mmmi 123 : n- (2, h^>^>y^;t/) -r - {4 - c (6, 

7 -SM h^^-4-^-y - 2 -7;i/^-P7xrM ^f)l/7 

Tf3lg©2, 4 -SM b3^>- 1 -^y-H ytiJVtf-jv ^P7^F (8 0m 
g) %m^Xfflttzm^2, 4-*?* h^>- 1 -^>Hf ytiJl^-jV -fv^t 
^T^-htrii^bfeo 4- [ (6, 7-^F^>-4-^'Jjl/) ;t^>] 
- 2 -7WD7- U > (50mg) £ h;i/^> (5ml) s J — jv ( 1 m 

i) itmm^^tzm, ^zj-k (imi) ^^^^^2, 4-v*v**y- 

h7"7 7-f-tj;DilU m.m<Dik^%: 5 4mgs JRsfs 6 7 %-ef#fco ft 
^#H6 (E S I -MS, m/z) : 5 3 8 (M + + 1) 

112 4 : N- (4-->^P^->;t/^>^-f;]/) -N J - {4- [ (6, 

rUI^©4-S>^D-\^^;i/^>VW vfr^v Y (80mg) \z.Y)V^y (2 
0ml) s -)\* (1ml) ^^jnx.1 0 0°C1! lBt^MLfeo 

*b#e)tifc4-^^D^^->;i/- 1 ^D^-f 

£S8gLfco 4 - [ (6, 7-^^ h*is-4-*; U;P) ^-^r>>] U > 
(50mg) ^h;i/3:> (5ml) ^ ;i/ (1ml) ^ 

^y— ;i/ (lml) lzmm-g J £tz4-i/>7U^*^)\s- 1 

V^^l-^T^— h^ijpx.^M-tr 2B#P e ^#bfeo SJfoM£*I,!SLf#$>tifca 

bs mm<Dih&m%4 4mg, W4 8%T'#feo 

1 H — NMR (DMSO-ds, 4 0 0MHz) : 6 1 . 31-1. 83 (m, 1 
1H), 3. 93 (s, 3H), 3. 95 (s, 3H), 6. 56 (d, J=5. 
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12Hz, 1H), 7. 31 (d, J = 8. 5 4 H z, 3 H) , 7. 39 (d, 
J = 6. 83Hz, 4H) , 7. 49 (s, 1 H) , 7. 83 (m, 3H) , 7. 

95 (d, J = 8 . 05Hz, 3H), 8. 50 (d, J = 5. 12Hz, 1 
H) WMfrffim (ES I-MS, m/z) : 5 4 2 (M + +l) 

mnmi 125 : n- (4-7 ^-^y-j^ jp -r - {4- r (6, 7- 

i?* h*i/- 4-*; Uik) - 2 -7/l/tP7xr;i/} ^^1/7 

?l?IK©4-7 3i-;i/- 1 -^>-fc? Zu^JY (80mg) 

^bfeo 4- [ (6, 7-S>* h^>-4-=W U;b) tfdp*/] -2-!7;iotP 
T—V > (5 Omg) % h;i/^> (5ml) s — ;i/ (1ml) 

fcgL ;v (1ml) 4 - 7 1 -^>-b? 

;i/ ^ v?-*i/T±- hitm^we 2mmwb&vfc.o E.j&m&mifcvnt>titz 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 3. 93 (s, 3H) , 3. 

96 (s, 3H), 6. 67 (d, J = 5 . 12Hz, 1H), 7. 19 (m, 
1H) , 7. 4 3-7. 53 (m, 7H) , 7. 78 (d, J = 7. 81Hz, 
2H), 7. 86 (d, J = 8. 19Hz, 2H), 8. 11-8. 13 (m, 
2H), 8. 56 (d, J = 5. 37Hz, 1 H) , 11. 87 (s, 1H) , 
12. 5 7 (s, 1H) mm^)fm (ESI-MS, m/z) : 554 (M + + 
1) 

mnm 1126 :n- d, 3 -^yj^^-^-vji- 5 j^^^-jd - 

n j - {3 -^pp-4- [ (6 , 7 h^->-4-^y;;i/) 7^ 

TfJlKcDl, 3 -^>V^;t=3rV;i/- 5 --fyjl^-jl ^D7^fF (8 0mg) . 

£J3i^jtKk:^ 1 , 3-^>^^^-^y;v- 5 -ivtt*/?* 

-h£Mbfco 3-^DD-4- [ (6, 7 -^p< h^^-4 -^y'J;V) ;t 
T~ V > ( 5 Omg) £ hJl^y (5ml) s ^^7— JV (1ml) Izm 

m^^tcm, (imi) izmmz&tzi, 3-^>^;t^v;u- 5 
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1 H — NMR (DMSO-de, 400MHz) :<53. 95 (s, 3H), 3. 
96 (s, 3H) , 6. 18 (s, 2H), 6. 4 2 (d, J = 5. 12Hz, 
1 H) , 7. 08 (d, J = 8. 48Hz, 1H), 7. 43 (s, 1 H) , 7. 
50 (d, J = 8 . 78Hz, 1 H) , 7. 54 (s, 1 H) , 7. 57 (s, 
1H) , 7. 67 (d, J = 8. 29Hz, 1H), 7. 74 (d, J = 9. 0 
3Hz, 1H), 8. 19 (bs, 1H), 8. 51 (d, J = 5. 12Hz, 
1H) , 11. 4 9 (bs, 1H) , 12. 6 7 (bs, 1 H) WMfrffim (E 
SI-MS, m/z) : 5 3 8 (M + +l) 

mmmi 127 :N- (3-^pp-4- [ (6, h 4 

Uikj SJtlLl y^-M -N' - (4 -->^p^^-->;v^>^/-y;i/) g^frj^z 

HJig©4-^>^n^\^->;i/^>W F (80mg) fch;i/rc> (2 

0ml) N (1ml) *iD^.l 0 0°CT?ll^lBiD^bfco 

;£1M3^4 p^swv- 1 -^>^f>^;v^n;i/ j v?-t*/T*— h 
^IIMbfeo 3-^pp-4 - [ (6, h*->-4-*; u;i/) Jr* 

*/] T—Vy (5 Omg) £ (5ml) s J — JV (1ml) 

^•a-fe^N ^^y— ;V (lml) IzmMmtfe 4 -*/&W\3r 1 -^>-t? 

-tiDHU ^£©^£^£4 7mg, 5 4 %t?t#fe 0 
1 H — NMR (DMSO-de, 4 0 0MHz) : <? 1 . 31-1. 83 (m, 1 
1H) 3. 95 (s, 6H), 6. 41 (d, J = 4. 88Hz, 1H), 7. 
39 (d, J = 9. 27Hz, 4H) , 7. 47 (d, J = 8. 54Hz, 1 
H), 7. 73 (m, 1H), 7. 95 (d, J = 7. 56Hz, 2H), 8. 
21 (m, 1H), 8. 49 (d, J = 5. 6 1Hz, 1H), 11. 54 (s, 
1H) , 12. 74 (bs, 1H) n&fttifm (ESI-MS, m/z) : 57 
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7 (M + + 1 ) 

|gjl 128 : N — {4 — f (6, Y*is-4-*; U;t/) 

T|5lgcD4-^-^^;i/^>V^ ^y^Ti>^ K (80mg) (2 0m 

1) s mh^=-)\y (1ml) ^*DX 1 0 0°Ct? lB^m^bfeo ?»£g*b 

t#^nfc4-:^^;v- l -^>^>#;i/^;i/ ^p^-f F£fflv^!£S;:^ 
4 l -^>-t£ ;i/ v^-;^>t^— h £ln^bfco 4- 
[ (6, i-*?* Y*i/-A-*; <j;v) tf-*^] ^m;> (5 Omg) 

rc> (5ml) s (1ml) J —)V (1ml) 

>mr$r §>>'j*WDYh^7^-tj;!)iiu mmmh&m* 47m 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 0 . 8 3 -0. 8 8 (m, 4 
H) , 1. 25-1. 28 (m, 7H) , 1. 58-1. 60 (m, 3H) , 2. 
6 0 -2. 6 9 (m, 3 H) , 3. 91 (s, 3H) , 3. 96 (s, 3 H) , 
6. 57 (d, J = 5. 12Hz, 1 H) , 7. 25 (d, J = 8. 05Hz, 
1H), 7. 32-7. 42 (m, 4H) , 7. 51 (s, 1H) , 7. 58 
(s, 1H), 7. 78 (d, J = 8. 0 5Hz, 1H) , 7. 84-7. 86 
(m, 2H) , 7. 94 (d, J = 8. 05Hz, 2 H) , 8. 53 (d, J = 
5. 3 7 Hz, 1 H) mmfrffim (ESI-MS, m/z) : 5 7 2 (M + + 1) 

mmmi 1 2 9 : n- {4- r (6, h^->-4-^y ujk) a-* 

->] -N' - (3, 5 -i>*?-)l>-<>"J-( 3-*t>VT 

Wm<D3, 5-^f-M>^-f '^7^>y F (8 Omg) Iz h;i/^> (2 0 
ml), M4h?-*-)V (1ml) ^jjp^. 1 0 0 °CT- 1 BtPeWltbfeo *«£gf£ 

bf#^ttfe3, 5 -^?sn/- 1 -^>-fc?>#;i/^-;i/ ^D^^h^fflv^M 

bfco 4 - [ (6, 7-^p< h^^>-4-^y U;V) p^>] T-U > (5 0m 
g) £h;i/;n> (5ml) s x^-jl/(lml) S3$g$P£-frfc?IL 
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(lml) tS^tfcS, 5 -*?*^)]/- 1 -^>^i>^)]y^=-)V 

— hmi %tin?Lmwc 2 mmmnisfco zimm&m u# titz^ & ^ n 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 2 . 3 7 (s, 6H) , 3. 
95 (s, 3H), 3. 96 (s, 3H) , 6. 41 (d, J = 5. 37Hz, 
1 H) , 7. 29 (s, 1H) , 7. 41 (s, 1H), 7. 47 (d, J= 8 . 
7 8Hz, 1H) , 7. 53 (s, 1 H) , 7. 63 (s, 2 H) , 7. 7 1- 
7. 74 (m, 2H) , 8. 19-8. 20 (m, 1 H) , 8. 50 (d, J = 

5. 37Hz, 1H), 11. 54 (s, 1H), 12. 72 (s, 1H) St 
7>ffffi (E S I -MS, m/z) : 4 8 8 (M + + 1 ) 

mmmi 1 3 0 : n- {4- r (6, ^^^-4-*; u;m 

->1 7 31 -N' - ( 1 , 2 , 3 , 4-^ h^W FD-2 -*f VjFV Uik 

1 , 2 , 3, 4 h Fn^v^yijy (50mg) l^nn* 

;i/A (1 0ml) (DmU^^, h U ( 1 1 lmg) ^Jp^fco ^rUT 2 

B§P B m#b^^M*bfe^s 1, 2, 3, 4-^ht^W 

»;>*;i/^;v ^D7-f f« 0 ^n^ffli^iJUz^ 1 , 2, 3, 4-^ 

4- [ (6, 7-^ U;i>) ;t3^>] T-U> (5 Omg) £ 

h;nn> (5ml) s (lml) fc«P£-frfcf£ s (lm 

Dlzmm^^tcl, 2, 3, 4-rh7^^fFD-2-^V^;'J>7JMr 

»£U ^co<b^tJ^7 8mgs lR*9 4%Tt#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 2 . 81-2. 89 (m, 4 
H) , 3. 92 (s, 3H) , 3. 94 (s, 3H) , 4. 87 (m, 2 H) , 

6. 52 (d, J = 5. 12Hz, 1H), 7. 13-7. 28 (m, 4H), 

7. 3 9 -7. 4 9 (m, 4H) , 7. 73 (d, J = 8. 29Hz, 2 H) , 
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8. 49 (d, J = 5. 12Hz, 1 H) , 10. 18 (bs, 1H) , 12. 

5 1 (bs, 1 H) MAfrffim (ESI -MS, m/z) : 5 1 5 (M + + 1) 
iiil 1 3 1 : N- (3-^^P^>f;V7P/V^;i/) -N' - {4- 

[ (6, 7-^ h^->-4-^y u;i/) j-jck] zz^M ^fri^r 

r(5M<D3-^^D^>^;vrD7iy-f ;i/ ^D7^ F (80mg) SflH^iSK 

[ (6 , 7-^ h^>-4-^y u;v) ^3^] T-U > (5 Omg) § b;v 
(5ml) s ai^y— ;i/ (1ml) rc^y— ;i/ (1ml) 

n^uAmn-? h^^-f — ctDwasu mm(D4b&m*4 6mg s jr 

1 H — NMR (DMSO-d 6 , 400 MHz) : 51. 11 (m, 1H), 1. 
50-1. 76 (m, 8H), 2. 32-2. 33 (m, 2H), 2. 67-2. 

6 8 (m, 2H), 3. 95 (s, 3H), 3. 98 (s, 3H), 6. 51 
(d, J = 4. 39Hz, 1H), 6. 79 (d, J = 2. 68Hz, 1H), 

7. 39-7. 52 (m, 4H), 8. 04 (d, J = l 2. 20Hz, 1H), 

8. 52 (d, J = 5. 37Hz, 1H), 11. 58 (bs, 1H), 12. 
6 5 (b s, 1 H) MMfrffim (ESI-MS, m/z) : 4 8 0 (M + + 1 ) 

jig 1 1 3 2 : N- O-^^p^^I/T'p;^^^) -N J - {4- 
F (6, 4-*J-V U-;i/) 7xrM tttfV? 

-^m<D3-->^n^y^)]yy°n^y j]y W^JY (8 Omg) Sfflt^lK 
3 -i/^P^>^V7"P/V^/l/ 'fV^i/T^-h^ilbfeo 4- 
[ (6, 1-*J* h^>-4-^7-V'J-;V) ;t^>] T-U> (5 Omg) £ 
h;i/^> (5ml) s rc^y— ;v (1ml) fc»JIP$-&fcft N rc^/— ;v (lm 

l) fcfti^tfc 3 - s/^ p^>^7p;v>f ;i/ Jvf-Jri/TK—Y&imZ-. 

jnna-r a ^ u * d v h ^ 7 >r - tz «t t) mm u mmcDih-sw* 3 7 m gs 

jR^4 6 %T#feo 
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'H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 2 8 - 1. 3 2 (m, 1 
H) , 1. 48-1. 63 (m, 5H) , 1. 73-1. 79 (m, 3 H) , 2. 
32-2. 33 (m, 2 H) , 2. 67-2. 68 (m, 2H) , 3. 9 8 (s, 
3H) , 3. 99 (s, 3H) , 7. 3 4-7. 3 9 (m, 3H) , 7. 58 
(s, 2H), 7. 71-7. 75 (m, 2H), 8. 57 (s, 2H), 11. 

4 8 (b s, 1 H) , 1 2 . 5 4 (b s, 1 H) Hfi^UHil (ESI -MS, m 
/z) : 48 1 (M + +l) 

mnmi 133:N-{4-[(6, h^r->-4-^-±V;-;P) 3r 

7ai-;i/> -N' - [3- (2-^Jl/7irji/) 7P/V^/1/] "f-^rtf 

TUISCD3- ( 2 -M-)V7 7"D/V^ ypT*/y K (80mg) fch 

;i/ai> (2 0ml) s Mb^^--;v (1ml) %M?L 1 0 0 °CH 1 B^P^»bfeo 
^£^5feU#&tifc3- (2-^^;v^ai^;v) 7n/v^/i/ ^n^^F^ 

^fSUbfco 4- [ (6, i -v* h^r^-4 -3^v*u-;v) ;t^>] T-U 

> (5 Omg) £ h;i/Ji> (5ml) s — ;v (1ml) fc«i^i±fcf£s 

m^/— ;v (1ml) 3 - (2 -p<^;i/7ai-;i/) y'u^j^jv 

^^nn*/i/A/7t h >jgHl-§^ U^y;v^pv h?^7j— iiiDilU 

^m©-fb^-tl^4 8mg, XR^5 7%T^#feo 

1 H-NMR (DMSO-de, 400 MHz) : <5 2 . 32 (s, 3H), 2. 

5 9 -2. 6 3 (m, 2 H) , 2 . 8 9 -2. 9 4 (m, 2 H) , 3 . 9 3 ( s , 
3H), 3. 99 (s, 3H), 7. 09-7. 24 (m, 7H), 7. 38 

(s, 1H), 7. 55 (s, 1H), 7. 67 (d, J = 8. 78Hz, 2 
H) , 8 . 5 3 (s , 1 H) , 10. 0 3 (b s , 1 H) WMfrffim (E S I - 
MS, m/z) : 5 0 3 (M + + 1) 

mmm 1134 :n- {4- r (6, 7-*?* y*^-a-*; ua) ^ 

->1 -3-7/^P7i-M — N 3 - [3- ( 2 -p<»;i/7 J— ;p) rp;iy 
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TUIK©3- (2-^^7i^J1/) "7xmJ4 V*7Y*/v Y (80mg) lz h 
;Vo:> (20ml), Uih^=-)V (1ml) §M 1 0 0°C1! l^Mtfeo 
$8&£©*Lfc&;h,fc3- (2-^Jl/7xrji/) rn/v^/l^ ^P^-f F£ 
Jll^it£fc:fi£U3- ( 2 ^^;i/) 7D;V^f/V V3-*i/7*— h 
£DI«gbfco 4- [ (6, 7-$>* h^>-4-^y U;i/) - 3-7.il/ 

^P7T-ij> (50mg) £ h;i^> (5ml) s (1ml) £g 

B£&fcfe, (1ml) «JW£i*&3- (2 7° 

t#£>tifea££^ pd^/va/7^ h>Jg||1-^^U^^;i/^n^ h^^y^r — 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 3 3 (s, 3H) , 2. 
75-2. 79 (m, 2H), 2. 87-2. 91 (m, 2 H) , 3. 95 (s, 
3H) , 3. 96 (s, 3H) , 6. 51 (d, J = 5. 12Hz, 1H), 7. 
11-7. 16 (m, 5H), 7. 42 (s, 1H), 7. 48-7. 57 (m, 
2 H) , 8. 04 (d, J=14. 63Hz, 1H) , 8. 51 (d, J = 5 . 
37Hz, 1H), 11. 64 (s, 1H), 12. 62 (bs, 1H) Sl^ 
tfm (E S I -MS, m/z) : 5 2 0 (M + + 1) 

Hi 1 1 3 5 : N- {4 - r ( 6 , h*^- 4-*S U Jt* 

7x- m -N' - [3- (^»;^;i/7i_;v) :rp^y-f;i/i ^frp 

T_ 

TfJMgcD 3 — (^^;p^;i/^ac-;i/) yu^j^jl 7D7-f F (80mg) £ 

£!Mbfco 4- [ (6, 7-S>* b^^-4-^y U;i/) ;t^>] 7-'J> 
(5 Omg) § h;bx> (5ml) s J — Jl (1ml) IzmMZ "£fzW:s 

;v (1ml) 3 - (^;^;v7i-jv) 7 s d/v^;v -y 

mmcD^m^: 4 lmgs W5 6%T#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 52. 05 (s, 3 H) , 2. 
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7 3 -2. 82 (m, 4H) , 4. 02 (s, 3H) , 4. 04 (s, 3H) , 
6. 84 (m, 1 H) , 7. 35 (d, J = 7. 32Hz, 1H), 7. 45 
(d, J = 7. 32Hz, 1H), 7. 53 (s, 1H), 7. 73 (s, 1 
H) , 7. 8 6 -7. 9 0 (m, 4H) , 8. 79 (d, J = 5. 13Hz, 1 
H) ii^lfKESI-MS.m/z) :4 5 8 (M + +1) 

mmmi 1 3 6 : n- \a - (^pp^^) ^>v^;i/i n 3 - {4- 

[ ( 6 , h3r->-4-^ry Ujk) T^fr 1^7 

rUflR©4- (^DP^f;V) - 1 >*;i/^n;i/ ^D7^ F (80m 

g) ^fflt>^l3^v^4- (^PP^fji/) - 1 -^>-k*>?!j;i/7}f-;i/ >fy^- 
— h£fl^bfco 4- [ (6, 7-^ h^Sy-4-^y U;P) ^3=- 
U > ( 5 0 mg) § h;i/3^> ( 5ml ) N cc^y — ;i/ (1ml) 
Ji^y— ;V (1ml) lzmm^^fz4- (^PP^fil/) -l-^> 
■If >*)Vtf=.)V << V^-^^T^-h^Jn^^T»2B#P^«#bfeo 

-f — J; t>fff§sb s mM(Dih^^ 5 4mg N lR^6 3%-et#feo 
1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 98 (s, 3 H) , 4. 
00 (s, 3H), 4. 44 (s, 2H), 6. 72 (d, J = 5. 86Hz, 
1H), 7. 40 (d, J = 8. 54Hz, 2H), 7. 47 (s, 1H), 7. 
5 8 -7. 6 3 (m, 3H) , 7. 8 8 -7. 8 9 (m, 2 H) , 8. 03 (d, 
J = 8. 29Hz, 2H), 8. 67 (d, J = 5. 61Hz, 1H), 11. 
68 (bs, 1H),12. 62 (bs, 1H) WMfrmM (E S I -MS, m 
/z) : 5 0 8 (M + + 1) 
mffi,Ml 137 :N- {3-^pp-4- [ (6, 1-*J* ]>^>-4-^y 

Uikj a-3^>] -n ; - F4- (^pp^fji/) ^>w;i/] ^-^-^ 

1/7 

TU|£©4- (^PD^fjl/) - 1 -^>^f>*;i/^-;i/ ^D7^fF (8 0m 
g) £J£u;£it£fc:t£iA4 - (^np^fji/) - l -^>-if -fv^ 
-frisT^— b^H^bfco 3-^DP-4- [ (6, 7-^ hdr^-4-^f-y 
U;i/) ^-^r^>] 7- U > ( 5 0 mg) § h;i/^> (5 ml) s J — JV ( 1 m 
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i) temmz&fa'&s (lmi) izmm^^tzA- (^0^^) 

Yh^77^f-(aDIiU l!M<mbl^l£5 2mg s JR*6 3%^#feo 
1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 9 (s, 3H) , 4. 
00 (s, 3H) , 4. 45 (s, 2H), 6. 62 (d, J = 5. 8 5 Hz, 
1H) , 7. 48 (s, 1H) , 7. 57-7. 65 (m, 4H) , 7. 82 
(m, 1H) , 8. 03 (d, J = 7. 47Hz, 2 H) , 8. 25 (m, 1 
H) , 8. 66 (d, J = 5. 86Hz, 1H) , 11. 77 (bs, 1 H) , 
12. 62 (bs, 1H) Mmft-mm (ESI-MS, m/z) : 5 4 3 (M + + 
1) 

mmmi 138 :N- 14- [ (6, 7-^ h*is-4-3-J-VV-)i) # 
jp->] y^-)V\ -N J - [2- (2 -*?-)]/7^J =>r->) 

x$WL<D2- (2 Tlz3-v ZTl'V Y (80mg) \Z. h)V 

^> (20mi) s ^b^^-;u dmi) ^mx ioo °ct i mmmmvtzo 

ffll^]$U;:^2- (2-*3-)]s7 3LS*is) ; jfr V3^>T*— h 
^fi^bfeo 4- [ (6, 1-*J* h^>-4-^;>J-;i/) *-=^>] 7-'J 
> ( 5 Omg) £ h;i/^> (5ml) s rn^y— ;]/ (1ml) IzmM^^fz^ 
(1ml) izmm^^fz2~ (2 

4 v^*isT*-h%mz.mux*2mmwtWLtzo ^mm^mm\.m^fitzm^ 

il©ft^3 7mg, W4 4%«o 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 2 (s, 3H) , 3. 
96 (s, 3H), 3. 98 (s, 3H), 4. 44 (s, 2H), 6. 62 
(d, J = 8. 78Hz, 2H), 6. 80-6. 93 (m, 5H), 7. 11 
-7. 16 (m, 2H), 7. 35 (s, 1H), 7. 39 (bs, 1H), 7. 
52 (s, 1H), 8. 51 (s, 1H) WMfrffim (ESI-MS, m/z) 
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: 5 0 5 (M + + 1 ) 

mmmi 1 3 9 : N- {4- r (6 , ^->-4-WJ-Jl/) * 

7^~M -N ? - (4-7 *=U]/7# J 4 JV) ^fVT 
T$m(D4-7 ^-ji^t? 7 4 T*svY (80mg) lzh)l^> (2 0m 

i) s ^b^^j--;i/ (imi) i o o°c-e immmmhfzo mmzm^L 

$74)], ^V^^-^r^-h^lH^bfeo 4- [(6, 7-^h=^>-4- 
3cj-^\)-)\s). Jr**/] 7-V> (5 Omg) £ h;i/;n> (5ml) ^ ^^7 — 
;i/ (1ml) lzmmmtfc&, x.#7-))s (1ml) £«P£-^fc4 -7 ^-JV 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 1. 8 5 - 1. 9 3 (m, 3 

H) , 2. 59-2. 68 (m, 3 H) , 3. 98 (s, 3H), 3. 99 (s, 
3H) , 6. 76 (d, J = 8. 78Hz, 1 H) , 7. 19-7. 36 (m, 
6H) , 7. 39 (s, 1H) , 7. 57 (s, 1H), 7. 73 (d, J = 8. 
78Hz, 2H) , 8. 57 (s, 1H) , 11. 49 (s, 1 H) , 12. 5 

i (s, ih) m&mffm (es i-ms, m/z) : 5 0 3 (m + +d 

mMMl 1 4 0 : N- {4 - [ (6 , f^>-4-WJ-;V) 
dp->] 7 -N-m^^-N' - (4 -7x- )]s7*<77 ^ 3-%t>V7 

TfJlMcD 4-7 jL-jvy^ 7 4 y 7 Tt/vY (8 Omg) \z h;i/ji> (20m 

I) s ±^fb^-;i/ (imi) §ip^ l o o°c-t? m#p^»bfeo il^gst 

^y-f;i/ ^ V3^>T*-h£gi3lbfco N- {4 - [ (6, h*t/ 
-4-^y;;i/) ^-^p^>] 7^-M -n-^ji7^> (5 0mg) £ h;i/^ 

> (5ml) s (1ml) ;v (1ml) id 

^t¥£« 4-7 ^-)\s7~$ J j )\/ -fVWT^-h ^jJO^^T 2 R$|tS$ 

n bfeo S^§vl^bt#^.tifeB^^^DD^;i/A/T-te h >jgns-r^> u # 
y;i/^n^ hV^7 ^-IzX DfitMU il^>fb-£rtJ£ 4 5 mg, 1&^5 6%T 
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1 H — NMR (DMSO-de,, 400 MHz) : 6 1 . 15-1. 19 (m, 3 
H) , 1. 5 2 (m, 2H), 2. 04-2. 09 (m, 2H) , 2. 21-2. 
33 (m, 2H) , 3. 85 (s, 3H) , 3. 94 (s, 3H), 4. 21 
(bs, 1H), 6. 40 (d, J = 5. 12Hz, 1H) , 7. 08-7. 4 
0 (m, 12H) , 8. 33 (d, J = 4. 88Hz, 1 H) , 10. 48 (b 
s, 1 H) m&^ffU (ESI-MS, m/z) : 5 3 0 (M + H- 1) 

mmm 1 1 4 1 : n- {4- [ (6, 7-^ h^->-4-^-j-^v=.jv) * 

jpsy] -n' - [3- (2-^ h*->7^—)V) ^^r 

rUIR©3- ( 2 h%->7 yxmjjyZ 7^>yh* (80mg) 

fch;i/m> (2 0ml) , ^b^^-;i/ (1ml) 1 0 0 °CT 1 BtF^nil& 

bfco ^&^*M#e,^ifc4-y ^.-)Vy^j^)]y Zu^J Yttm^IzM^ 
fi£^3- (2 h3^!7^n;i/) 7d;V^/1/ y^S'T'* — h b 
fco 4- [ (6, h^^>-4-^^-V"U-;i/) ;t^>] T— V > (5 0 

mg) £ h;i^> (5ml) s )\y (1ml) IzmM^^rfz^ J — 

?v (imi) izmm^^tc3- ( 2 h*^?*--^) yv^s^ni ^v?- 

1 H — NMR (DMSO-de, 400 MHz) : £ 2 . 73-2. 7 7' (m, 2 
H) , 2. 85-2. 89 (m, 2H) , 3. 92 (s, 3H) , 3. 98 (s, 
3H) , 3. 99 (s, 3H) , 6. 87-6. 91 (m, 2H) , 6. 97 
(d, J = 8. 29Hz, 1H) , 7. 17-7. 23 (m, 1 H) , 7. 36 
(d, J = 8. 78Hz, 2H), 7. 39 (s, 1H), 7. 5 7 (s, 1 
H), 7. 73 (d, J = 8. 78Hz, 2H), 8. 57 (s, 1H), 11. 
51 (bs, 1H) , 12. 52 (bs, 1H) JfM^ffi (E S I -MS, m 
/z) : 5 1 9 (M + + 1) 

mmm 1 1 4 2 : n- {4- r (6, 7 h 5-^-4-*; u;i/) ^ 
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$/] 7zcn;i/> -N-rc^;i/-N 3 - [3- (2 h^-jyy^-jl) -yxi)\J 

rfJ|£<£>3- (2-^f^7i^Jl/) rn/V-f-]/^ 7^>^F (80mg) 
13 (20ml) s i&lh^Jr-JV (1ml) 1 0 0 °CT 1 BtHM 

feo N- {4- [ (6, Y*t/-4-*J U;i/) 2|-^>] 7x-;i/} - 

N-3i^;VT^ > (5 Omg) £ h;i/3i> (5ml) s ^^7 — J]y (1ml) {3 
mmZ&fcWis (lml) lzmmis^fc3 - (2-*Y**s7*.- 

)V) 7D/v-Y;i/ v?^>:p*- h^p^^U-?! 2B#p B m#bfeo 

y^-iz^iommLs mm<D<ib'&m% 4 4mg, i»5 2%-ef#& 0 

1 H — NMR (DMSO-ds, 4 0 0MHz) :fil. 19-1. 18 (m, 3 
H) , 2. 32 (m, 2H) , 2. 5 2 -2. 5 4 (m, 2H) , 3. 72 (s, 
3H), 3. 93 (s, 3H), 3. 97 (s, 3H), 6. 51 (d, J = 5. 
37Hz, 1H), 6. 82-6. 85 (m, 1H), 6. 91 (d, J = 7 . 
56Hz, 1H) , 6. 9 5 - 6. 9 9 (m, 1 H) , 7. 00-7. 19 (m, 
7 H) , 7. 42 (s, 1 H) , 7. 53 (s, 1H), 8. 42 (bs, 1 
H) , 10. 4 9 (s, 1 H) maftffim (ES I -MS, m/z) : 5 4 6 
(M + + 1) 

1111 14 3 : N- 14- [ (6, 7-^h^-4-^'J^) 

->] 7 -N-j^^-;i/-N J - [ (2 -7 3i^;v->^prpbvi/) 

ifjlgcD 2 1 - ^^D7D/i>i;H-Jl/ ^D7-f F (8 0m 
g) ^m^X^m^2-y^-)]y-i-^^vy'xjny±iji^-jv <iV3-it 
1/7*— h^DS^bfeo N- {4 - [ (6, 7-$>* h^->>-4-^y U;i/) 
7rc-;i^} -N-^^;i/T^ > ( 5 Omg) £ h;i/^> (5ml) s 
(lml) fc$g#P£-&fc& N ^^y— )]/ (lml) lzmm£ J &fr2 -7 
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jb^i/^o t h^?7-f— fcJ:t)iBIS4u ^SOft^43mgs i&*5 3% 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 1 . 60-1. 19 (m, 3 
H) , 1. 2 3 (m, 2H) , 1. 9 1 (m, 2H) , 1. 9 1 (bs, 2H) , 
3. 91 (s, 3H) , 3. 95 (s, 3H), 4. 21 (m, 2H) , 6. 4 
6 (d, J=5. 12Hz, 1H) , 7. 03 (d, J = 7. 56Hz, 2H), 
7. 15-7. 33 (m, 5H) , 7. 42 (s, 1 H) , 7. 50 (s, 1 
H) , 8. 45 (d, J = 5. 37Hz, 1H), 10. 78 (s 5 1H) 11 
^#fi (ESI-MS, m/z) : 5 2 8 (M + +l) 

gjj 1144 :N- [2 - (2-^PP7iy»-» 7°n^J4)ll — N 3 
- 14- [ (6, 7-S?p* h^r->-4-^^-V^U-;i,) 7i-M 

rfJflE©2- (2-^Dn7x;^^» Tunj^vtf r^y K (8 0mg) 
tz h;i/^c> (2 0ml) s mhtt-Jls (1ml) 1 0 0W1B#|I§M 

bfco *&&e*M*&ftfc 2 - (2-^DD7x/dp^) T'D/V'f;!/ 

^-f K£ffll^i$U3#£^ 2 - (2 -7PD7X7 ^>) rD/V^^ ^Vft 

S/T*— FMlfeo 4- [ (6, h*i'-4-*j"JV-j] / ) 
£/] U > (5 Omg) § h;i/:x> (5ml) „ J — ;i> (1ml) 
^•arfef^s J—)]s (1ml) izmm^^tc2- (2-^DD7x7^» 7° 

1 H — NMR (DMSO-de, 4 0 0MHz) : 51. 61 (d, J=6. 59 
Hz, 3H), 3. 93 (s, 3H), 3. 98 (s, 3H), 5. 21-5. 
2 2 (m, 1 H) , 6. 9 9 - 7. 0 5 (m, 2 H) , 7. 3 2 -7. 3 5 (m, 
3H), 7. 38 (s, 1H), 7. 47 (d, J = 8. 05Hz, 1H), 7. 
70-7. 74 (m, 3 H) , 8. 55 (s, 1H), 11. 65 (bs, 1 
H) , 12. 0 9 (b s, 1 H) ttftmm (ESI -MS, m/z) : 540 
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(M + + 1) 

mmmil 4 5 : N- (l, 3-^>y"^^y— ^-s-^;)/^;^-;^) 

-N' - f4 - f (6, 7-^^ hjp>>-4-^.y #j£^J -3- 7 ;i,^- 

M©1, 3 -^>v*^3rV— ;u-5-*;i/4?— ;i/ ^n7^F (80m 

^7*— h*MEbfco 4 - [ (6, 7-S>* b^>-4-^y tf;i/) 

- 3 -^;i/^-D-T— U > (50mg) £ h;vai> (5ml) s S— JV ( 1 

ml) fcjg»**fc«s (1ml) 1 , 3 - OV^t 

KJfc*&»b»£ftfca«*%* nn^A/7t h i/mMt**/ U £ d 
vh^^7>f— fc:«tf33RiaSU S^0fb^6 2mg^ W7 5%T»t#fco 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 5 (s, 3 H) , 3. 
96 (s, 3H), 6. 18 (s, 2H), 6. 52 (d, J = 4. 88Hz, 
1H) , 7. 09 (d, J=8. 30Hz, 1 H) , 7. 43 (s, 1 H) , 7. 
4 9 — 7. 61 (m, 4H) , 7. 67 (d, J = 1 . 8 7H z, J = 7. 29 
Hz, 1H), 8. 08 (d, J=ll. 22Hz, 1H), 8. 52 (d, J 
= 5. 16Hz, 1H), 11. 49 (bs, 1H), 12. 72 (bs, 1 
H) WMfrtirm (E S I -MS, m/z) : 5 2 2 (M + + 1) 

mmmi 1 4 6 : n- {4- c (6, i-v* y^-a-^j u;v) 

->1 7x-M -N J - [ ( 5 2 
T 

i^fo® 5 2 y fry is y h* (80mg) t3 
(2 0ml) s mt?-Jr-)l (1ml) 1 0 0°Ct»l«ib 

fee $S8S£©Sb»e>;Hfc5 2 -ft7i>A;i/^ ^D7^ K 

£lttbfco 4- [(6, 7-^ h^>-4- + yj/l/) ^=^>] T— V > 
(5 O.mg) * h;i^> (5ml) N ^^y— ;V (1ml) fc$&SP£*;fcgU ^ 
^y— ;v (1ml) t*jS¥^*frfe 5 2 -nr7 ^yti^-ji j y 
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«GDflj£4*l* 42mg, J&tfs 5 2 %Tl#fe Q 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 2 . 51 (s, 3H) , 4. 
01 (s, 6H) , 6. 78-6. 82 (m, 1H) , 6. 96 (s, 1H), 
6. 99 (s, 1H) , 7. 53-7. 65 (m, 3H), 7. 91 (d, J = 
3. 42Hz, 1 H) , 8. 14 (d, J=10. 98Hz, 1 H) , 8. 24 
(d, J = 3. 42Hz, 1H), 8. 71 (d, J = 5. 86Hz, 1H), 
11. 6 6 (b s, 1 H) , 12. 62 (b s, 1 H) (E S I-M 

S, m/z) : 4 8 0 (M + + 1 ) 

lijj 147 :N- {3 -^PP-4- [ (6, 7-*?* h*^-4-*; 
Ujkj &*E$zl 7xnM -N' - (2-7 ^-JlTt^Jl) ^uUT 

rU|^©2-7 i^x^ y j ;i/ ^D7^f F (80mg) SJH^SKfc:^ 2 

[ (6, 7-^p< h^^-4-^y U;i/) ;t3^>] T— U> (5 Omg) % h;i/ 
^> (5ml) s (1ml) izmmmtfzm, ^$;—)\, (1ml) 

t mm ^^tz2-y zn;i/x^ j ^ jv <iv?-^^T^—Y?£i$\7L mu-z 2 m n 

3fj^l/^D?h^77^-ti:[)IIU aM©fl:i§rtJ£4 lmg^ W5 3% 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 8 8 (s, 2 H) , 3. 

94 (s, 3H), 3. 96 (s, 3H), 6. 41 (d, J = 5. 12Hz, 

1H), 7. 29-7. 36 (m, 5H), 7. 42 (s, 1H), 7. 46 
(d, J = 8. 78Hz, 1H) , 7. 52 (s, 1 H) , 7. 66-7. 69 
(m, 1H), 8. 11-8. 14 (m, 1H), 8. 51 (d, J = 5. 12 

Hz, 1H), 11. 82 (s, 1H), 12. 44 (s, 1H) MMfrffim 
(E S I -MS, m/z) : 5 0 8 (M + + 1) 

jitl 1 4 8 : N- {4 - r (6, 7 -V* h 4 V U # 

jp>>] -N J - ( 2 -7 x_;i/y-fe^-;i/) ^-frfVT 
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Tf5|K6D2-7ai-;^^y-f;i/ ^D7^F (8 Omg) £ffll^l£k:^2 
-7 J j V^-^r^T^— h^filibfeo 4- [ (6, 7-^p< 

U— ^3f->>] T^U> (5 Omg) £ (5m 
1) s (1ml) fc:}gP£-Srfc^ :c#y-;i, (1ml) IzmMZit 

tz 2-7irjpx^;^;i/ ^ v^^-^>t^— h%ijnz.mu-e 2mmmnLfa 0 

'H-NMR (DMSO-d 6) 4 0 0MHz) : 6 3 . 6 6 (s, 2 H) , 3. 
97 (s, 3H) , 3. 99 (s, 3H), 7. 23-7. 34 (m, 10 H) , 
7. 55 (s, 1H), 7. 69 (d, J = 9. 03Hz, 1H), 8. 53 
(s, 1H) , 10. 28 (s, 1H) m.m.mfxiU (ESI-MS^/z) : 
4 7 5 (M + + 1 ) 

mmmi 1 4 9 : n- \a - r (6, 7-*?* h*i/-4-*; u;i/) 
mm(D2-7 ; j )]s t7u^4\* (8 omg) %m^xmzm^2 

-•7 ^-)V=c& ; 4)V ^V3-3r->T*~b%:mmisfzo N- {4- [ (6, 7 

-£M h=^-4-3-y u;i/) #3^] y^—jv} -n-^jvt^> (5 0m 

g) (5 ml) \ :x^y— ;b (1ml) izmffigitfrm^ ^ J —)\, 

(imi) izmm^^2-y j ^ )\y -tv^-jri'T^—y&miL'm. 
ii-r^^u^^;i/<7D^ b^77^-t,tf)iiu ^n©^tj§3 8mg, 

UW4 8%Tt#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) :61. 13-1. 19 (m, 3 
H) , 3. 44 (bs, 2H) , 3. 94 (s, 3H) , 3. 96 (s, 3H), 
4. 19 (bs, 2H) , 6. 55 (d, J = 5. 37Hz, 1H) , 7. 06 
-7. 11 (m, 3H) , 7. 19-7. 34 (m, 6H) , 7. 42 (s, 1 
H) , 7. 47 (s, 1H) , 8. 53 (d, J = 5. 1 2 Hz, 1H) , 10. 
7 4 (s , 1 H) WMftffim (ESI -MS, m/z) : 5 0 2 (M + + 1 ) 
liil 1 5 0 : N- {4- [ (6, 7-^p< h ^->- 4 -J V -J]y) * 
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jp->] r7xn;t/} -2- : EJV7t l J;7-'J> 

3 -z? — 4 - - I^D7i;-^ (3 0 0mg) s ; E/l/7t'J> (8 0 0 
jKK3b;i/^*>A (50mg) §^^1/^A7U* (3ml) fcin^. 

-4-- hn7x7-j^4 0 Omgs 4 %T"f#fco tifc 3 -^l^ 

-3- y _ 4 _- ^7x7-/1/ (4 0 0mg) §^^fJl/*;i/A7^ F (3m 
1) fciox., 7j<gHb^^A-£-^> (1 1 Omg) s 7km%M 4 

D^l/A/T-fe h ymFMT&is V -tiffr? w h^77^-td:DiSU 4- 
7^;-3- : E;i/7t l J77iy-;i/^2 9 6mgs 8 5%tt#fc 0 f#£>ti 

fe4-7^^y-3 - 7t'J;7i; —JV (2 9 6mg) s 4-7PD-6, 
7 h^^^^-y; > (4 7 9mg), y h ^^^Pr >^n>? A 
7dy^ F (2 44mg) ^^^;i/^^;V-7- h > (10ml) IzmBiZ&fco ^ 
^^7Km-ihi~ h'J^A (47 9mg) £^£-fr7c7kig$[ (10ml) ^jJDx. 8 

o o ct'4^iiffbfeo M^^Tk^ip^^ii^ttmbs mmhtco mztifc 

1U »f^«3 9 6mgs lR*6 8%Tt#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 5 9-3. 6 1 (m, 4 
H), 3. 76-3. 81 (m, 4H), 3. 92 (s, 3 H) , 3. 93 (s, 
3H) , 7. 16 (s, 2H) , 7. 23 (s, 2H), 8. 52 (s, 2H) 
MMfrffim (E S I -MS, m/z) : 3 8 3 (M + +l) 
IfeEfcff'Jl 1 5 1 : N- {4 - [ (6, 7-^ h ^r->- 4 -^P7"^ U ~;i/) ^~ 

^1 -2- : &;v7t'J7 7x-;i/} -n ? - ( 2 -^^;i/^>W;i/) 

N- {4- [ ( 6 3 7 -^p< h^>-4-3^\/>J-;i,) 
-2-^l/7t'J77^'J> (5 Omg) § h;i/^> (5ml) s 
(lml) izmm^^fzm, ^U(D2-^^)V- l-^>^iyii)^-)V -i V 

5^>r*-h (50^1) ^Aax^T2^p e m#bfeo mm&m&Xs&t* 
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1 H — NMR (DMSO-de, 400 MHz) : 6 2 . 50 (s, 3 H) , 2. 
88-2. 91 (m, 4H) , 3. 79-3. 81 (m, 4H) , 3. 98 (s, 
3H), 3. 99 (s, 3H), 7. 14 (d, J=l 1. 22Hz, 1H), 
7. 18 (s, 1H), 7. 33 (d, J = 9. 76Hz, 2H) , 7. 40 

(s, 1 H) , 7. 45 ( t , J = 7 . 4 0 H z , 1H), 7. 54 (d, J = 
7. 56Hz, 1H), 7. 57 (s, 1H) , 7. 59 (s, 1H), 8. 6 
7 (d, J=12. 93Hz, 1H) , 11. 76 (s, 1H), 13. 09 

(s , 1 H) m.m.mfxm. (ESI-MS, m/z) : 5 6 0 (M + + 1) 

mmmi 1 5 2 : n- f4- [ (6 , 7-*?* ^^^-4-^-^ u^k) 

7ji-;i.> -N' - (3 -b°'J jy-tf-)],) 3-Jrt?\sT 
Trim(D3-wz?>-}j;itf-j\s tu^^Y (80mg) %)%^XMteVtu 3 
-t*u hSUMLfco 4- [ (6, 7-5^ 

4 -^y U;P) ;fr^>] 7-'J> (5 Omg) § h;i/^> (5ml) N 
(lml) {c^^-tirfem. ;i/ (1ml) fz^fp^-frfc 3 - 

DfSIU ^jS©fl:i^£8 3mg, iRsfs 6 4 %T:?#fco 

'H — NMR (CDCla, 400MHz) : 3 . 95 (s, 3 H) , 4. 06 

(s, 3H) , 6. 57 (d, J = 5. 12Hz, 1H), 7. 24-7. 27 

(m, 3H) , 7. 45 (s, 1 H) , 7. 51-7. 54 (m, 2H) , 7. 

82 (d, J = 6. 83Hz, 2H), 8. 21-8. 24 (m, 1H), 8. 

53 (d, J = 5. 12Hz, 1H), 8. 89-8. 91 (m, 1H), 9. 

18 (d, J = 2. 44Hz, 1H), 9. 22 (bs, 1H) Jti^Jffit (E 

S I -MS, m/z) : 4 6 1 (M + + 1 ) 

mmm 1 1 5 3 : n- {4- r (6 , 7-^ u;i/) 

->1 y^-jy} -N J - T4- (^;i/7t'Jy^^) 3-*t>\sT 
Tf5|S© 4 - ^D^^^K >^-fy^ 7i/^F ( 3 0 0 m g ) %T-kb-h 
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U;i/ (1 0ml) £.mm$^ mWtiJVtJ* (3 Omg) „ ^)V7*V> (l 3 

h^lffco a^fcp<^y-;i/ (lmi), zK ( 1 5 o jml) s 7k 

m^hiJV^A (1 5mg) SJDitlfiFS6 0"CT?JD»bfco KJfc»T«*iK* 

> (2 0ml) \ mM^X-fr (1ml) §^JP^ 1 0 0°C"C 1 K?ffliP»bfco i§ 
&£@SUS£>ftfc4 - (t/V7t'J7^^) - 1 ^ 

D^-f H£ffl^;£itU;r|£^4- (^1/7^^^^) - 1 

)\/ 4 VttisT*— h^m^htzo 4- [ (6, 7-^h*S/-4-#yiJ 

;i/) ^-^r->] U > ( 5 Omg) £ h;v:n> (5 ml) N J — )V ( 1 m 

i) temmz&tzGk, (imi) izmm^^tz4- (w*'j7^ 

^;i/) - l -^>-t?>£;i/^-;i/ v9^>t*— h^injiMMT* 2R$lia&t# 

1 H — NMR (CDC la, 400 MHz) : 52. 47 (s, 4H) , 3. 59 
(s, 2H) , 3. 7 2 -3. 7 5 (m, 4H) , 4. 07 (s, 3 H) , 4. 

08 (s, 3H) , 7. 27 (s, 2H), 7. 32-7. 34 (m, 3H), 

7. 53-7. 56 (m, 3H), 7. 85-7. 88 (m, 4H), 8. 64 
(s, 1H) , 9. 12 (s, 1H) m.m.mfxm (ESI-MS, m/z) : 5 

5 9 (M + + 1 ) 

liil 154 :N- {4- [ (6, 7-^ fc 4 U _;t/) a- 

7nM -n j - [ (6-^^-3-^';^;!/) 7j;t/^-;t/] ^fr- 

Tf5|g© 6 -p<^;i/-3^- y ^7 TS/y]* (8 Omg) (3h;i/ai> (20m 
1) s m^^=-)\y (1ml) &flD*100°CTTllim&D*ftbfco js«*e*b 

#^tife6-^^;v-3-tru^>*;i/^-;v ^d5^ FSffli^SRfc:^ 6 
-^^;v-3-t:u^>7j;i/^-;i, -fv^^7^-frilbh 4- 
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[ (6, 1-*?* h*is-4-*±V U-;i^)>^^>] T-V> (5 Offlg) £ 
h;V^> (5ml) \ (1ml) £.mm$-&i£&s (lm 

1) lzmm^^fz6-^^J]/-3-\fVi>>iJJ^—JV >fVftm-h* 

h >IHt4 'J h ^7 7 >f - Ci t)»»U M<ZMb-&$i£ 7 1 

mg N jk*8 9 %-nmtzo 

1 H — NMR (CDC 1 3 , 400MHz) : 6 2. 58 (s, 3 H) , 3. 97 
(s, 3H) , 3. 99 (s, 3H) , 7. 3 7-7. 4 0 (m, 3H) , 7. 
46 (d, J = 8. 29Hz, 1H) , 7. 58 (s, 1 H) , 7. 79 (d, 
J = 8. 78Hz, 2H) , 8. 26 (dd, J = 2. 44Hz, J = 8. 05 
Hz, 1H), 8. 59 (s, 1H), 9. 00 (d, J = 2. 19Hz, 1 

H) , 11. 8 2 (bs, 1H) , 12. 5 2 (bs, 1H) ft*##Hi (ES 
I -MS, m/z) : 4 7 6 (M + + 1) 

lijl 155 :N- {4 - [ (6, 7 -i?* h*is- 4 —)),) * 
Jp^] 7xrM -N' - (4-¥VP)]s±))l7F=.)]s) ±£jyUT 

rfJlK© 4 - t° U ^D7-f F (80mg) ^/Sl^HKt^ 4 

-tfu^>*;i/^;i/ ^v^>7^-f§iiifc 0 4- [ (6, 7-^* 

h^^>-4-^^V*U-;i/) T— U > (50mg) £ (5m 

I) s rc^y— ;i/ (1ml) fc»jSP$-&fc« N (1ml) 

fc 4 - 1* u ^>7^;i/^-;i/ V7^>t*— h fcin^M-e 2 utnatt^bfeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3 H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3H), 7. 58 (s, 1H), 
7. 79 (d, J = 8. 78Hz, 2H), 7. 87 (d, J = 6. 09Hz, 
2H), 8. 58 (s, 1H), 8. 7 9 (d, J = 6. 09Hz, 2H), 1 
1. 89 (bs, 1H), 12. 34 (bs, 1H) Kfi##Hit (E S I -MS, 
m/z) : 4 6 2 (M + + 1 ) 
lijl 156 :N- {4- [ (6, 7-^^ h 4 - 2 U ^2k) £ 
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dr->1 7i-M -N' - ( 2 U 

r(5-M©2 - try ^>^j;i/^n;v ^P^-f K (80mg) Sfli^&lKfc:^ 2 
-lfU^>*;i/si?— ;i/ -Y V^-S/T**— h&MEbfco 4- [ (6, 7-5>* 
h^^-4-^^-V p U-;i') #^>] T-U> (5 Omg) £ h;i/^> (5m 
1)^ x^;-;Klml) (1ml) fcgpjB^f* 

it 2 -t* >j^>#;]/^-;i/ -Y v^-a-^*— h*ip^S*c2Kpffl»#bfco 

'H-NMR (DMSO-de, 4 0 0MHz) :53. 98 (s, 3H) , 3. 
99 (s, 3H) , 7. 3 9-7. 4 2 (m, 3 H) , 7. 58 (s, 1 H) , 
7 . 8 1-7. 84 (m, 3 H) , 8. 16-8. 20 (m, 1H) , 8. 28 
(d, J = 7. 56Hz, 1H) , 8. 58 (s, 1H), 8. 82 (d s J = 
4. 64Hz, 1H) , 10. 85 (bs, 1 H) , 12. 18 (bs, 1H) 
mmfrffim (E S I -MS, m/z) : 4 6 2 (M + +l) 

$mmi 1 57 :n- 14- r (6, 7-*s* v - 4 v -jd # 

jf^J 7x-M -N' - [2- (h'j7MP^^V) ^>yV;H ^a-fri^ 

(8 Omg) &JBV»:fcitKfc:^2- (b'j7;i/tn^^) 

^V^^T^— h^HSfbfco 4- [ (6, 7-^h^>-4-=¥ 
^y*>J -;v) ^-3f-^>] t- U > (5 Omg) £ h;i/x.> (5ml) s az^y— ;v 

(lml) tii^ffet^ m^y— ;i/ (1ml) £«P£-£fc2- (hU7/V 
#n^;i/) - l -^<>-t2>^;i/^-;i/ -Y V^-Hr*/?^— h ^jJP^^Ut? 2 B# 
M#bfeo M^^^bftfetLfca^^^nn^^A/T-te h>Jg^lT^> 
>J*y/l/^PYf^7 7^-tJ;DIiU it^<7>fbl%tj£4 9 mg s 4X^5 6 

1 H-NMR (DMSO-de, 4 0 0MHz) : 53. 99 (s, 3H) , 4. 

02 (s, 3H) , 7. 38-7. 40 (m 5 2H) , 7. 59 (s, 1H), 
7. 76-7. 88 (m, 7H) , 8. 58 (s, 1 H) , 12. 14 (bs, 
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1 H) , 12. 29 (b s, 1 H) K*#*HS (E S I -MS, m/z) : 5 2 
9 (M + +l) 

mmmi 1 5 8 ; n- o, 5-^pp^>w;i/) -n ? - {4- r (6, 

*I®3 S 5 -^PD~ 1 -^>-b? >*;i/^-;i/ ^D7^f K (8 Omg) 
%m^jCffllte$£\,^3 , 5-^^DD-l-^>€>7JM-;i/ -TV^^T^ 
-h£!Mbfco 4-[(6, 7-^ h^>-4-^i'J-;i/) ;t^>] T 
— U > (50mg) £ h;vrc> (5ml) N — ;i/ (1ml) fc^¥£-fe?:& 

ft, (1ml) fc«ffc3 3 5 -^^nD-l-^>*M 

fel$§^nn^A/7t h>Jg|§T3^U£y;P^P^ h^77-f-{:«t D 

'H-NMR (DMSO-de, 400 MHz) :53. 98 (s 5 3H) , 3. 
99 (s, 3H) , 7. 37-7. 40 (m, 4H) , 7. 58 (s, 1 H) , 
7. 67 (bs, 1H) , 7. 76-7. 81 (m, 1H) , 7. 88 (s, 1 
H) , 7. 94 (s , 1 H) , 8. 00 ( s , 1 H) , 8. 17 (bs, 1H), 
8 . 5 8 (b s , 1 H) m.mmfxm. (ESI-MS, m/z) : 5 3 0 (M + + 
1) 

mmmi 159 : n- {2-^pp-4- r (6, v*^- 

U;V) ttts] y^—M -N J - (3, 

TUIKCD3, 5 -^^PP- 1 ^D7^ F (80mg) 

£JBt/v£i&Kfc:fi£^3, 5 -y* P P- 1 -^<>-t? ;i/ ^fVft^T^ 

-h^SS^bfeo 2-^PP-4- [ (6, h**s-4-*J U;i/) * 

ici/-\ 7-'J > (5 Omg) § (5ml) s ai^y— ;i/ ( 1ml) £$g 
#<**fc& N (lml) 3, 

>*;i/5^-;v j v^x^T*- h&mzm.ur 2mmMWvtzo Rmm&mm 

1 H — NMR (DMSO-de, 400 MHz) : 6 3. 93 (s, 3H), 3. 
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96 (s, 3H) , 6. 66 (d, J = 4. 88Hz, 1 H) , 7. 43 (s, 
1H) , 7. 48 (s, 1H) , 7. 61 (s, 1H) , 7. 67 (s, 1 H) , 
7. 79 (s, 1H) , 7. 94-8. 17 (m, 3 H) , 8. 57 (d, J = 
5. 12Hz, 1H) , 12. 09 (bs, 1 H) , 12. 42 (bs, 1H) 
WMfi-ffim (ESI -MS, m/z) : 5 6 3 (M + +l) 

HfflSffll 160 :N- {4- [ (6, 7-^ h^>-4-^'j;i/) £j£ 
->1 - 3-7/l/tP7xrM -N J - (2-7;i/tP / <W^A) ^frl^T 

rffflKCD2 -7;v^-D- 1 -^y-h? y#;i^- )]y Vn^-iY (80mg) 

^bfeo 4- [ (6, 7 -S^p< h^r^-4-^-y U;i/) #3^] -2-7;i/^"D 

T— U > (5 Omg) £ h;Kcy (5ml) s rc^y— (1ml) 

fcf^s ;i/ (lml) fc^^-frfe2 -?)]/3ru- l — .y-b?y±yi/tf^ 

iU SM©<bl§rtJ£ 6 8mg\ Um 8 6 %T"f#fc D 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 95 (s, 3 H) , 3. 
96 (s, 3H), 6. 52 (d, J = 4. 88Hz, 1H), 7. 35-7. 
40 (m, 2H) , 7. 43 (s, 1H) , 7. 5 0 -7. 5 5 (m, 2 H) , 

7. 61-7. 73 (m, 2H), 7. 75 (t, J = 5. 85Hz, 1H), 

8. 07 (d, J=l 1. 95Hz, 1H) , 8. 52 (d, J = 5. 3 7Hz, 
1H) , 11. 85 (s, 1H), 12. 43 (s, 1H) (ESI 
-MS, m/z) : 4 9 6 (M + + 1) 

mmmi i6i:N-{4-[(6, 7-^ h^->-4-^j-y;-;v) # 

rU^©2 1 -^>-if>*;i/^— ;b ^D7^F (8 Omg) 

i^iSRk:^ 2 -7;i/7hn- l -f V3^>:r*— h &ii 

^bfeo 4- [ (6, 7-i>* h*i/-4-*^JV-Jl') •t^ri/'} T-V> 
(5 Omg) £ b;Kn> (5ml) N — ;b (lml) t^J§?£-£fcf£> 

JV (lml) £.y&ffi£*t1t 2 1 -^y-£y#;i/^-;i/ y 
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?-*t<T*-Y (5 0/zi) *mzm&?2mmmn\sito &jfom%mmu%t> 

'H-NMR (DMSO-de, 400 MHz) :53. 98 (s, 3H), 3. 
99 (s, 3H) , 7. 3 4-7. 4 0 (m, 5H) , 7. 58 (s, 1H) , 
7. 60-7. 79 (m, 4H) , 8. 58 (s, 1 H) , 11. 74 (s, 1 
H) , 12. 3 2 (s, 1H) mmftffim (ESI -MS, m/z) : 4 7 9 
(M + + 1) 

mmmi 1 e 2 : n- (2, 6-^»pp^>^jv) -n* - {4- c (6, 

rf5|g©2, 6-^^DD-l-^>^>7jM^/l/ ^D7^M80mg) 
S/BV^fiKt^^, 6 D D - 1 -^>-t? >#;i/^ 

-hWbfeo 4- [ (6, h*is-4-*i-V^)-Jl) T 

— U> (5 Omg) § h;i/^> (5ml) s S—Jl (1ml) lzmffi£"&fz 
f£ s (1ml) izmm^&fc 2 , 6 -^DD- 1 -^>-tf>^;U^ 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 3 . 9 8 (s, 3H) , 3. 
99 (s, 3H) , 7. 39 (d, J=10. 73Hz, 3H), 7. 47-7. 
61 (m, 4H), 7. 79 (d, J = 8. 78Hz, 2H), 8. 59 (s, 
1 H) , 12. 22 (b s, 1H) , 12. 35 (bs, 1 H.) MMmffm (E 
S I -MS, m/z) : 5 3 0 (M + + 1) 
mMMl 163 : N- {2-^PP-4- f (6, 7-^p<h^->-4-^y 

rUM©3 -^;i/^-D- l -^>-if >^;i/^-;i/ ^P7^ F (80mg) %m 

Mbfeo 2-^DP-4-[(6, 7 -^h^>-4-^'J;b) it**/'] T 

- U > (5 Omg) £ h;Kn> (5 ml) s ;i/ (1ml) fc 
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@ks ^$J—)\s (lml) lzmm^^tz3-yj^ti- l -^>Hf>*;i/3j?-;i/ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 2 (s, 3H) , 3. 
93 (s, 3H), 6. 66 (d, J = 5. 12Hz, 1 H) , 7. 20 (s, 

1 H) , 7. 32-7. 36 (m, 1 H) , 7. 43 (s, 1 H) , 7. 48 
(s, 1H) , 7. 60-7. 62 (m, 2H) , 7. 86 (d, J = 9. 03 

Hz, 1H) , 8. 56 (d, J = 5. 12Hz, 1H), 11. 95 (bs, 
1H) , 12. 55 (bs, 1H) MAtf-mm (ESI-MS, m/z) :51 

2 (M + +l) 

mmmi 1 6 4 : n- {4- r (6, 1 -*J* h^->-4-^r±V"U-;V) * 
je->1 7 31— ;t4 -N ? - ( 3 -7;i/^-P^>V'-f;i/) ^frUT 

rJJlgcD3-^;i/^-D- 1 ^D7-f F (80mg) 

mVfco 4- [ (6, 7-^h^>-4-WJ-^) ;t3^>] T^U> 
(5 Omg) £ h;i/Ji> (5ml) s (lml) ^ 

^y— ;v (lml) t»^^fc3 -7;i/^)-D- 1 -^>-fe* >*;i/^-;v >fv 

9^>t*— h^^nx.^Mtr 2B#p B m#bfe 0 Rmm%Mmu%t>nt£m£%:7 

mo^^e Omg, ltX*7 5%-t?f#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) :6 3. 9 8 (s, 3H) , 3. 
99 (s, 3H), 7. 37-7. 40 (m, 3H), 7. 52-7. 55 (m, 
1H), 7. 58-7. 61 (m, 2H), 7. 78-7. 86 (m, 4H), 
8. 58 (s, 1H), 12. 05 (bs, 1H), 12. 43 (bs, 1H) 
SiMi (ESI-MS, m/z) :4 7 9 (M + +1) 

mtMMl 16 5 : N- ( 3 - yu^^O V -Y ;V) -N J - {2-^PP-4- 
r ( 6 , 7 -*J* h*is-4 Ujk) 

t|5IKc7)3-:/d^e- 1 -^>-t£ >^;i/^^;i/ ^D7-f F (8 Omg) 
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fz 0 2-^DD-4- [ (6, 7 b*i/-4-*; tti'"} T=- U 

> (5 Omg) $ (5ml) s x^y— ;i/ (1ml) l3^§«¥^-^fc^ s 

x^;-;Klml) 3 -/p^- 1 ;i/ >f y 

®aMfa^£5 6mg s 1R*5 8%T!*#fco 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 4 6 (s, 3H) , 3. 
92 (s, 3H) , 6. 61 (d, J = 5. 37Hz, 1 H) , 7. 19-7. 
22 (m, 1H) , 7. 3 2 - 7. 3 6 (m, 1 H) , 7. 48 (s, 1 H) , 
7. 52 (t, J = 7. 93Hz, 1 H) , 7. 61 (d, J = 2. 68Hz, 
1H) , 7. 88 (d, J = 8. 05Hz, 1H), 7. 99 (d, J = 8. 0 
5Hz, 1H), 8. 09 (d, J = 9. 06Hz, 1H), 8. 21 (s, 1 
H), 8. 56 (d, J = 5. 12Hz, 1H), 12. 02 (bs, 1H), 
12. 5 3 (b s, 1 H) HM^/Hfi (ESI-MS, m/z) : 5 7 3 (M + + 
1) 

mmmi 1 6 6 : n- u-^p^w-oi/) -n j - {4- r (6, 7- 

t^IR©4-^D c E- 1 -^>-t?>#;i/^— ;V ^D7^fh* (8 Omg) &JBV> 

feo 4- [ (6, Y^y-A-^-J U;i/) :*3^>] U > (5 0m 

g) &h;i/:n> (5ml) s az^y— ;i/ (1ml) -frfc^ ;n#y— ;v 

(lml) fcS*p^f-&fe4 -ynt- 1 -^>-tf >*;i/7j?r:;i/ >fv^»>7* 

— h ssp^^st? 2 ^ai^bfeo Kjss«t*anib»&nfcgs^%^ pd^va 

|57mg N JR^6 3%^#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3 H) , 3. 
96 (s, 3H), 6. 55 (d, J = 5.. 1 2 Hz, 1H), 7. 33 (d, 
J = 8. 78Hz, 2H), 7. 41 (s, 1H), 7. 51 (s, 1H) , 7. 
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77 (d, J = 8. 78Hz, 2H), 7. 8 2 (d, J = 8. 78Hz, 2 
H) , 7. 93 (d, J = 8. 54Hz, 2 H) , 8. 52 (d, J = 5 .. 37 
Hz, 1H), 11. 65 (bs, 1H), 12. 47 (bs, 1H) JR«#Uf 
iM (ESI— MS, m/ z ) : 5 3 9 (M + + 1) 

mmm 1 1 6 7 : n- (4-7'p^>w;i/) -n' - {2-^pp-4- 

[ (6, 7 h*i'-4-*; Ujk) Z=^M ^*t>\sT 

T$m<D4 1 -^>^f>*;i/^n;i/ ^D^-r F (8 0mg) 

2-^OP-4- [ (6, h^^-4-dry U^) 7— U > 

(5 Omg) £ b;i^> (5ml) , ^ J— )V (1ml) -£fcf£ s 
^;-/V (lml) 4 -rTn^- 1 -^>-t? >tuvtf=.j]/ <iv?- 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 3 . 9 2 (s, 3H) , 3. 
93 (s, 3H), 6. 66 (d, J = 5. 12Hz, 1H), 7. 20 (s, 
1H), 7. 32-7. 36 (m, 1H), 7. 43 (s, 1H), 7. 48 
(s, 1H), 7. 60 (d, J = 2 . 68Hz, 1H), 7. 78 (d, J = 
8. 78 Hz, 1H), 7. 95 (d, J = 8 . 78Hz, 1H), 8. 56 
(d, J = 5. 12Hz, 1H), 11. 96 (bs, 1H), 12. 57 (b 
s, 1 H) n&frffim (ESI -MS, m/z) : 5 7 3 (M + + 1) 

mmmi 1 6 8 : N- (4-^P^>W;t/) -N' - {4- [ (6, 7- 
i?* h^-->-4-^±V"U-;i/) ^-^r->] y^-JV} 

^©4-^n^- 1 -^>-t£ >£;i^^;i/ 707^ F (8 Omg) 
;£itM;r^4 -r/P^E- 1 -^>-t? ^ y ^i/T^- h £1M b 
fee 4- [ (6, 7-i?t h^>-4-^^U-;i/) ^^>] T-U> (5 0 
mg) ^ h;v^> (5ml) s )V (lml) IzmMg&fzfe, ^-$> J — 

;i/(lml) £^$p£i*fc4 -yp^B- 1 JV^-ft^T 
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A/T-fe h >mmT% ^'j*WDYh^7^-tj;!3 mm u mm®^ 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 8 (s, 3H) , 3. 
99 (s, 3H) , 7. 37-7. 40 (m, 3H), 7. 58 (s, 1 H) , 

7. 76-7. 92 (m, 4H) , 7. 94 (d, J = 6. 5 9 Hz, 2H) , 

8. 58 (s, 1 H) , 11. 72 (b s, 1 H) , 12. 52 (bs, 1H) 
IIMi(ESI-MS, m/z) : 54 1 (M + +l) 

mmm 1 1 e 9 : n- {2 - [4 - (^p^^^) y^=^l y-fe^-M - 

N J - 14- r (6 , 7-^ har->-4-^y U;i/) 

rfJflR©4- (r/D^^l/) ^>y-f 7J/vK (80mg) id 

(20ml) s Mlb^*-)l (1ml) £Jn;t 100 °CT* 1 Bf f^Mbfco &l£ 
&©5feUS£>*iifc:4- (70^^^) - 1 7D7-f K 

%m^Jc1sklz$t^2 - [4- (^D^E^^;i/) ^vf* 

^T^~h*Bi«bfce 4- [ (6, 7-$^ v^ts-A-*; y;v) ^-#s^] 

T 7 — U > (5 Omg) £ h;i/J-> (5ml) ^ (1ml) -feir 

fcgU (1ml) fc:$Sfl?£-£fc2- [4- (^D^^^V) 

libf#$)tife^^^^nD^;i/AX^-fe Y>mmTZ>isVti>f))s>7ti^rYtr : 7 7 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 3 . 85 (s, 2H) , 3. 
92 (s, 3H) , 3. 95 (s, 3H), 4. 36 (s, 2H), 6. 55 
(d, J = 5. 12Hz, 1H) , 7. 29 (d, J = 9. 03Hz, 2 H) , 

7. 30-7. 41 (m, 5H) , 7. 49 (s, 1 H) , 7. 75 (d, J = 

8. 78Hz, 2H) , 8. 29 (d, J = 5. 37Hz, 1H), 11. 75 
(bs, 1H) , 12. 39 (bs, 1H) 5«##Ht[ (E S I -MS, m/ 

z) : 5 6 7 (M + + 1 ) 

mmm 1170 : n- (5-^pp^;-fjv) -n' - {4- [ (6 , 7 
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$l05-^nn^y^i/ ^D5^ F (80mg) SfflV^JKfcftl^ 5 
-^DD^;-fjl/ -f h^ii^bfeo 4- [ (6, 7-S>* 

h^ri>-4-^r^-yj-;P) #3^>] 7^'J> (50mg) § h;i/x> (5m 
1) N (1ml) (1ml) 

1 H — NMR (DMSO-de, 4 0 0MHz) :5 2. 4 9 - 2. 5 5 (m, 6 
H), 3. 36-3. 69 (m, 2H) , 3. 93 (s, 3H), 3. 96 (s, 
3 H) , 7. 34-7. 39 (m, 3 H) , 7. 58 (s , 1H) , 7. 73 

(d, J = 9. 03Hz, 2H), 8. 58 (s, 1H), 11. 49 (s, 1 
H) , 12. 5 0 (s, 1H) MMfrffim (ESI-MS, m/z) :475 

(M + + 1 ) 

gjjl 171 :N- {4- [ (6, 7-^ h*is-4-*S Ujk) 
*/] 7iL-)\,\ -n j - [2- (2-g^ji— ;i/) 3-3rOU7 

Tfjlg©2- (2-^^-;V) T'-fe^-y^ 7->yp (4 0mg) {3 h;i/ai> 
(20ml) s ^b^3j--;i/ (1ml) l£l$\7i 1 0 0 1 Hm&DfSfcbfco 
£©5feb*#£>;h,fe 2 - (2-^^-;i/) rn^y^f;i/ *n^-r K£/Bivfcfifcfc:fi£ 
1^2- ( 2 rn^y^f;i/ ^ V3^>T^ — h ^fl^bfco 4- 

[ (6, 7-S^ h^>-4-3V U;v) *3f$/] 7^'J> (5 Omg) £ h;V 
cc> (5ml) N (1ml) fc$g#£-&fc«s :n (1ml) 

temmm±fc2 - (2 -^oi-;i/) ^^y-r;i/ V^^-^T^- h§ipx.^fi 

^5 4%^1#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 53. 96 (s, 3H) , 3. 
98 (s, 3H) , 4. 07 (s, 2H) , 6. 64 (d, J = 5. 61Hz, 
1H) , 6. 96-7. 03 (m, 6 H) , 7. 33-7. 38 (m, 1 H) , 
7. 45 (s, 1H) , 7. 78 (d, J=9. 03Hz, 1H), 8. 61 
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(d, J = 5. 37Hz, 1H) , 11. 75 (bs, 1H) , 12. 34 (b 
s , 1 H) mmfrtftiM (E S I -MS, m/z) : 4 8 0 (M + + 1 ) . 

Hi] 172 : N- {4 - [ (6, 7-*J* Y 4 -*jr y'ij * 

dp->1 7*=-M — N 3 - T2- (2-^J^-;i/) t±±M £££kZ 
TUflR©2- ( 2 -^-rc-;b) T-fe^-y^ (40mg) {^h;Vx.> 

(20ml) s m\j?-it-))s (1ml) Sin*. 1 0 0°CtlWDibfeo &g£ 
£g:feU#£>*ifc2 - ( 2 -^rcn;v) ^D7^ PSJBlvfclttfcfle 

^2- (2 ;i/) ^^^-r;i/ v^5j-->T^— hsan^bfeo 4- 

[ (6, 7 -i?* h*is-4-*j-W-)]/) ^3^>] T— I) > (5 Omg) £ 
h;i/^> (5ml) N Ji^y — ;i/ (1ml) rc^y— ;i/ ( 1 m 

1) izmm^^fz 2 - (2-5^-;!/) ^V^^T^—Y^lI)^ 

mm 5 7%-ef#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : <5 3 . 7 9 (s, 6 H) , 3. 
98 (d, J = 6. 34Hz, 2H), 6. 68 (d, J = 9. 03Hz, 2 
H) , 6. 96-7. 00 (m, 3H), 7. 34-7. 39 (m, 5H), 9. 
19 (s, lH),9.92(bs, 1H) R«^«f« (ES I -MS, m/ 
z) : 4 8 1 (M + + 1) 

gjjl 173 : N- {2 -?PP-4- [ (6, 7-^p< h^->-4-^y 
Ujk) y ^-)V\ -n' - (4-^ h^rSy^>vV;p) ^-a-fruy 

iUIKcd4-p< b^>- 1 -^>^>±;;i/^-;i/ ^n^-f h* (80mg) tffl 

llf;„ 2-^DD-4 - [ (6, 7-^h^>-4-^;'j;i/) #=^>] 7" 
- U > (5 Omg) § (5ml) N (1ml) £«P£-frfc 

f£ s — ;i/ (1ml) 4-^ h^>- 1 -^>^>#;i/^;i/ 

-f Vft->7*- h^in^^MT»2B#^ti#bfeo SJfa*ft&ift»bft&;h,fc8J 

bs M©tfi-&*B&3 6mg, l&*4 6 
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1 H — NMR (DMSO-de, 4 0 0MHz) :63. 92 (s, 9 H) , 7. 
09 (d, J = 8. 78Hz, 1 H) , 7. 19-7. 2 2 (m, 3H) , 7. 
31-7. 36 (m, 2H) , 7. 43 (s, 1 H) , 7. 48 (s, 1 H) , 
8. 06 (d, J = 8. 78Hz, 1 H) , 8. 12 (d, J = 9. 03Hz, 
1H), 8. 53-8. 57 (m, 1H), 11. 52 (bs, 1H), 12. 
5 5 (bs, 1 H) M##ffit (ESI -MS, m/z) : 5 2 5 (M + + 1) 
Hi 117 4 : N- (4-^PP^>vV;i/) -N' - 12-^PP-4- 

2_^dd-4 - [ (6, 7 -i?* h^->-4-#y U;i/) ^-^^>] 
(5 Omg) & h;i/^> (5ml) N j—fr (1ml) r|J 
I£cD4-^?DD- 1 -^<>-t?>#;i/tf?-;v >T V9^>;p* — h %1)U?LMMT* 2 

^•JAWnv h^^7-f — fccfc D11U mmo^^4 9mg, JR* 6 

1 %Tf#feo 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 92 (s, 3 H) , 3. 
93 (s, 3H), 6. 66 (d, J = 5. 1 2 Hz, 1H), 7. 19-7. 

2 1 (m, 2 H) , 7. 3 2 - 7. 3 6 (m, 1 H) , 7. 43 (s, 1 H) , 
7. 47 (s, 1H), 7. 48 (s, 1H), 7. 63 (d, J = 8. 78H 
z, 1H), 8. 03 (d, J = 8. 78Hz, 2H), 8. 57 (d, J = 5. 
12Hz, 1H), 11. 96 (bs, 1H), 12. 57 (bs, 1H) St 

MI (ESI-MS, m/z) : 5 2 9 (M + +l) 

mmrni 175 : n- (2, 4-sm h^>^>w;i/) -n' - 14- 

[ (6, 7jn$M h*is-4-*i-^V-j]s) g±is2 ^^^UT 
rU$*GD2, 4 h^^- 1 ytiJV^—JV ^D50 (80m 

4- [ (6, 7-^h^>-4-^7-^'J-;i/) 
J/] T— U > (5 Omg) £ h;i/^> (5ml) s J —)\, (1ml) fc:$g#p 
x^y-^ (1ml) £«P£-tffc2, 4-^ h^>- 1-^>H£ 
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'H-NMR (DMSO-de, 4 0 0MHz) : (53. 90 (s, 3 H) , 3. 
98 (s, 3H), 3. 99 (s, 3H) , 4. 07 (s, 3H) , 6. 7 9- 
6. 81 (m, 2H), 7. 37-7. 40 (m, 3 H) , 7. 58 (s, 1 
H) , 7. 79-7. 81 (m, 2 H) , 8. 00 (d, J = 9. 03Hz, 1 
H) , 8. 58 (s, 1H) , 11. 01 (bs, 1 H) , 12. 68 (bs, 
1 H) MMfrffim (ESI -MS, m/z) : 5 2 1 (M + + 1) 

mmmi 1 7 6 : n- 12-^00-4- r (6, 7-*?* y**/-4-*j 

Uik) 3j-^>l z^ikl -N' - (2, 4-:^ h^->^>W;P) tttfV 

H5lg©2, 4-:^ b^>- ^n^K(80m 

S/7*-h&«8Lft. 2-^DD-4- [ (6, 7 h^^-4-^r^-V* 
U— ;v) rt^] U > ( 5 Omg) £ h;i/^> (5ml) N y— ;i/ ( 1 
ml) JdaStf^'fc-fcgU ^^y— ;i/ (1ml) -tirfc 2 , 4-^h^> 

aiie u# * * p p a/t^ b >jgnt- a 'ja^^dy 

1 H — NMR (DMSO-de, 4 0 0MHz) : 3 . 93 (s, 3 H) , 3. 
96 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 66 
(d, J = 5. 12Hz, 1H), 6. 78-6. 81 (m, 2H), 7. 36 
(s, 1H), 7. 43 (s, 1H), 7. 48 (s, 1H), 7. 61 (s, 
1H) , 8. 01 (d, J = 8. 54Hz, 1H) , 8. 19 (d, J = 9. 0 
3Hz, 1H), 8. 56 (d, J = 5. 12Hz, 1H) ,11. 18 (bs, 
1 H) , 12. 67 (b s, 1 H) mmmnm (ESI -MS, m/z) : 5 5 
5 (M + + 1) 

1111 17 7: 3^;V5- f ( (4- [ (6, Y**/-4-*j~V 
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rf5M©5-:n h3^>- 5 —**cV^s$ J 4 Tl/vY (40mg) \z h 

;i/^> (20mi) N dmi) ^spx. i o o °cv i mmmmLtz. 

f, n^xf-;v 5 - ^ d d - 5 -^V^>^/x-h^v^i 
fc^rc^l/ 5 V3^>T:*— h - 5 -t^rV^>^ J ^- h £ii^bfco 
4- [ (6, 1 -*J* b**s- 4-*i-VV -;i/) ;fr^>] T^U> (5 0m 
g) ^hAx> (5 ml) ^ oi^y— ;i/ (1ml) IzmM^^fz^, ; — JV 
(lml) IzmffiZ&tz^Jly 5 - J Vtti/Ti—h - 5 S 

h ^^n^.^^ 2 mmmnvtzo ^m^mmu^^ntzm^^^ d d*;i/ 

1 H-NME (DMSO-de, 4 0 0MHz) : 6 1 . 16-1. 22 (m, 3 

H) , 1. 78-1. 91 (m, 2H), 2. 32-2. 47 (m, 2H), 2. 
4 8-2. 5 4 (m, 2 H) , 3. 92 (s, 3H) , 3. 95 (s, 3H) , 

4. 03-4. 09 (m, 2 H) , 6. 76 (d, J = 8. 78Hz, 1H), 
7. 2 9 -7. 3 9 (m, 4H) , 7. 52 (s, 1 H) , 7. 73 (d, J = 

5. 3 7 Hz, 1H) , 11. 49 (s, 1H), 12. 47 (s, 1H) li 
frffiiM (ESI -MS, m/ z ) : 4 9 9 (M + +l) 

mmmi 1 1 8 ; ^^;i/4- c ( {4 - c (6, 7-^ 

_L 

l$m<D4-x. h^eiy- 5 -^V^; T$/y K (4 0mg) (3 h;i/ 

x>(20ml), Mb^^-;i/ (lml) £JP;L 1 0 0 °CT 1 BSMJpafcbfco 
^^^*b^#5>tife^^;i/4-^nD-4-^-drVy^y^- h^ffl^^tz 
^V^^;i/4 V^S/T^— h - 4 7*$ J ^- h ^DSMbfeo 4 - 
[ (6, 7-^p< h^>-4-^rtV*'Jx;i/) #^>] 7xij> (5 Omg) £ 
h;i/x> (5ml) s rc#y-;i/ (lml) ^c^y— ;i/ ( 1 m 

I) t^^-tffcai^;)/ 4 - ^f Vf h - 4 - t^V^ ^ x- h $ 
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mgs MM 7%Tf#feo 

1 H — NMR (DMSO-d 6) 4 0 0MHz) : 6 1 . 16-1. 24 (m, 3 
H), 2. 51-2. 63 (m, 2H), 2. 73-2. 78 (m, 2H) , 3. 
92 (s, 3H) , 3. 95 (s, 3H), 4. 02-4. 11 (m, 2 H) , 
7. 29-7. 39 (m, 3H), 7. 57 (s, 1 H) , 7. 70-7. 74 
(m, 2 H) , 8. 62 (s , 1H), 11. 60 (s, 1 H) , 12. 38 
(s, 1H) IIMi (ESI-MS, m/z) : 4 8 5 (M + + 1 ) 
mmmi 17 9 : N- {3-^PP-4-[ (6, Y*i/-4-*cJ U 

Jr*->]7 -N J -->^ p^3r->;i/#;i/^— ut 

tUI^cd 1 -iy^D^\^i^>^;i/^r:;i/ ^?D7^ F (80mg) Sffll^SKfc: 

l -^D^+?->£;i/^;i/ ^v^^>7^-h§x^y-/v (iml) in 

^o^3-^PD-4-[ (6, 7-^ h^.>-4-apy \)))s) 
> ( 5 Omg) s h;i/^> (5ml) s J — )V (1ml) 
fit 1 6^fWbfco M^§Mlibf#e > tifc^^§^np^;VA/ / ^-te h> 

'H-NMR (DMSO-de, 4 0 0MHz) 16-1. 41 (m, 6 

H), 1. 66-1. 85 (m, 4 H) , 2. 55-2. 61 (m, 1 H) , 3. 
94 (s, 3H), 3. 95 (s, 3H), 6. 41 (d, J=5. 1Hz, 1 
H) , 7. 42 (s, 1H) , 7. 46 (d, J = 8. 8Hz, 1H) , 7. 5 
2 (s, 1H) , 7. 68 (dd, J = 2. 2Hz, 8. 5 Hz, 1H) , 8. 
15 (d, J = 2. 2Hz, 1H) , 8. 50 (d, J=5. 1Hz, 1 H) , 
11. 51 (s, 1H) , 12. 59 (s, 1H) WmmfxiU (ESI-MS, 
m/z) : 5 0 0 (M + +l) 

mmmi iso : n-^p^^i/^i^-^-n' - {4-[ (6,7--^ 

rj?IM© 1 -^>^P^^ri7->^;i/^-;v ^p-5-fK (80mg) £ffll^ii£f.r 
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SJH^^n (6, 7-^ h^^>-4-^^\/U-;i/) ^^JT- 

V y ( 5 Omg) s h;ioi> (5ml) N ^ y — ;i/ (1ml) £;bn;lg$&T? 1 

6 

'H-NMR (DMSO-de, 4 0 0MHz) : (5 1 . 16-1. 45 (m, 6 
H), 1. 66-1. 86 (m, 4H) , 2. 55-2. 61 (m, 1H) , 3. 
98 (s, 3H), 3. 99 (s, 3H), 7. 34 (d, J = 1 5. 6 Hz, 
2H) , 7. 39 (s, 1H), 7. 56 (s, 1H) , 7. 73 (d, J = 9. 
OHz, 2H) , 8. 56 (s, 1 H) , 11. 41 (s, 1 H) , 12. 55 
(s, 1H) 

liMKESI-MS, m/z) :4 6 7 (M + +1) 
mMM 118 1: N-->^P7°PbVV^;V^— ;V-N J - {4 -[ (6,7-^ 

$)Eol-J/^n7n;i>A;i/to ^D5^F (80mg) £ffllM£jSKC: 

l-j/^D7°n^>*/i/^-;i/ ^fv^>7^-h^i^^-;i/ (lml) 

its f 3a4-[ (6, h^-->-4-^^-^'J-;i/) ^-^->]T- 

U> (5 Omg) s h;i/3i> (5ml) s (lml) ^in^M"? 1 

6BSfflj»#bfco SJfe*&««Bbli&nfc3i**^DD*;i/A/7 > -fe h>Jg||-r 

7 l%Tt#feo 

•H-NMR (DMSO-de, 4 0 0MHz) : 6 0 . 9 5 - 0. 9 9 (m, 4 
H) , 2. 10-2. 14 (m, 1 H) , 3. 98 (s, 3H) , 3. 99 (s, 
3H) , 7. 34 (d, J=9. OHz, 2 H) , 7. 39 (s, 1H) , 7. 
56 (s, 1H) , 7. 71 (d, J = 8. 8Hz, 2H) , 8. 56 (s, 1 
H) , 11. 81 (s, 1 H) , 12. 53 (s, 1H) fi^il (ESI- 
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MS, m/z) : 

mmmi 1 8 2 : n- {3-^pp-4-r (6,7-^ u 

TfJM© 1 -^^P^>^>^;b^— ;v 9x2=74^ (80mg) £ffl^;£i$U3 
$£8P£-fc\ ^ua3-^dd-4-[ (6, 7-$^ h^>-4-^y;;i0 

^>]T-U y ( 5 Omg) s h;i^> (5ml) s ^^y— ;i/ (1ml) 

Ilt§^'J*WD7 h^^-fcj; !3ilU S^cD-fb-^rtlS 3 8mg, 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 1 . 5 6- 1. 7 6 (m, 6 
H) , 1. 88-1. 90 (m, 2 H) , 2. 97-3. 03 (m, 1 H) , 3. 
94 (s, 3H) , 3. 96 (s, 3H), 6. 40 (d, J=5. 1Hz, 1 
H) , 7. 42 (s, 1H) , 7. 46 (d, J = 8. 8Hz, 1H) 3 7. 5 
2 (s, 1H) , 7. 68 (dd, J = 2. 7Hz, 8. 8Hz, 1 H) , 8. 
15 (d, J = 2. 4H z, 1H), 8. 50 (d, J = 5. 4Hz, 1H), 
11. 56 (s, 1H), 12. 60 (s, 1H) Hfi^tHfi (ESI -MS, 
m/z) : 4 8 6 (M + + 1) 

mmm 1 1 8 3 : n-^^p^v^^^^^-^-n' - {4 -[ (6,7-^ 

1 -^>^P^>^>^;V^— ;i/ ^D7^f K (8 Omg) £ffi^;£itM3 

1 -^^D^>^>7j;i/*-;i/ v^^-^t^— h^Hd^bfeo fl^bfc 

! -i//7D^>^>7jM-;i/ -f V^^-^>T^— h^az^y— ;v (1ml) \z 
^3a4-[ (6, 7-S-M h^i>-4-^±^U-;i/) ;t^>]7>n 
U> (5 Omg) s h;i/^> (5ml) s (1ml) %DUZ-MUT! 1 

6^p B m#bfeo ^i^iiin^&^$^DD*;vA/7-fe h>jnii-r 

£liJi^P h^:7^-j3j; DfUMU ^cD^tl^ 2 4mg s W3 1 % 
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X H — NMR (DMSO-de, 4 0 0MHz) :6 1. 5 5 - 1. 9 0 (m, 8 

H) , 2. 99-3. 03 (m, 1 H) , 3. 98 (s, 3H) , 3. 99 (s, 

3H) , 7. 34 (d, J = 8. 8Hz, 2 H) , 7. 39 (s, 1 H) , 7. 

57 (s, 1H) , 7. 73 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1 

H) , 11. 4 7 (s, 1 H) , 12. 5 6 (s, 1 H) nmftffiW. (E S I - 
MS, m/z) : 4 5 3 (M + + 1) 

mnmi 1 8 4 :n- o-^pp-4-r (6, 7-^ h*^-4-*j u 

)]/) £±$47 ^ — 2kl ~N J -[3- (3 -^^-jyy ^-jy) rn/v ± )V]^ 

rU|g©3- (3 3^)1/7 3L-)l) rn;V^s/^ (80mg) {3 

h;i>^> (20ml) N ^b^t-;i/ (1ml) £in*. 1 0 0°CT»l^iPiftb 
fco }§£££^£U#£>*ifc3 - (3-^^i/7i^) 7p;v^;i/ ^D^-r 
K^ffll^ififc^S- (3-^f;i/7irjl/) 7"D/V^/I/ 'fV^t^ 
— h^lSMbfeo (3-^f/l/7x-/V) 7"d;v^;I/ >fvf-t 

S^*— h£:n#y — ;v (1ml) fc$SJJ¥£-£\ fi^3-7PP-4-[ (6, 
h^^-4-^y u;v) ^-dp^]^— U> (5 Omg) s h;v^> (5m 

I) N (1ml) ^iDASfiT? 1 6l$|ffl«#Lfc« <£jfttt&ttiJBb& 

iDllU M©fb^tlS3 lmgs H$3 8%«o 
1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 9 (s, 3 H) , 2. 
7 7- 2. 8 9 (m, 4H) , 3. 94 (s, 3H) , 3.. 96 (s, 3H) , 
6. 41 (d, J = 5. 4Hz, 1H), 7. 01-7. 08 (m, 3H), 7. 
19 (t, J = 7. 6Hz, 1H), 7. 42 (s, 1H) , 7. 47 (d, J 
= 8. 8Hz, 1H), 7. 53 (s, 1H), 7. 67 (dd, J = 2 . 4H 
z, 8. 5Hz, 1H), 8. 13 (d, J = 2 . 7Hz, 1H), 8. 50 
(d, J = 5. 1Hz, 1H), 11. 62 (s, 1H), 12. 53 (s, 1 
H) Wm^mm (ESI-MS 3 m/z) : 5 3 7 (M + + 1) 
gjjMi 1 8 5 : N- {4-[ (6,7-^^ h 4 V U =.JV) £j£ 
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rfrJK©3- O-^Wj^I/) ^o;V-f«^ T->^F (80mg) 
h;Kc> (2 0ml) s »t-JV.(lml) £jjpx. 1 0 0°CT* HftWiD&b 

-h£Mbfco H3gbfc3- (3-^<^;i/7ai-;i/) rn;v>f;v <(vtt 
isT^— b%^$ S-Jls (lml) -E\ ^^a4-[ (6, 7 h^p 

^-^<y]T-)J > (5 Omg) s (5ml) N ^ 

ZJ-K (lml) *in*.£fi*C 1 6l$IH*#bfco SJfe**«iBb#6nfc3l 

m(Dlh-£>M%: 3 2 m 3 8 %-£f#fco 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 2 9 (s, 3H) , 2. 
77-2. 87 (m, 4H) , 3. 98 (s, 3H), 3. 99 (s, 3 H) , 
7. 01-7. 08 (m, 3H) , 7. 19 (t, J = 7. 6Hz, 1H) , 7. 
34 (d, J = 8. 8Hz, 2H) , 7. 39 (s, 1H) , 7. 57 (s, 1 
H) , 7. 72 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1H), 11. 
52 (s, 1H), 12. 50 (s, 1H) SfS#«fi (E S I -MS, m/ 
z) : 5 0 3 (M + + 1) 
jij 1186 :N- (4-^PP^;-f/V) - N a -{ 4 -[ (6, 7 - 

* h^r->-4 - Jp7-V'J-;i/) ^Mz^2kl±^-kZ 

r^IKO 4 - ^ D D 7& S "i )]/ $U=yjY (8 0m g) ^ffll^flfctfi^ 4 - 

-f;i/ >f V^^T^— ;p (lml) tgi^ts ^£^4-[ (6, 
7-^p< h^^>-4-=3p^-y U-;i/) t^>]7-'J> (5 Omg) N h;i/:c> 
(5ml), i^y-JKlml) &Jn*£fflTl 6H#Htlflibfeo SJtB«S» 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 04 (t, J = 6. 8H 
z, 2H), 2. 65 (t, J = 7. 3Hz, 2H), 3. 70 (t, J = 6. 
6Hz, 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 7. 35 (d, 
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J = 8. 8Hz, 2H) , 7. 39 (s, 1 H) , 7. 57 (s, 1 H) , 7. 
72 (d, J = 8. 8Hz, 2H), 8. 56 (s, 1H), 11. 55 (s, 

1 H) , 12. 45 (s, 1 H) MMfrffim (ESI -MS, m/z) : 4 6 1 
(M + +l) 

mMMl l 8 7 : N- {3-^PP-4~r (6,7-^h^>-4-^'J 

tTO©2, 2-V*3-fl/7urtj>(n, Zu^JY (80mg) Sffl^XlRfc: 
^V^2, 2-^^1/7d;V^/1/ ^ V^:*^*- h &i!S&bfco WSEbfc 
2, 2-*J*?-)\,7xin;>i)\, ^V^m-h^y-;Klml) {: 
$8fl¥£-a\ ?^a3-^DD-4-[ (6, 7-^h^-4-^ij;i/) ^ 
^]T-U> (5 Omg) „ h;i/:n> (5ml) „ (1ml) ^^P^^ 

JHH-rS^e^DTh^^-r-ti^DJRIiStbs il0Mfe§3 1mg, i&*£ 

'H-NMR (DMSO-de, 4 0 0MHz) : 1. 27 (s, 9H) , 3. 9 
4 (s, 3H), 3. 96 (s, 3H), 6. 41 (d, J = 5. 1Hz, 1 
H), 7. 42 (s, 1H), 7. 47 (d, J = 8. 8Hz, 1H) , 7. 5 

2 (s, 1H), 7. 68 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 8. 
12 (s, 1H), 8. 51 (d, J = 5. 1Hz, 1H), 10. 78 (s, 

i h) , 1 2 . 5 o (s, i h) nmrnm (esi-ms, m / Z ) : 4 1 4 

(M + + 1 ) 

1 1 8 8 : N- {4 -r (6 , 7-*J* h^>-4-WJr;t/) a-dp- 

^]7x^} -n j - (2, 2_^£2i±2k^lHZlZrL2kj 3-**?}/T 
rUM®2, 2-^^f/l/7'n/V^/l/ ^D7^f F (8 Omg) ^m^ScMXi 

2, 2 -^^^-;V7"D^V^;i/ ^V^^7^-b^x^/-;Klml) fc 
j&#£-*t\ *d^4-[ (6, 7-^p< h^^-4-^^-V'U-;i/) ^-^r^>]m 
U > (5 Omg) N h;i/3i> (5ml) N — ;i/ (1ml) £j&n£g$aT? 1 

6 B#r B ia# b fe o ^js6«* vi® u# e> tifcgs* & ^ p p A/T-t h >mmir 
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1 H — NMR (DMSO-de, 4 0 0MHz) 28 (s, 9 H) , 3. 

98 (s, 3H) , 3. 99 (s, 3H), 7. 35 (d, J = 8. 8Hz, 2 
H) , 7. 3 9 (s, 1H) , 7. 5 7 (s, 1H) , 7. 7 2 (d, J = 8. 
5Hz, 2H) , 8. 57 (s, 1 H) , 10. 66 (s, 1 H) , 12. 59 
(s, 1H) 

HI^IflKESI-MS.m/z) :441 (M + +l) 

$mm\ i89 :n- {4-r (6,7-^ h^->-4-wj-;i/) 

$/]7 3cn;i/> -1ST -^-flV^OI/^frUy 
^SWLCD^^r J j )]y Zu^JY (80mg) \^W>Z.m^^^ J <4 )V 

( 1 ml) tzmmSlks ^£^4-[ (6 , 7 h3^>-4-* 
^>;-;V) ^]?-'J> (5 Omg) N h;io;> (5ml) s ; — ))y 
(lml) &flD£gfi*C 1 6l$IH8t#Lfco EJ&*£»IBL»k*lfcS;*&*D 
d^/I/A/7^2 h>jgl|-r^^M^D-Th^v^-f — izX D*t§SU gtMo-fbi^r 
MIOmg, JR* 1 3 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 0 . 8 4-0. 9 1 (m, 3 
H) , 1. 2 2 - 1. 3 2 (m, 4H) , 1. 4 5- 1. 6 4 (m, 2H) , 2. 1 
8 (t, J=7. 3Hz, 2H) , 3. 98 (s, 3 H) , 3. 99 (s, 3H) , 
7. 3 3 -7. 3 7 (m, 2H), 7. 39 (s, 1 H) , 7. 57 (s, 1 
H), 7. 70-7. 75 (m, 2H), 8. 56 (s, 1H), 11. 45 
(s, 1 H) , 1 2. 5 9 (s, 1 H) WMfrffim (ES I -MS, m/z) : 
4 5 5 (M + + 1 ) 

llii 190 :N- {3-^PP-4-r (6,7-^ h ^-^-A-^-J U 

2k) ^t^z^zM -N' -i (2-^^>^P7Pt;;i/) 

iU|g© 2 1 n7D/i>AM^ri/ U y ^ Ti/v F (8 0m 
g) £ b;i/;c> ( 2 0ml) N Wfott—fr (lml) %])Uz. 1 0 0°CT IB^PhI 
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Mb fee }«£^£U#£>nfc 2-*m- 1 -i/^D7n/^*Jl/» 

^•Xi/T^— h^iiSbfeo IMbfc 2 -*=?•))/- 1 -i/^D7'D^>*Mr 

;i/ ^Vft^7^-h$x^y-;i/ (1ml) t^f^^s 

-4-[ (6, 7 -V* h*$s-4-*S U;i/) ^>]7^tj > (5 Omg) s 

h;i/^> (5mi) , (imi) &jn 1 6 mmmwvtc 0 u. 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 0 . 8 4-0. 8 9 (m, 1 
H) , 1. 08-1. 38 (m, 5 H) , 1. 87-1. 91 (m, 1H) 3. 
94 (s, 3H), 3. 95 (s, 3H) , 6. 40 (d, J = 5. 1Hz, 1 
H) , 7. 42 (s, 1H), 7. 46 (d, J = 8. 8Hz, 1H), 7. 5 
2 (s, 1H) , 7. 66 (dd, J = 2 . 7Hz, 8. 8Hz, 1H), 8. 
13 (d, J = 2. 4Hz, 1H), 8. 49 (d, J=5. 4Hz, 1H), 
11. 82 (s, 1H), 12.58 (s, 1H) Mfi^tffii (E S I -MS, 
m/z) : 4 7 2 (M + + 1 ) 

\ 191:N-{4-[(6,7-^ h3->-4-*j^JV-)V) Jr* 
i/-\y^- -N' -[ (2-^f;^>7P7'Ph';b) jj^^M^^-^uT 
Tf5|K© 2 1 -i/7n7n/l>*/l/^^'J v >? (80m 
g) h;voi> (2 0ml) s Uik^Jr-)\s ( 1ml) ^Jpx. 1 0 0°C-£ imn 
mm b o £ U# £> ftfc 2 - p< m - 1 - ^> * d r d ^ > * 
7n7>f b*$fflv^^:M(3^v>2 l - ^7D7"n/^*Mr;i/ ^ y 

^>7^-hWbfeo i!Mbfc2 l -^^d7-d/i>tjM- 

;i/ -f V^^-^>T^— h£:c#y — ;i/ (1ml) ^ £ ^ 4 - [ (6, 

7 h^^-4-^r^-^U-;V) ^-^->]T^U > (5 Omg) s hJl*.> 

(5ml), x^;-;Mlml) ^Jn^^T 1 6 mmmn\s1t 0 

-Y-fcJ^ffMU il0{b^tl§13mg, 4^18%Tt#feo 

1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 0 . 8 4-0. 8 8 (m, 1 
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H) , 1. 09-1. 2 4 (m, 5H) 3 1. 88-1. 90 (m, 1H) , 3. 
98 (s, 3H) , 3. 99 (s, 3 H) , 7. 33 (d, J = 9. 0 Hz, 2 
H) , 7. 39 (s, 1H), 7. 56 (s, 1 H) , 7. 71 (d, J = 9. 
0 Hz, 2H) , 8. 56 (s, 1H), 11. 73 (s, 1 H) , 12. 54 
(s, 1H) 

Ii^fi(ESI-MS, m/z) : 4 3 9 (M + +l) 

mmmi 192 : n- {3-^pp-4-[ (6,7-^ h^-4-^y u 

TfiflR© 1 1 -^^d-\^^->^;v^^^u y # t*/vY (8 0m 

g- ) h > (20ml) . mbT-Jr-JV (1ml) £#n;L 1 0 0 °CT 1 Iff US 

;i/ ^V^t^>7^-h§i^y-/l/ (lml) IzmM^^rs ^i^\3-^nn 
-4-[ (6, i-v* h^e^-4-dr-y u;i/) ;t^>]^-U > (5 Omg) N 

h;i/^> (5ml) \ (lml) §in^M^-ei 6B#^jff#bfco S 

*&*s & ^li u# & n & a £ & ^ n n a/t h > jsh -r & > u * y> ^ d 

'H-NMR (DMSO-de, 4 0 0MHz) :61. 26 (s, 3 H) , 1. 
35-1. 52 (m, 8 H) , 2. 06-2. 09 (m, 2H), 3. 94 ( s , 
3H) , 3. 96 (s, 3H) , 6. 41 (d, J = 5. 1Hz, 1H) , 7. 
42 (s, 1 H) , 7. 47 (d, J = 8. 8Hz, 1H) , 7. 52 (s, 1 
H) , 7. 68-7. 72 (m, 1 H) , 8. 15 (s, 1 H) , 8. 50 (d, 
J = 5. 1Hz, 1H), 10. 66 (s, 1H) , 12. 65 (s, 1H) I 
Aftffim (ESI -MS, m/z) : 5 1 5 (M + + 1) 

mmmi 1 9 3 : n- i4-[ (6, i -v>* h^->-4-wj_/i/) a-^ 

->]7^_;i/} -N J -r ( 1 */)]/) jjM-M^»l/7 

rjniS© 1 -p<^;i/- 1 -iy^u^^-ytDV^^iy ij > y $ Tis y F (8 0m 
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g) lz h;i/rc> (20ml) N Mfc* *=.)], (1ml) £#n;t 100 °GT« 1 R$H 

^i/7^-FSilufe 0 ssUbfc l l -^>^D^dr-y->^;i/^- 

;i/ YVft^7^-h^x^y-/l/ (lml) £«^-& s ^^a4-[ (6, 
7 -i?* V5->- 4-*i-"JV-))/) yfr*i<']-r-i) > (50mg)> h/l/x> 
(5ml) N x^y-;Klml) SJDitSaT? 1 6l^|BHt#bfco 

^bt#^tifea^^^nn^;i/A/T-fe h>i^n^";*mnTh^77 

1 H — NMR (DMSO-d 6 , 400MHz) : 6 1. 26 (s, 3H) , 1. 
38-1. 52 (m, 8 H) , 2. 05-2. 11 (m, 2 H) , 3. 98 (s , 
3H), 3. 99 (s, 3H) , 7. 35 (d, J = 8. 8Hz, 2 H) , 7. 
39 (s, 1H) , 7. 57 (s, 1H) , 7. 74 (d, J = 8. 8Hz, 2 
H), 8. 57 (s, 1H), 10. 54 (s, 1H), 12. 62 (s, 1 
H) (ESI-MS, m/z) :48 1(M + +1) 

mmmi 194 : N- {3-^pp-4-[ (6,7--^ h^>>-4-=fry u 

;i/) gNLklZ-E^M ~N J -[ (i-7ix;^/7p7Pbvv) ^2kj!^2k3± 

$|RO 1 - 7ix;i/- 1 - $/^D7*d;^*M*S/)J y ^ 7^yF (8 0 
mg) h;i/^> (2 0ml) s WM-it—to (lml) ttm*. 1 0 0°Ctr 1B# 
mmmvtzo *Jfc£eSb*9&ftfc l-7x-;i/- l -^>^D7n/t>5!3M- 
;i/ ^D7^f K ^ffll^itM-^ 1 -7i-JI/- 1 - ^7D7D/1>*M , -;i/ 

h£:n#y — ;i/ (lml) ^c^3 
-^pp-4-[ (6, 7-^ h^sy-4-^y U;i/) ^>]7^J> (5 0 
mg) s h;ioi> (5ml) \ (lml) ^jP^gST 1 6^«# 

bfeo s«^?iiibf#^nfe^^^^np^;i/A/T-fe h>mmir&mm2ti 

1 H — NMR (DMSO-de, 4 0 0MHz) : 5 1 . 34 (s, 2H) , 1. 
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63 (s, 2H) , 3. 94 (s, 3H) , 3. 95 (s, 3H) , 6. 40 
(d, J = 5. 1Hz, 1H) , 7. 42-7. 55 (m, 7H) , 7. 66 
(d, J = 8. 5 Hz, 1H) 3 8. 07 (s, 1 H) , 8. 50 (d, J=5. 

1Hz, 1H) , 9. 22 (s, 1H) , 12. 28 (s, 1H) f?g##ffit (E 

SI-MS, m/z) : 5 3 4 (M + +l) MMfrffim (ESI -MS, m/z) 

: 5 3 4 (M + + 1) 

mnmi 1 9 5 ; n- {4-r (6,7-^ h^>>-4-^^-^u-;^) 

^~\7^—M -N J -[ ( 1 -7x_;i/->^P7°P b°;i/) jjjy^-M^^l/? 

tU^cd l-i/^D7n/ry^M^>U y# t->^F (8 0 

mg) (3 h;i.rc> (2 0ml) s Mit^-)^ (1ml) ^[Jx. 1 0 0°C^ im 

mmmvtzo mm^^vm^nrz 1-71^- 1 —>^prD^>£;i^- 

;v ^D7^f H§ffii^^l3^vM -:7:c-;t,- 1 -^n:rn/i>#;i^-;i/ 

^;i/4-C-;i/ V^^-i>T^— h^ai^y— ;V (1ml) IZ&Bg^ ^£^4 
-[ (6, 7-$>* h^->-4-^^-^U-;i/) #**y]7-V> (5 Omg) N 
(5ml) s )V (1ml) ^mxm^ 1 6 Bf F H m #bfco K 

1 H-NMR (DMSO-de, 4 0 0MHz) : 6 1 . 34 (s, 2 H) , 1. 

64 (s, 2H) , 3. 97 (s, 3H), 3. 99 (s, 3 H) , 7. 32- 
7. 55 (m, 8H) , 7. 69 (d, J = 7. 3Hz, 2H), 8. 55 (s, 
1H),9. 00 (s, 1H), 12.25 (s, 1H) (E S I - 
MS, m/z) : 5 0 1 (M + + 1) WAft-titm (E S I -MS, m/z) : 5 0 
1 (M + + 1) 

gjj 1196 : N- {3-^7PP-4-[ (6,7 h ^r->-4-^y U 

;i/) ^-^->l7rc-;i/> -n j -[ (4 -rPbVb->^P^^-->;i/) 

?|5|£C4-rDtr;v- l -fy^D^\^r-y->A/;i/^^^u *>9 Ti/vY (80 

mg) $3 h;i/ai> (2 0ml) N ±t-fb^;t-;V (1ml) £#P;L 1 0 0°C^ 1 B# 
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v^^-^T^.- h^oi^y— ;i/ (1ml) ^£^3 
-^7DD-4-[ (6, 7-^ ^-^^>]T^U> (5 0 

mg) s hJVx-> (5ml) , (1ml) £#n;L^T 1 6 Bf F^J« 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 0 . 8 5-0. 9 4 (m, 5 
H), 1. 07-1. 44 (m, 7 H) , 1. 77-1. 89 (m, 4H), 2. 
66-2. 70 (m, 1 H) , 3. 95 (s, 3 H) , 3. 96 (s, 3 H) , 
6. 41 (d, J = 5. 1 Hz, 1 H) , 7. 43 (s, 1H), 7. 47 (d, 
J = 8. 8Hz, 1H) , 7. 53 (s, 1 H) , 7. 67-7. 73 (m, 1 
H) , 8. 14-8. 19 (m, 1 H) , 8. 49-8. 53 (m, 1H) , 1 
1. 53 (s, 1H) , 12. 58 (s, 1H) WMfrffim (ESI -MS, m 
/z) : 5 4 2 (M + + 1 ) 
mmmi 1 9 7 : N- {4-[ (6, h^>-4-=frj-y U-;i/) a-dp 
-N' -[ (4-7PtlVl/^^P^->;i/) tD^—^T-dr^VT 

rUiK©4-rp t:;p- 1 —>^n^:3^>#;i/^3^>y yt? t^^f (8 0 
mg) lz h;i/3i> (2 0ml) s ^b^^--;i/ (1ml) 1 0 0°CT 1 B$ 

mmmvtzo ?^§^*u#e>tife4-rDtvv- 1 -i/zu^^y*)^- 
v^^>r*-h£!)Hiibfco ii^bfe4 -7°Dbvi/- l —>^D^-y-> 

^Vft^7^-h$x^y-/V (1ml) fc$g^<*-£s ^£-\4 
-[ (6, 7 h^-4-^7"^'J-;V) ^-^r^]T-U> (5 Omg) s 
h;i/Ji> (5 ml) N (1ml) ^inx^UTl 6 Bf HSifi^bfco S 

7^-^J:i9**Mbs SlM©fl:£rt>£5 9mg, iftsfs 6 9 %Tfffco 

1 H — NMR (DMSO-d6 3 4 0 0 MHz) : 6 0 . 8 5 - 0. 9 1 (m, 5 
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H) , 1. 15-1. 41 (m, 7 H) , 1. 78-1. 89 (m, 4H), 2 . 
6 6 - 2. 6 9 (m, 1H) , 3. 98 (s, 3H) , 3. 99 ( s , 3 H) , 
7. 35 (d, J=6. 6Hz, 2H) , 7. 4 0 (s, 1H) 5 7. 57 (s 3 
1H) , 7. 71-7. 77 (m, 2H), 8. 57 (s, 1H), 11. 43 
(s, 1H), 12. 55 (s, 1H) KMfrffim (ESI-MS, m/z) : 
5 0 9 (M + + 1 ) 

jii 1198 :N- (4-^PP^;-fJI/) - N' -{3-^pp-4- 
[ (6, 7 -i?* hdr^-4-^r^ V JV) it ^r->] 7 ^=.)l}^-^r^ U T 

rt5^cD4-^ PP^;-{JV ^P7^fF (8 Omg) ^m^iJU::^ 4 - 

-r;i/ ^vw^7^-^x^y-;v (lmi) iz&ffig^ ^ez^3-?v 

n-4-[ (6, 7-^h^>-4-#y";;i/) > (5 Omg) s 

b;i/oz> (5ml) s (1ml) £iD*.gMT? 1 6B#PM#bfco S 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 2 . 0 0-2. 0 8 (m, 2 
H) , 2. 66 (t, J = 7. 1Hz, 2H) , 3. 71 (t, J = 6. 6Hz, 
2H) , 3. 99 (s, 3H) , 4. 00 (s, 3H) , 6. 60-6. 65 

(m, 1H) , 7. 51 (s, 1H) , 7. 56 (d, J = 8. 8Hz, 1H) , 
7. 64 (s, 1H), 7. 73-7. 78 (m, 1H), 8. 18-8. 23 

(m, 1H), 8. 67 (d, J = 5. 6Hz, 1H), 11. 67 (s, 1 

h) , 12. so (s, ih) rn.rn.mnm (es i-ms, m/z) .-495 

(M + + 1) 

mmm 1199 ; n- (3-^pp7p;v^;i/) -n* -{4-r (6, 7 - 

j$m<D?>-9VT2 7n^;'()\s ^D^-f F (8 Omg) %m^Jcmzm^3 

-^pp^p/v-f/i/ >r v^^t^— h^iiMbfeo iiife3-^PP7 
D^y-f;i/ ^ v^^-^t^— b^ai^y— ;i/ (lml) ^z^4 

-[ (6, 7-^ h^riy-4-^7"V"U-;i/) t^>]7-'J> (5 Omg) s 
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hJ\y=c> (5ml) N (1ml) ^JP^^MT 1 6B#M#bfeo S. 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 04 ( t , J = 4. 6H 
z, 2H) , 3. 88 (t, J = 3. 7Hz, 2H) , 3. 99 (s, 3 H) , 
4. 00 (s, 3H) , 7. 37 (d, J=6. 6Hz, 2 H) , 7. 40 (s, 
1H) , 7. 58 (s, 1H) , 7. 73 (d, J=6. 3Hz, 2H), 8. 
57 (s, 1H), 11. 65 (s, 1H), 12. 39 (s, 1H) MAfrffi 
KESI-MS, m/z) : 4 4 7 (M + + 1) 

mmmi 200 :N-{3-^PP-4-r (6, y^-a-*; u 

;i/) xjH/\y ji-;i/}-n j - ( 2 y >f;i/) ^a-fri/T 

rUIK© 2 -^^-;i/^>^y-r TS^y F (8 Omg) £ h;i/^> (2 0m 

1) s mh^=-)^ (1ml) SJPit 1 0 0"CT?ll^BBJn*bfco «£^5feb 

V^^-^T^>— Y^x-Z;— )V (lml) fci£$P£-tK ^£-\3 -^pp-4 - 
[(6, 7 - ^ K^> - 4 - ^ 'J 5 0 mg) > h;i^ 

> (5ml) s (lml) ^M^fit 1 6^#bfc 0 

iilibf#e)tife^^^^nn^;i/A/T^ h >Jg|@-r^^U AWdy 

'H-NMR (Chloroform- d, 4 0 0MHz) :6 0. 85-1. 80 (m, 1 
OH), 2. 37-2. 53 (m, 1H), 4. 09 (s, 3H), 4. 11 (s, 
3H), 6. 49 (d, J = 5. 9Hz, 1H), 7. 31 (d, J = 5. 1H 
z, 1 H) , 7. 61 (s, 1H), 7. 72 (dd, J = 2. 4Hz, 8. 8 
Hz, 1H) , 7. 76 (s, 1H) , 8. 08 (d, J = 2. 4Hz, 1H) , 
8. 66 (s, 1 H) , 12. 66 (s, 1H) ft«^|Ffffi (E S I -MS, m 
/z) : 4 8 8 (M + + 1) 

mmmi 2 0 1 ; n-{4-f (6, 7-*?* p^->-4-^\/u-;i/) 
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;Mlml) ^^4-[ (6, 7-^h^-4-^'J- 

;v) ^-^r^>]T— >J> (5 Omg) s (5ml) N :n#y-;v (1ml) 

££D;L^-£1 6Btffl8l#bfco SJ«£MsU# £>tifcB££^nn*;i/A/ 

4 4mg, H$57%tffeo 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 0. 8 7- 0. 9 2 (m, 3 

H) , 1 . 0 9-1. 1 3 (m, 3H) , 1 . 2 6 - 1. 6 5 (m, 4H) , 2 . 7 
4-2. 8 1 (m, 1H) , 3. 9 8 (s, 3H) , 4. 0 0 (s, 3 H) , 7. 
34-7. 38 (m, 2 H) , 7. 40 (s, 1 H) , 7. 57 (s, 1 H) , 7. 
72-7. 7 8 (m, 2H), 8. 57 (s, 1 H) , 11. 51 (s, 1H) , 
12. 5 9 (s, 1H) mmfrtifm (ES I -MS, m/z) : 4 5 5 (M + + 
1) 

mmmi 202 :N- {2-^7PP-4- [ (6, 7-^p< h=fr->-4-=fry 
U;i/) z_^2kl -N a - (2, 4-^7;^p^>^;i/) ^-^-^u 

Z. 

7fJflR©2, 4-y7;i/tD- 1 ;i/ ^D7^F (8 0m 

g) £ffli^i£fc^2, A-Vy)^n- 1 -^>-t? ;i/ ^fvft 
^>T*— h^iSMbfeo 2-^DD-4-[(6, 7-^h^-4-^;'J 
;i/) ^3^>] 7-'J > (5 Omg) £ h;i/^> (5ml) s ( lm 

I) izmm^^Tzm, (1ml) (;:«P£-fe»rfc2, 4-^7;M"D- 
1 -^>-fc?>>b;i/^n;i/ ^ v^^r^— h*JPit^ST?2I^BB*#Lfco S 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 3 (s, 3H) , 3. 
96 (s, 3H) , 6. 66 (d, J = 5. 12Hz, 1H), 7. 16-7. 
36 (m, 5H), 7. 61 (s, 1H), 7. 8 2~7. 83 (m, 1H), 
8. 10 (d, J = 9. 03Hz, 1H), 8. 56 (d, J=5. 12Hz, 
1H) , 11. 9 8 (bs, 1H) , 12. 3 3 (bs, 1 H) JM#*HS (E 
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S I -MS, m/z) : 5 3 0 (M + + 1) 

. Ilii 203 :N- (3, 4-^* h^>^>V'^;i/) -N' - { 4- 
[ (6, l-V* b^r->-4 7 ^^-fUT 

T$m(D3, 4 1 7-^>-S ^n7^F (80m 

g) &mv«J3^3, h=^>l -^>-tf -fV^> 

T^-h^H^bfeo 4- [ (6, 1 ->J* 

7-'J > ( 5 Omg) £ h;P:t> (5ml) N az^y— ;p (1ml) S3« 
^-frfef^s ^*?J — ;V (lml) £WP£-frfc3, 4-^;* h3^>- 1 -^>-t? 

1 H — NMR (DMSO-de, 4 0 0MHz) : (5 3 . 79 (s, 3 H) , 3. 
83 (s, 3H), 3. 96 (s, 3H) , 3. 99 (s, 3H) , 6. 6 2 
(d, J = l 5. 61Hz, 2H) , 6. 92 (d, J=15. 61Hz, 2 

H) , 7. 04 (d, J = 8. 54Hz, 1H), 7. 38 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s, 1H), 7. 56 (dd, J = 2. 1 9 Hz, 
J = 8. 3 0Hz, 1H) , 8. 56 (s, 1H), 11. 88 (bs, 1H), 
1 2. 5 0 (bs, 1H) WMfrffim (ESI-MS, m/z) : 5 2 1 (M + + 
1) 

lijl 204 :N- {3 PP-4- [ (6, 7 -if* Y*j/-4-*J 
VJV) 3r*isl 7x.=.M -N' - (3, is s<>V 4)1/) 

T 

tUIS©3, 4-^ 1 -^<>-e>*;i/3j?-;i/ ^n7^F (80m 

g) Sfflv^lttK^3, 4-^ h^>l -fvft^ 

T^-h^fl^bfeo 3-^DD-4 - [ (6, 7-^p< h^i>-4-^ry U 

;v) *^rS/] u y (5 Omg) § h;Kn> (5ml) „ — ;i/ ( l m 

I) ;u (lml) £«P£-fr£3, 4-^^b^^- 
1 -^>-fc? >f v^-^r*— h&JD*.MT! 2i»bfeo S 
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'H-NMR (DMSO-de, 400 MHz.) : 6 3. 79 (s, 3H) , 3. 
83 (s, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3H) , 5. 46 
(bs, 1H), 6. 29 (d, J=15. 37Hz, 1 H) , 6. 62-6. 
43 (m, 1H), 6. 79 (s, 1H), 7. 03-7. 1 0,(m, 2H) , 
7. 38 (s, 1H), 7. 52 (s, 1H) , 7. 55-7. 58 (m, 2 
H) , 8. 44 (d, J = 5. 12Hz, 1H), 12. 63 (bs, 1H) I 
(E S I -MS, m/z) : 5 5 5 (M + + 1 ) 
liil 2 0 5 : N- {2-^PP-4- f (6, 1 -*J* h^->~4-^-J 

Vji) ;fr^->] -n j - (2-7i-m^ji/) ^frur 

Tff|S©2 -7 3L—)l^& J J;], 7U5>JY (8 0mg) ^fflV^Mfc^V^2 

[ ( 6 , 7-^ h^>-4-^y U;P) ^-U > (50mg) £ h;V 

^> (5ml) s (1ml) ^y-^ (i m i) 

'H-NMR (DMSO-de, 4 0 0MHz) :6 3. 8 5 (s, 3H) , 3. 
93 (s, 3H), 3. 95 (s, 3 H) , 6. 64 (d, J = 5. 08Hz, 
1H), 7. 27-7. 39 (m, 5H), 7. 42 (s, 1H), 7. 49 
(s, 1H), 7. 57 (s, 1H), 8. 1 0 (d, J = 8. 78Hz, 1 
H), 8. 55 (d, J = 5. 38Hz, 1H), 11. 91 (bs, 1H), 
12. 3 9 (bs, 1H) nm.mmU (ESI-MS, m/z) : 5 0 8 (M + + 
1) 

mmmi 2 0 6 : n- {4- r (6, 1 -y* h*^- 4-*; vjd 

->1 - 2 , 3 -^^fiWx-M -N ? - (2-7x-;i/7-b^) ?-Jrt>\s 
T_ 

m&(D2-7 S j )l ^D7^fF (80mg) ^ffllA»fc^V\2 
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-7 J j )\s J Vf-Xi'-y*— Y^mMlstzo 4- [ (6, 7 

h=^>- U;i/) 7>T*^\ - 2 , 2> - *J * )VT =- V > ( 5 Omg) £ h 

)V^y (5ml) s — JV (1ml) (c^l^^fef^ (lm 

1) fc»tfe2-7in;i/x^y^f;v J V?-*isT^— Y %M z.MU~l: 2 

1 H — NMR (DMSO-de, 4 0 0MHz) : 6 2 . 0 8 (s, 3H) , 2. 
15 (s, 3H), 3. 85 (s, 2 H) , 3. 94 (s, 3H) , 3. 95 
(s, 3H), 6. 28 (d, J = 5 . 12Hz, 1 H) , 7. 08 (d, J = 
8. 54Hz, 1 H) , 7. 2 7~7. 41 (m, 7 H) , 7. 57 (s, 1 
H) , 8. 47 (d, J = 5. 37Hz, 1H), 11. 7 5 (bs, 1H), 
12. 01 (b s , 1 H) W&frffim (E S I -MS, m/z) : 5 0 2 (M + + 
1) 

ggMflll 2 0 7 : N- (2, 4-^^PP^>V^/V) -N J - {4- [ (6, 
7|5I£cd2, 4 -i?^DD- 1 -^>-fe*>*;i/^— ;i/ ^D7^f F (80mg) 

-h£«SSIbfco 4- [ (6, 7-^ h^->-4-^^U-;i/) T 
-U > (5 Omg) * h;i^> (5ml) s rc^y— ;v (1ml) fc$gfl¥&-frfc 
f£ s rc^y— ;i/ (1ml) td^^^fe 2 , - l-^>-if>7JM 

ISU M©<b-^tJ^ 6 5mg, W7 3°/o«o 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 3 . 9 7 (s, 3H) , 3. 
99 (s, 3H), 7. 38 (d, J=l 1. 22Hz, 3H), 7. 55-7. 
58 (m, 2H), 7. 69 (d, J = 8. 29Hz, 1H) , 7. 7 6~7. 
78 (m, 3 H) , 8. 57 (s, 1H), 12. 04(bs, 1H), 12. 
2 6 (b s, 1 H) MAmnm (ESI-MS, m/z) : 5 3 0 (M + + 1) 
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Hffl5ffi.il 208 : N- {3-^7PP-4 - [ (6, 7 -SM h^>-4-^y 

Uik) -y^-M -N* - (2, 4 -^y;i/^-p^>v^;i/) 

T^rflRcD 2 , 4 -^7;i/^-D- 1 -^>^f>>b;i/^-;i/ ^D7^F (8 0m 
g) &mv£jifc$3tE^2, 4-Py)V^rtn- 1 JVtt 
$✓7*— h&WSEbfco 3-^DD-4- [ (6, 7-^^ bdr>>-4-^y; 
^3^] T-U> (5 Omg) £ h;i^> (5ml) s ;V ( lm 

i) izmm^^tcm. (imi) 2, A-vy^u- 

Jfe*&ai*Bb» 6>tifca^§^ h >®m-r§-> U Ay;^D? 

'H-NMR (DMSO-d 6 , 400MHz) : 6 3. 95 (s, 3H), 3. 
96 (s, 3H), 6. 43 (d, J = 5. 37Hz, 1 H) , 7. 24-7. 
29 (m, 1H) , 7. 4 3-7. 5 5 (m, 3H) , 7. 75 (dd, J = 2. 
44Hz, J = 8. 78Hz, 1H), 7. 7 9-7. 90 (m, 2H), 8. 
16 (bs, 1H), 8. 52 (d, J = 5. 12Hz, 1H), 11. 86 
(bs, 1H) , 1 2. 3 2 (bs, 1 H) Stfi^flHi (ES I -MS, m/ 
z) : 5 3 0 (M + + 1) 

mmmi 209 :n- i 3-^pp-4- r (6, i-v* h^>-4-^y 

Uik) -7 — n 3 - (4-^-^^;v^>V^;i/) ^fri-T 

rfrF£©4 -t^fM> > /'f y£ 7^vF (4 Omg) h;i/rc> (20m 
1) s mh**-)l> (1ml) ^iP^ 1 0 0°CT lBt^Piftbfeo «£^*b 

4 l -^>-fe" v^-^^t^— h ^fi^bfeo 3- 
/7PP-4- [ (6, 7-^y h^>>-4-^y u;i0 ;t^>>] m«;> (5 o 
mg) § (5ml) N — ;v ( 1ml) IzmMZ&fcfes J — 

;Klml) lzmm^^tz4-^r^^jv- 1 -^>^>#;i/tf?^;t/ ^v^t^ 

t * - h ^ sm-c 2 1$ ng»# b fc o * mm e> n it n $ * t? p n * 
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1 H — NMR (DMSO-d 6 , 4 0 0MHz) : 6 0 . 8 4~0. 87 (m, 4 
H) , 1. 60 (m, 2H) , 2. 09 (s, 2H) ,2.50 (s, 7H) , 
2. 65-2. 69 (m, 2 H) , 3.94 (s , 3H) 3 5. 46 (b s, 1 
H) , 6. 29 (d, J=l 5. 37Hz, 1 H) , 6. 42 (d, J = 5. 1 
2Hz, 1H) , 7. 36~7. 54 (m, 6H) , 7. 74~7. 76 (m, 
1H), 7. 94 (d, J = 8. 05Hz, 2H), 8. 19 (bs, 1H) 8. 
5 1 (d, J = 5. 12Hz, 1H), 11. 61 (bs, 1H), 12. 70 
(bs, 1H) mmrnm (ESI-MS, m/z) :607 (M + +l) 
gjjl 2 10 : N- 4 - [ (6, 7-¥* h 4 -*1rV U =•)]/) -fr* 

->] -2--hP7xrjl/-N' - (4-tf^u^y t±Jkl VVT 

fc^U (3 5 7mg) ^r-te hn h (2 0ml) £*§$Pbfc1ts fflk 
£U>>A (97mg) £inx.s 2- (4-^D^y^;V) -1, 3 — <i V 

> k u >v*> ( i g) ^ijp^feo inia«TT i 0B$r B mff bs 

bfco ^afis lit^-i:feJ;!9 2- (4-n°^U i;y7*^) -l, 

>f > K U >^>£^tn&£-^)£ 8 5 Omgffco #£*lfc2 - (4-tT^U^ 

y - 1 , 3 ->r v>r > h* u >^#>£^tr$s^ (8 5 omg) tt^j- 

;V7/l/3- ;i/ (10ml) fc$gfl¥bfc^ t K ^ V > 1 Tfcfnt) (0. 7 5ml) 

7^/1/7 5 >§^tf^tl§ 9 8 0 mgff fe 0 4- [ (6, 7 h 4 
U *-3^>] -2--hDTrzU> (1 0 Omg) §^DD*M 

(10ml) fc*»bfc«s h V^JVT^ y (1ml) £#n;ts h 'J * 

*>7*> (13 1 mg) 0^DD*/l/A (5ml) «£JOX.fco 1 0#* 

#bfc^ 4-t:^U^y^;i/T^>^M^tJ (6 9mg) (D^nn^l/ 
A (5ml) »«*inifco f?K3 0»U zkt?SlS*ff±bfc^ 

D^;vAT^tBbs a^^-hu^A^^bfeo zm, mm&s 

ib^x?-;i/i- ^;VT^*TS£2ifc:<fct>N-4- [(6, 7-S^h^>- 
4-^^-^U-;i/) - 2 hD7x-/l/-N 5 - (4-^'J^y7* 
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*))/) "7l/7§104mgs W6 8 0 /oTllfco 

1 H — NMR (CDCla, 4 0 0MHz) : 6 1 . 54 (brs, 2H) , 1. 
6 5-1. 79 (m, 8 H) , 2 . 52-2. 61 (m, 6 H) , 3. 35 (t 5 
J = 5. 9Hz, 2H) , 4. 075 (s, 3H) , 4. 080 (s, 3 H) , 
7. 00 (brs, 1H), 7. 34 (s, 1H), 7. 51-7. 54 (m, 
2H), 8. 12 (d, J = 2. 7Hz, 1H), 8. 61 (s, 1H), 8. 
76 (d, J = 9. 5Hz, 1H), 9. 73 (s, 1H) 
WAfrffiiM ( E S I — M S , m/ z ) : 5 2 5 (M + +l) 

mmmi 2 1 1 : n-4- r (6, i-v* h^->-4-^r^-vu-;i/) ^-^ 

j/1 - 2--bP7x-^-N ) - ( 4 -b^'J *JJ 7°P bVI/) 

f^»J^> (3 5 7mg) £T-feh^h>j;]/ (2 0ml) fciibfet, j^Ig 
£>;e?A (97mg) ^in^s ^^fc2 - (3-^D^Ernt.Vl/) -1, 3 -4 
V^>FU>^^"> (lg) £#Qx.fco »M^TTr 1 0B#P B m#b. 7K"t!M^ 
£#ltb£f£s If^3i^;i/Tttmbs 7k, &M7kHffi&m, MM* b V * A-T?i£ 
i^bfeo 551s $§,fg-r3£ hlcJ: b 2 - (3 -t^U^y rntvi/) -1,3- 
-Y V-Y > KU >^>£^tng£r#J& 8 5 Omglffco mt>tifc2- (3-h°^ 
'j^yrnhvi/) -1, 3--fv^>F'J>^^> ^^tsM-a^i (8 5 0mg) 

%^j]s7)i<=i~ )v domi) izmmvfems t F^>i7janti (o. 75 

ml) ^ip^, ^trlB^PeW^bfco £©«£}MT3££l;:J;D 3-h°-^ 
U^y y"*)V7^>%^tsM-&'yd% 9 8 0mgf#feo 4- [ (6, 7-S^h* 
^-4-^t-V*'J-;V) tf*^] - 2--hD7-'J> (lOOmg) Bdd 
*;i/A (10ml) fc^bfe^s hiJxf;P7^> (1ml) £#nx_s £ £> J3 
h U^^^> ( 1 3 lmg) ®^nn*;i/A (5ml) «^5n^fe 0 MUr 1 
0 bfc^s 3 - £^'J VJ 7D £;]/T ^ > ^tsM^ (69mg) (D f 

DD^;i/A (5ml) mm%Mz-f£o ^-e3 0#*i#bs Tk^Sj^^^bfe 
^ N ^nn^MTitBU »h'J-)A»Ufeo 531s M^^s £bfc 
n^%%M{,V^*)l/^~*)lsTffiW*-rZ>Zblz£t)N-4- [ (6, 7-^p< 
h^r^-4-^r^-V'U-;i/) ;t^>] - 2 -— h D 7 1-JI/-N 1 - ( 3 - 
<J^y rnbVl/) r>bT^10 4mgs ll 6 8 0 / 0 T'ffeo, 
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1 H — NMR (CDCls, 4 0 0MHz) : 6 1 . 55 (brs, 2H) , 1. 
65-1. 8 0- (m, 6H) , 2. 50-2. 62 (m, 6 H) , 3. 37 (t, 
J = 5. 9Hz, 2H) , 4. 075 (s, 3H), 4. 080 (s, 3H) , 
7. 05 (brs, 1H), 7. 35 (s, 1 H) , 7. 50-7. 55 (m, 
2H) , 8. 10 (d, J = 2 . 7Hz, 1 H) , 8. 60 (s, 1H), 8. 
78 (d, J = 9. 5Hz, 1H), 9. 75 (s, 1H) 

mmftffim (e s i -ms, m/z) : 511 (m + +d 

ligii 1 : G292£^fcPDGF-AAfiMfccfc%PDGF-RaU >mikteMT%mm 

G-292t h#|£|JB« (*B#«$S) tiL5%&m#X'( >=*i"*— F«3fc:feV> 
TDMEM±git(^B*MM)10%FBSt8iO=i>7;i/^> hfcfc* £T?J&£U IHO.1% 

FBs^ife"T?96e7 ^;v^m,y°u— h iz&^^ji 3 xioM@-e*§sbfco src-v 1 B&jg 

M^JfCH^s PDGF-AA (Upstate^) £50ng/ml & <fc?»Jb5#iSs 

Jni7^-^7^-^DS/>in;^P Y- 2 0 £n — Mfe9 6 >> xjl/71/- h S^C© 
pT^bbfeia|g^^^L4 0 CT— B^MJ^^^feo bTanti-PDGF-Ra 
(c-20) (santa cruztfc) £MlU — ^P^M^^-tirfem^-^f*^ LTGAR 
(Anti-rabbit Ig, horseradish peroxidase ,Amersham) ^^Pbs 1 B^lalJxiS 

450nm(ZTBMJ^*iiJ^bfeo U # > H lz.$o\jr%> PDGF-Ra<Z) U >iMb£100 
%s #U#>F#£TS^t3U>I£^£0%hbTs }«t)ft#£T-£©V^r 

has) 

HJ»l»^S&M«kbe^lantffifcT^bfcJfllW¥»ffl5<fflJia (passage5~10) 
£96well platet8xlO'M/weim&N 24B3«£ fcJfiL$»3tfflM*fB h bs £ & t 2 4 
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mMflMZmnhTimmSTC-ZJ >df-^— >3 >bfc&fc^ PDGF-BB£50ng 
/mlilteZ £5 £ffi)m\sX5frmj 3 #PBS-C$5fc#&fclysate bu 

ffer 20#l/well&m&nU ^tlfcSDS buffer£20ml/well»|^ PVDFp<>7* 
l/>}32//lX^> h Lfeo 

£rC:7 *^U?/>ffiifcMM&l£^M%-*/¥---1iMWi£tltz anti-mouse 

IgGMU ECLfg-fe^y h (7Yi/tA) tti^U Htt^f T?3B63&l£§je 

gbfco 

100%RMfcbT\ »tft«i5tcDiaSMttICH*JfWb&o 
ilgii 3 : c-kitiB U >a{bfcMt5Ei^ft 

2 OB^PelT]/^ h bfcM07e (human megakaryocyte leukemia cell line) ^9 
6w^lx- ht2xl0 5 /wellMU DMSO»»bfc»K««*«an^ C0 2 -T >3fi 
t-^-fct imfflRlfo£'&fco ^CD^h-SCF50ng/mlt*5^^f!l^bfe^lysate 
buffert:S£ifebJlBIIia*^r«Kb**fco 

^t, ^i^anti-phosphotyrosineirif* (PY-20) &@*B<fb Vtz96w7\s — h fcqj 
^bM?$£^bA;ftBO&£^fco ^©f£— Mfi#^bTanti-c-kitjftf* (c-19* 
santa cruz) £ 1 BSBSSJ&^-tK — Mtl{*£ bTGAR (anti-rabbit IgG, horser 
adish peroxidase, Amersham) XWMh, ^Jltf^-is?— fcf^&^y h (ft^^ 
h) ^ffl^T^-fe^^s ^S450nm©PMJg§i«^bfeo 

DMSO «h-SCF##^T^*5(t^c-kitSBU>@^brSI4^100%Pl^ s DMSO ^ 
iPh-SCF^Tfc^(t^»c-kitgB U >gMbiS&£0%RBg£: bT\ »tJH©c-k 
itgBU >@^bPim£f»$'J^ IC 5 o£;£#>fco 

^S^I^'J l~3cD^{iTfB©fflDT$>ofeo ^^©fii^I C 50 (nM) £ 
PDGF (E) ©>100 ( ) ©fro£|*|©i^& 10 0 nMfc&tf^ 
#p$ij2fs (%) ^^"To PDGF (D) ©> 1 0 0 0 ( ) ( ) ©fro 

£F*3©i&^tel 0 0 0 YiMlz&tf (%) ^^-To c-kit©- ( ) ©fro 

£ft©i&^& 1 0 0 0 nMfcjSljSWW (%) *^to Xi^IBaJ^t^^T 
5 0%J^T©Pl^*^W-r^- t^^-To <^J;tf<<{^f3vlJS{3^^T 5 0 



WO 01/47890 



PCT/JP00/09157 



750 



mi* 


Jo. PDGF(E) PDGF(D) 


c-kit 


i 


<10. 


52 


2 


17 


422 


3 


<10 


173 


4 


<10 


133 


5 


24 


336 


6 


<10 


175 


7 


12 


616 


8 


«10 


62 


9 


<10 


45 


10 


11 


106 


11 


«10 


36 


12 


11 


389 


13 


<10 


135 


14 


12 


209 


15 


21 


-(48) 


16 


<10 


495 


17 


<10 


57 


18 


22 


93 


19 


«10 


41 


20 


«10 


109 


21 


<10 


135 


22 


<10 


186 


23 


<10 


475 


24 


«10 


129 


25 


<10 


566 


26 


«10 


44 


27 


«10 


76 


28 


<10 


118 


29 


27 


121 


30 


00 


<30 


31 


<10 


221 


32 


16 


227 


33 


23 


362 


34 


MOO (45) 


800 


35 


<10 


342 


36 


>100 (34) 


-(19) 


37 


«10 


<30 


38 


<10 


33 


39 


<10 


56 


40 


«10 


55 


41 


<10 


185 


42 


<10 


73 


43 


<10 


158 


44 


19 


328 


45 


<10 


91 


46 


22 


388 


47 


<10 


178 


48 


<10 


162 


49 


<10 


185 


50 


<10 


50 


51 


14 


270 


52 


<10 


273 


53 


<10 


480 


54 


15 


473 


55 


<10 


288 



WO 01/47890 



PCT/JP00/09157 



751 



56 


11 


774 


57 


11 


393 


58 


12 


499 


59 


57 


-(33) 


60 


<10 


261 


61 


10 


-(32) 


62 


13 


70 


63 


16 


211 


64 


90 


429 


65 


<10 


103 


66 


50 


353 


67 


<10 


342 


68 


13 


294 


69 


53 


755 


70 


<10 


451 


71 


38 


-(34) 


72 


36 


387 


73 


28 


235 


74 


100 


1000 


75 


25 


1000 


76 


>100(37) 


-(14) 


77 


<10 


99 


78 


16 


129 


79 


18 


123 


80 


12 


137 


81 


12 


408 


82 


10 


176 


83 


16 


253 


84 


27 


399 


85 


<10 


163 


86 


13 


842 


87 


<10 


607 


88 


19 


-(45) 


89 


14 


-(35) 


90 


<10 


621 


91 


14 


-(20) 


92 


<10 


677 


93 


17 


601 


94 


31 


-(31) 


95 


16 


962 


96 


38 


-03) 


97 


<10 


254 


98 


<10 


152 


99 


21 


394 


100 


14 


815 


101 


12 


-(27) 


102 


<10 


217 


103 


15 


200 


104 


25 


590 


105 


<10 


252 


106 


12 


1000 


107 




372 


108 




180 


109 




412 


110 




110 


111 




750 



WO 01/47890 



PCT/JP00/09157 



752 



112 


16 


214 


113 


18 


402 


114 


65 


602 


115 


<10 


387 


116 


31 


1000 


117 


26 


759 


118 


33 


746 


1 1 Q 


>10fl 

/ 1 uu 


-(31) 

\0 1 / 


1 L U 


1 1 




121 




-(17) 


122 


1 1 


821 


12 1 ? 

\ CO 


\l U 


207 


\ ch 


49 

**C 


-(1Q) 
Vou^ 


1 25 

1 C vl 


\ 1 u 


671 


1 9fi 


1 Q 


-(10) 


1 97 


1ft 
1 0 


0 n q 
coo 


1 9ft 

1 CO 


9ft 


175 


1 90. 


fi4 


739 
roc 


i in 
1 ou 


/1 n 


714 
1 1 h 


i i i 

1 0 1 


in 


- v/*u; 


1 19 
I oc 


9ft 


in 1 


1 JO 


9ft 
cD 


CUD 


\ 6h 


/ 1 uu v*iyy 


Q44 




1 n 


Hi 0 


1 1 R 


43 

HO 




1 17 


/1 n 


911 
Coo 


I Jo 


1 7 


74 


1 3 Q 


^7 


An 

OU 


i >tn 


/1 n 


914 
Co** 


i *» i 


ifi 
00 


Vco; 




/in 
\ 1 u 


/in 

\oU 


1 43 


/in 


/in 

\oU 


1 44. 


1ft 
1 0 


49 

HQ 


1 H U 


\ 1 u 




1 4fi 


1 1 


u C 


147 


1 1 


<30 


148 


<10 


<30 




19 


49 


1 50 


<10 


38 


151 


12 


32 


152 


<10 


<30 


153 


<10 


<30 


154 


40 


61 


155 


14 


41 


156 


>1 00 (48) 


33 


157 


<10 


35 


158 


12 


107 


159 


52 


147 


160 


16 


52 


161 


<10 


178 


162 


16 


162 


163 


<10 


185 


164 


12 


50 


165 


49 


149 


166 


34 


145 


167 


45 


370 



WO 01/47890 



753 



PCT/JP00/09157 



168 


15 




52 


169 


<10 




31 


170 


O0 




34 


171 


22 




83 


172 


17 




74 


173 


«10 




37 


174 


<10 




70 


175 


«10 




45 


176 


20 




<30 


177 


19 




<30 


178 


MOO 






179 


70 






180 


63 






181 


>100 






182 


MOO 






183 


35 




706 


184 


38 




369 


185 


46 






186 


63 






187 


<10 




561 


188 


100 






189 


57 






190 


MOO 






191 


84 




503 


192 


56 






193 


57 






194 


91 




715 


195 


66 






196 


49 






197 


93 






198 


21 




1000 


199 


35 




807 


200 


31 




329 


201 


MOO 






202 


10 




610 


203 


25 




169 


204 


28 




79 


205 


78 






206 


13 




80 


207 


31 




55 


208 


18 




53 


209 


Moo 






210 


16 




95 


211 


17 




43 


212 


28 




70 


213 


21 




61 


214 


>30 (6) 




47 


215 


8 




<30 


216 




<3 


19 


217 




29 


39 


218 




88 


123 


219 




27 


<30 


220 




47 


77 


221 




84 


109 


222 




45 


101 


223 




7 


101 



WO 01/47890 



PCT/JP00/09157 



754 



90 A 




00 E 
CCD 




00ft 
CCD 




007 




OO Q 
CCO 




ion 

229 




230 


8 


231 


1 


232 


1 1 


233 


8 


234 


10 


235 


<3 


236 


4 


237 


6 


238 


10 


239 


9 


240 


17 


241 


12 


242 


21 


243 


20 


244 


27 


245 


16 


246 


58 


247 


3 


248 


11 


249 


4 


250 


4 


251 


6 


252 


6 


253 


17 


254 


>100(27) 


255 


>100 (36) 


256 


<3 


257 


6 


256 


3 


259 


34 


260 


6 


261 


4 


262 


7 


263 


10 


264 


42 


265 


35 


266 




267 




268 




269 


17 


cfu 


DO 


271 


22 


272 


61 


273 


23 


274 


25 


275 


16 


276 


16 


277 


10 


278 


53 


279 


<10 





1 A7 






1 1 
I I 


79 


7 
1 




1 n 


71 


1 ft 


4/ 




111 
1 1 1 




o c 
00 




A O 

42 




52 




46 




57 




47 




42 




36 




183 




248 




232 




192 




190 




69 




408 




243 




40 




147 




57 




184 




185 




111 




514 




396 




309 




15 




22 




178 




184 




1 80 




44 




83 




329 




486 




122 


6 


1 A 

34 


23 


35 


6 


f> A 

J4 








4 * I 




130 




297 




107 




399 




103 




413 




53 




289 




<30 



WO 01/47890 



PCT/JP00/09157 



755 



280 


/in 

<10 


0*7fl 
$1 U 


281 


>1 00 (49; 


oca 
£00 


282 


34 


A O 

48 


283 


<10 


121 


284 


<10 


OCA 

269 


285 


Sin 

<10 


85 


28G 


<10 


54 


287 


13 


228 


288 


<10 


162 


289 


<10 


328 


290 


47 


281 


291 


26 


124 


292 


14 


262 


293 


<10 


145 


294 


15 


109 


295 


>100(45) 


178 


296 


61 


109 


297 


«10 


41 


298 


<10 


119 


299 


«10 


53 


300 


<10 


-(43) 


301 


43 


-(39) 


302 


12 


202 


303 


11 


188 


304 


63 


401 


305 


11 


221 


306 


11 


72 


307 


>100(49) 


165 


308 


20 


101 


309 


10 


285 


310 


67 


607 


311 


<10 


329 


312 


«10 


29 


313 


<10 


330 


314 


44 


32 


315 


<10 


82 


316 


10 


-(40) 


317 


«10 


136 


318 


10 


418 


319 


«10 


98 


320 


<10 


596 


321 


«10 


37 


322 


<10 


60 


323 


«10 


/on 

\30 


324 


12 


64 


325 


/in 

<10 


A C 

4b 


IOC 

326 


/I 00 13 J J 


U o) 


327 


>100<30) 


-(6) 


328 


>10O(22) 


-(10) 


329 


<10 


253 


330 


12 


467 


331 


<1Q 


377 


332 


«10 


259 


333 


12 


712 


334 


<10 


484 


335 


«10 


<30 



WO 01/47890 



PCT/JP00/09157 



756 



336 


14 


109 


337 


<10 


198 


338 


25 


956 


339 


38 


197 


140 


<10 

N 1 v 


107 


341 


32 


519 


OH c 




<30 


143 

OHO 


/in 


232 


o*m 


/in 


<30 


34R 


on 


1 23 


34R 
0*10 


41 




347 


77 
i t 


228 


OHO 


/in 


Qfl 


34Q 

OHH 


1 L 


10Q 


oOU 




93R 


QG1 


/1 n 


R4 
0*+ 


o co 

0O£ 


/1 n 


1 QC< 
1 30 


000 


/m 




oo4 


I 0 


3A4 


nrr 
030 


OA 
LH 


9 59 


OCR 

030 


/in 


u 0 


OCT 

oof 


/in 


1 1 R 
1 1 0 


nrn 

358 




00 D 


359 


28 


ill 4 


ooO 


1 c 
1 0 


i no 


00 I 


/in 


97R 
CIO 


362 


4* 




000 


/in 


79 
f c 


OC Jl 

364 


o n 

£9 


Qfl 

DO 


IRK 
000 


/in 


47 

H i 


OCR 
000 


97 


RR 

DO 


3R7 
00 f 


00 


907 


000 


R4 

Oh- 


49fi 


3RQ 
009 


m nn 


-flfi) 
vouy 


37tt 
0 / U 


74 




171 
o r I 


/m 


541 


379 
OIL 




-(14) 

\ 1 H/ 


171 


41 

to 


71 


174 

0 I H 


/10 


<30 


175 
0 1 J 


74 


144 


17fi 


<10 


41 


177 


21 


151 


17ft 


14 


92 


17<J 


1 1 


624 


OOU 


<10 


45 


OO 1 


66 




382 


<10 


28 


383 


74 


90 


384 


>100(37) 




385 


<10 


87 


386 


20 


105 


387 


<10 


31 


388 


12 


60 


389 


51 




390 


33 


400 


391 


13 


129 



WO 01/47890 



PCT/JP00/09157 



757 



392 


>100(38) 


432 


393 


82 


90 


394 


<10 


133 


395 


19 


226 


396 


19 


86 


397 


<10 


77 


398 


33 


462 


399 


63 


327 


400 


<10 


671 


401 


<10 


586 


403 


14 


93 


404 


<10 


81 


405 


46 


126 


406 


<10 


<30 


407 


26 


68 


408 


<10 


192 


409 


26 


392 


410 


12 


79 


411 


17 


43 


412 


81 


122 


413 


39 


50 


414 


>100(27) 




415 


24 


98 


416 


>100 (49) 




417 


>100(42) 




418 


26 


401 


419 


>100(47) 




420 


16 


77 


421 


<10 


34 


422 


<10 


119 


423 


<10 


102 


424 


47 


224 


425 


>100(5) 


464 


426 


22 


272 


427 


>100(13) 


364 


428 


64 


158 


429 


54 


603 


430 


76 


182 


431 


17 


43 


432 


13 


<30 


433 


11 


<30 


434 


20 


<30 


435 


33 


445 


436 


>100 (46) 


878 


437 


48 


250 


438 


>100 (41) 


414 


439 


52 


224 


440 


47 


351 


441 


70 


1000 


442 


>100(32) 


-(28) 


443 


15 


627 


444 


21 


972 


445 


>100(11) 


941 


446 


>1D0(39) 


-(40) 


447 


>100(11) 


553 


448 


>100(39) 


-(25) 



WO 01/47890 



758 



PCT/JP00/09157 



449 


>100(26) 


747 


450 


>100(13) 


-(46) 


451 


>100(25) 


613 


452 


>1 00 C31) 


-(37) 


453 


>100(1) 




454 


>100(23) 




455 


77 




456 


>100(21) 




457 


>1 00 (29) 




458 


>100(18) 




459 


47 


<30 


460 


>100(15) 




461 


60 




462 

T \t L. 


52 


575 


463 


91 


432 


464 

tut 


55 


201 


465 


56 


1000 




Mflndfi) 

/IUU\IU/ 




467 


>inn (&) 




4fiR 


/ 1 UU \tU/ 






/I UU \\!J 


-(28) 


47(1 


CO 


128 


d71 


/ 1 UU \LOJ 


?37 

CO 1 


47? 

4 1 L 


0 1 


67 


471 


/ i uu \ou/ 


259 


474 


46 


-(6) 


475 


15 


-(24) 


47R 


<10 


172 


All 


59 


248 


478 


17 


-(28) 


479 


13 


"(17) 


480 


10 


-(22) 


481 


16 


-(3) 


482 


24 


-(5) 


483 


20 


<30 


484 


12 


75 


485 


>1 00 (35) 




486 


>1 00(36) 




487 


>100(31) 




488 


98 




489 


58 


637 


490 


21 


261 


491 


24 


315 


492 


20 


321 


493 


39 


1000 


494 


16 


125 


495 


65 




496 


45 


-(32) 


497 


<10 


82 


498 


<10 


140 


499 


<10 


98 


500 


14 


199 


501 


11 


56 


502 




-(23) 


503 


87 


-(36) 


504 


4B 


-(42) 



WO 01/47890 



PCT/JP00/09157 



759 



505 


53 


-(25) 


506 


74 


369 


507 


44 


787 


508 




-(28) 


509 


26 


164 


510 


>100(3) 


-07) 


511 


19 


663 


512 


29 


1000 


513 


>100(28) 


720 


514 


>100(31) 


-(29) 


515 


>100(32) 


-(21) 


516 


50 


"(27) 


517 


38 


-(33) 


518 


>100(17) 




519 


>100(22) 




520 


>100(43) 




521 


>100 




522 


>100 




523 


>100 




524 


>100(21) 


-(21) 


525 


79 


-(41) 


526 


>100(46) 


731 


527 


65 


875 


528 


33 


343 


529 


>100(38) 


-(8) 


530 


>100(45) 


-(34) 


531 




-(31) 


532 


>100 (44) 


752 


533 


64 


623 


534 


51 


-(35) 


535 


32 


-(27) 


536 




-(7) 


537 


>100(34) 


-(34) 


538 


>100<22) 


768 


539 


>100(45) 


415 


540 


48 


447 


541 


70 


794 


542 


>100(45) 


442 


543 


54 


328 


544 


<10 


216 


545 


70 


254 


546 


54 


-(44) 


547 


>100(33) 


-(41) 


548 


46 


268 


549 


62 


681 


550 


77 


536 


551 


>100(19) 


1000 


552 


MOO (10) 


-(28) 


553 


>100(40) 


320 


554 


>100(14) 




555 


>100(29) 


-(39) 


556 


>100(13) 


-(28) 


557 


>100(33) 


634 


558 


73 


724 


559 


36 


711 


560 


12 


107 



WO 01/47890 



PCT/JP00/09157 



760 



561 


<10 




54 


562 


80 




-(27) 


563 


54 




406 


564 


39 




291 


565 


46 




170 


566 


17 




276 


567 


21 




118 


568 


>1O0(28) 




-(31) 


569 


12 




168 


570 


23 




173 


571 


32 




556 


572 


64 




262 


573 


39 




348 


574 


45 




147 


575 


27 




664 


576 


36 




151 


577 


14 




328 


578 


18 




104 


579 


22 




145 


580 


14 




84 


581 


14 




180 


582 


>100(20) 




-(29) 


583 


>100(17) 




-(18) 


584 


>100(13) 




-(13) 


585 


>100(32) 




1000 


586 


63 




734 


587 


67 




-06) 


588 


36 




1000 


589 


28 




487 


590 


54 




296 


591 


33 




117 


592 


23 




472 


593 


51 




1000 


594 


>100(39) 




-do) 


595 


46 




-(0) 


596 


63 




719 


597 


>100(27) 




-(8) 


598 


19 




423 


600 


<10 




208 


602 


11 




180 


603 


>100(42) 




864 


604 


73 




322 


605 


31 




394 


606 


18 




263 


607 


29 




554 


608 


<10 




201 


609 




45 




610 




380 




611 




95 


1073 


612 




10 


173 


613 




56 


-(29) 


614 


<10 




434 


615 


17 




125 


616 


36 




224 


617 


<10 




172 


618 


<10 




948 



WO 01/47890 



PCT/JP00/09157 



761 



fit 9 


■>1 (10 (49) 


-(44) 


620 


<^10 
\ J u 


519 


621 
U L 1 


10 

0 u 


-(30) 


622 

U U C 


1 1 

1 1 


355 


623 

U b o 


QO 


632 


624 


34 


436 


62*5 


/ 1 Uv \0 1 j 


5Q6 

%J 3 U 




4Q 




627 


U J 


774 


coo 

0 L t> 


\» u 


ftl 


C 9 Q 




4o 1 


oou 


OR 


\COJ 


Da I 


00 


1 R6 

1 00 


ft 9 9 
Oi£ 


9C 
00 


999. 
CC0 


boo 


C 0 
00 




ft 1 jl 

bo4 


s I uu V4U; 


_ f 1 9^ 

- U o; 


cog 
boa 


N1 HA ^9C^ 
/ I UU \CO) 


-(9 7) 


bob 


1 9 
00 


1 nR 
I uo 


boi 


DC 


97K 
Of 3 


boo 


/I UU (4o,J 


- M R^ 


con 

boy 


>l UU vzsJ; 


fl 9^ 

-\\c) 


C Af% 

b4U 


0 c 
00 


OCA 

£04 


641 


o o 

28 


9 O O 


642 


V i An / nn\ 

>1 00(20; 




p /ID 

643 


y 1 00 (40; 


-\c) 


C A A 

b44 


/I uu u /; 


U4; 


tt AC. 

b4o 


o 0 

Zo 


- f9 9^ 


C A C 

b4o 


1 1 




b4/ 


1 9 

1 0 


719 
/ 1 L 


C AO 

b4o 


1 c 

1 b 


09.7 


RAO 


9 Q 


i nnn 

I UU u 


boU 


99 

oZ 


Aon 

4t U 


RC 1 


4U 


ana 


RC9 


40 


I I 0 


RC9 
000 


tO 


CQ 1 
00 1 


004 


1 Q 
I iJ 


6QA 

OjO 


000 


*to 




□ 3 □ 


1 Q 


-(32) 


657 


40 


-(27) 


U JO 


1 Q 


389 


65Q 

v) J C7 


1 Q 


1000 


660 


25 


835 


661 


<10 


75 


662 


21 


296 


661 

QUO 




202 


664 

uu*t 


<10 


97 


00 0 


1 1 

1 1 


1 22 


666 


10 


134 


667 


<10 


100 


668 


<io 


144 


669 


23 


134 


670 


15 


82 


671 


64 


-(22) 


672 


53 


-O) 


673 


15 


426 


674 


>1 00(43) 


854 



WO 01/47890 



PCT/JP00/09157 



762 



Ul J 


HO 


AA9 


676 




UUL 


R77 


47 


7in 

1 OU 


R7A 




1 R4 
I a** 


R7Q 


\ I u 


H7 
00 1 


DOU 


is 

00 


57n 

0 1 u 


Rft 1 
Do 1 


OU 


97n 

Li U 


Rft 9 
vac 


/ 1 uu v.ou; 


- f 39^ 


ODO 


\i nn /vi 
/ 1 UU \Qu) 




Dl$4 


K9 




Rft C 




(41; 




OR 




RR7 
DO/ 


9R 




C ft ft 

boo 


0 /I 

o4 


- /1 Q\ 


coo 
boy 


\1 nn (a o\ 
/ \ UU \4d) 


G7 1 


con 
690 


/l 00 U u; 




C A 1 

b9l 


\.1 nn f 1 n\ 

>l oo u o) 


- (lo) 


c n o 

692 


>1 00(35; 


\i nnn /on\ 

/1 000 (20; 


n n i 

693 


56 


V 1 nnn / .4 1?\ 

>1000(46) 


i? n vi 

694 


>ioo(i2; 


-(37; 


p n r* 

695 


>100(10) 


-(37) 


696 


>1 00 (37) 


-(35) 


697 


«10 


211 


698 


>1 00 (34) 


-(29) 


699 


13 


/nn\ 

-(29) 


700 


>i aa (30) 


-(0) 


701 


/in 

<10 


459 


702 


<10 


A ft C 

495 


703 


y/ 1 n 


17C 

375 


704 


16 


1 77 
I 1 ( 


705 


Sin 

<10 


147 


THIS 

70b 


/in 

\10 


0 07 
ill 


7rt7 


1 7 
1 f 


ono 


I Uu 


£1 


040 


7ft O 


1 o. 

i y 


- fi aA 

1 1 y; 


7 1 n 


\i nn fo o\ 
/ 1 UU l»oo; 


_ /"on^ 

v.ou; 


71 1 


\i nn (ia\ 
/ \ uu ^o4; 




71 9 


o 0 
00 




71 1 


R7 
0 f 


RQ 
03 


714 
f I *r 


1 R 
1 D 


9/1A 


71 R 
f I D 


1 1 
1 1 




717 


\\ nn 

/ 1 UU VOy 




71 A 


\ i u 




71 Q 


1 A 
1 4 


4^1 

40 1 


79 n 

/ cti 


4 L 


in 


791 


00 


Vtu; 


799 


S • u 


si; 

u o 


723 


17 


380 


724 


<10 


116 


725 


<10 


413 


726 


37 


624 


727 


52 




728 


100 




729 


30 


302 


730 


34 


634 


731 


17 


259 



WO 01/47890 



763 



PCT/JP00/09157 



732 


48 






733 


29 




186 


734 


29 




216 


735 


15 




1000 


736 


72 






737 


<10 




523 


738 


11 




269 


739 


<10 




234 


740 


23 




335 


741 


49 






742 


92 






743 


10 




548 


744 


40 






745 


53 






746 


>100(31) 






747 


35 




759 


748 


85 






749 


12 




-(41) 


750 


17 




-(43) 


751 


70 




-(23) 


752 


MOO (37) 






753 


MOO (28) 




-(9) 


754 


>1 00 (7) 






755 


>100 (3) 






757 


> 100 (45) 






758 


MOO (18) 






759 


26 




323 


760 


83 




-(48) 


761 


M00(37) 




-(44) 


762 


MOO 






763 


13 




-(39) 


764 


14 




-(19) 


765 


21 




937 


766 


MOO (45) 






772 


MOO (13) 




550 


773 


MOO 






774 


MOO (17) 






775 


MOO (22) 






776 




17 


386 


777 


11 




11 


778 




6 


84 


779 


<10 




107 


780 




6 


48 


781 




47 


135 


782 




14 


365 


783 




42 


451 


784 




6 


80 


785 




19 


71 


786 




5 


46 


787 




16 


37 


788 




11 


122 


789 




13 


154 


790 


<3 




107 


791 


3 




208 


792 


6 




301 


793 


6 




335 



WO 01/47890 



PCT/JP00/09157 



764 



794 


14 




192 




t: 
<j 




336 




\ 5 
i j 




394 


7Q7 


?7 




403 


798 


<10 




439 


7QQ 


1 4 
1 1 




1000 


Ron 

ouu 


/in 
S i u 






on 1 


1 9. 

1 0 




7(1 


ftno 


\ 1 u 




-(42) 


nni 
OUo 


1 9 








3 f 




-(20) 


OUD 


\i nn f 1 4) 

/ 1 uu v » **/ 




-(35) 
VO a/ 


oUD 








oU f 


\1 nn f o^ 




\C\3J 


on o 
olio 


SI U 




fil 




/\ n 




I 0 


o i n 


1 0 

1 o 




OR Q 


OH 

Oil 


1 7 
1 / 






Ol I 




1 9 


99R 
OCO 


on 

813 




01 

£0 


/no 


0 1 A 

814 




A7 
HI 


4U3 


81 5 




7 A 
f 4 


1 on 
1 oU 


816 




7 1 
/ 0 


1 O 9 
1 CO 


817 




30 


1 QIC 


818 




4o 


one 

luD 


81 9 




A O 


9 1 O 


820 




44 


I Ol 


821 




o9 


10/1 

1 t>4 


822 




1 f 


a m 
4b 1 


823 




1 1 
1 1 


ooc 
£OD 


824 




1 A 

14 


9 RO 
£ DO 


nor 
0£3 




5 ft 

DO 


000 


nop 

826 




C9 


1 7n 
I 1 u 


DOT 




9.0 
00 


1 75 
1 / 3 


nop. 
oco 








non 




VOll/ 


~(i n) 


ooU 




~f?1) 


-(10) 


R9.1 
OO 1 




-(50) 


-(19) 


R90 

OOt 




-(35) 


-(21) 


ooo 




HOC 


-(26) 






\C.Qf 


-(1) 


003 




1R1 


uuu 


fl9.fi 




an 

JU 


-(39) 


0 0 1 




-no) 


-(1 9) 


Rift 




590 


-(23) 


RTQ 

00J7 




-(24) 


-(30) 


840 




812 


-(14) 


841 




28 


118 


842 




18 


127 


843 




43 


263 


844 




80 


450 


845 




>100 


453 


846 




>100 


-(33) 


847 




>1 00 


-(9) 


848 






943 


849 




65 


760 



WO 01/47890 



PCT/JP00/09157 



765 



850 




65 


278 


851 




41 


75 


852 




20 


179 


853 




9 


102 


854 




40 


313 


855 




39 


399 


856 




25 


255 


857 




7 


195 


858 




17 


102 


859 




8 


130 


860 




1 1 


75 


861 




39 


132 






47 


933 


863 




6 


31 


8R4 




23 


32 


8R5 

OU J 




12 


1 ?1 


OU u 




7 


1 26 


8R7 






191 


oo o 




CO 


70 


ftRQ 

OO 




91 

L O 


80 

uu 


R7fl 

OlU 




17 


48 

*tu 


R71 




Ifi 

1 0 


43 


1179 
QIC 




7 
i 


oc 


Of J 




on 
00 


RQ 


Of 4 




Si nn 

/ 1 uu 


1 5 1 
1 O 1 


Of D 






1 1 5 

1 1 0 


R7G 
o f D 








R77 
Oil 






91 Q 


R7R 


1 Q 






R7Q 


c u 




48 


ooo 


1 R 

1 u 




149 


881 


>30(29) 




346 


882 


23 




-(36) 


OU J 


>30 (30) 




521 


884 


44 




-(30) 


885 


<3 




420 


886 


>1 00 (47) 




-(27) 


887 


50 




-(20) 


888 


12 




385 


889 


>1 00 (30) 




-(28) 


890 


95 




-(39) 


891 


7 




280 


892 


>1 00 (25) 




-(30) 


893 


52 




640 


894 


>1 00 (49) 




-(23) 


895 


>1 00 (33) 




-(20) 


896 


96 




-(31) 


897 




8 


938 


393 




5 


637 


899 




62 


1000 


900 




10 


372 


901 




65 


-(27) 


902 




15 


299 


903 




22 


-(34) 


904 




4 


-(46) 


905 


5 




-(40) 



WO 01/47890 



PCT/JP00/09157 



766 



906 




A ~7 

47 


-(.29; 


907 




<10 


572 


n n o 

908 


9 




7C7 

757 


909 




145 


-(32; 


910 




72 


-(38) 


91 1 




9 


498 


912 




8 


497 


913 




8 


563 


914 




<10 


299 


915 


9 




240 


916 




42 


-(16) 


917 


132 




546 


918 




18 


552 


919 




73 


-(10 


920 




12 


448 


921 




71 


-(42) 


922 




12 


365 


923 




50 


-(25) 


924 




23 


440 


925 


35 




430 


926 




18 


-(31) 


927 


5 




623 


928 




5 


289 


929 




94 


-(21) 


930 


<10 




184 


931 




23 


516 


932 




15 


208 


933 




10 


493 


934 




55 


143 


935 




59 


166 


936 




17 


427 


937 




69 


819 


938 




31 


532 


939 




15 


220 


940 




31 


292 


941 




12 


145 


942 




11 


335 


943 




19 


136 


944 




8 


140 


945 




25 


131 


946 




13 


142 


947 




39 


375 


948 




104 


830 


949 




51 


250 


950 




17 


224 


951 




50 




952 




<10 


HIT 

317 


953 




143 


-(32; 


954 




4 


131 


955 




12 


251 


956 




10 


326 


957 




10 


136 


958 




17 


194 


959 


<10 




300 


960 




13 


629 


961 




32 


740 



WO 01/47890 



PCT/JP00/09157 



962 




963 




964 




965 




966 




967 


20 


968 




969 




970 




971 




972 




973 




974 




975 




976 




977 




978 




979 




980 




981 




982 




983 




984 




985 




986 




987 




988 




989 


14 


990 




991 


19 


992 




993 




994 


27 


995 


87 


996 


53 


997 


9 


998 


25 


999 


29 


1000 


3 


1001 


<10 


1002 


<10 


1003 


24 


1004 


10 


1005 


28 


1006 




1007 




1008 




1009 


21 


1010 




1011 




1012 




1013 




1014 




1015 




1016 


48 


1017 


48 



767 



19 


-(35) 


59 


701 


35 


-(46) 


51 


-(24) 


25 


233 




-(15) 


86 


-(27) 


48 


-(19) 


16 


300 


15 


523 


7 


532 


30 


-(0) 


49 


-(34) 


26 


290 


14 


788 


37 


824 


36 


-(22) 


29 


-(25) 


70 


811 


100 


-(47) 


96 


-08) 


40 


-(39) 


27 


-(30) 


22 


-(31) 


<30 


264 


117 


-(32) 


24 


-(33) 




425 


20 


481 




-(20) 


56 


766 


52 


-(35) 




-(47) 




-(23) 




"(27) 




264 




591 




-(45) 




771 




-(34) 




-(16) 




628 




877 




674 


29 


181 


>30 


616 


51 


357 




243 


>30 


78 


44 


-(20) 


58 


-(24) 


61 


-(22) 


62 


-(30) 


62 


195 



WO 01/47890 



PCT/JP00/09157 



768 



1018 


1f) 




320 


i n 1 q 


C C 




1 87 


I UlU 




O 0 


-01} 


i n 9 1 

1 U L I 




O 0 


\OOJ 


luce 


9fl 
CO 




9 09 

LXJL 


i noi 

1 VCO 


99 
CC 




1 1 R 
i 1 0 


1 09/1 
1 Ut4 


1 1 
1 1 




1 /II 
1 4 1 


i no c 

1 VCD 


1 G 
I 0 




1 CM 


1 fl 0 c 




VI A 

44 


OOc 


1 097 




00 


1 fi1 




//in 




040 


1 090 

i u^y 


0 




1 9K 

1 CO 


1 UOU 


1 A 
I 4 




00 i 


1 HQ 1 
1 Uo 1 


i n 
1 u 




COh 


1 OQ9 


/1 n 
\ I u 




19 1 
Oc 1 


luoo 




0/ 


1 77 


luo4 




97 
CI 


or o 


1 n o c 
I IMS 




/oU 


~ f i 7^ 


I Uoo 




E7 
0 f 




1 n o v 
1 Uo f 




CO 

ay 


000 


1038 




80 


Ffl7 

by i 


1 ft o n 
1 Uo9 




on 
£0 


000 


1 040 


//1 n 




vl 1 A 

4 1 4 


1041 


1 Z 




no 
98 


1042 


39 




1 0 f 


1 n a n 

1043 


n v 

27 




/ A Ci 

449 


1044 


<10 




1 36 


1045 


17 




i n o 

193 


1046 








1047 




>1 00 




1048 


<10 




O Cfl 
£OU 


1049 


44 






inert 
1050 


9 9 
£0 




C7Q 

o/ y 


1 n c i 
1051 


1 A 




4 1 o 


1 VOL 


91 
C I 






1 ogq 
l Uoo 


Oil 




1 7R 
1 1 0 


I U04 


97 






1 OCC 


1 fi 
1 0 




O 1 L 


1 n^fi 
I uoo 








1 057 
1 UO 1 






447 


1 uoo 


R 
o 




-(21) 


1 05Q 




">1 nn 

✓ 1 uu 


550 


1 flfifl 
1 UDU 


u J 




-(30) 


mfi 1 

IUD 1 




2(1 


136 


1 0R9 
J UO c 




1 5 
1 0 


coo 


1 flfil 
1 UO 0 




97 


491 






1 9 


279 


1065 


19 




566 


1066 




32 


279 


1067 




70 


449 


1068 




14 


124 


1069 




13 


189 


1070 






391 


1071 


MOO (17) 




-(o) 


1072 




-(34) 


-08) 


1073 




-(23) 


-(20) 



WO 01/47890 



PCT/JP00/09157 



769 



1074 


<10 




289 


1075 

1 V 1 u 




-(17) 


-(31) 


1076 




204 


-(7) 


1077 

lull 


48 




379 


1078 




371 


-(32) 


107<l 




1 96 


-(25) 


1 080 




775 
1 1 j 


-(0) 


1 OR 1 




-(50) 


-(47) 


1 OR? 
1 uo c 




573 


-(15) 


1 0ft3 

1 UO 0 




ooc 


-(30) 

\OK>/ 


1 ORd 






-(30) 


1 n o c 
1 Uo D 




1 D □ 




I uoo 




- (4R) 


-MQ) 


1 flH7 
I UO I 




ODD 




I UOO 




ldj 


-(23) 


1 fifiO 






-(9R) 






5fi? 

Jul 


-(30) 


1 no 1 




DUD 


- (TO 1 ! 


i nno 






_ n n'i 

U v) 


1 noQ 




£91 


- (39^ 


1 no/ 






- ti\ 


1 noc 

l uyo 




- (9^ 




1096 




fin\ 
~(30) 


f1\ 
- \o) 


1097 




00 I 


-\o) 


1 n no 
1 09o 




/ u 








1 ft 


G£9 


I 1 UU 




3 DO 


-fi A^t 
- U 07 


1 1 n i 
1 1 Ul 


? 1 UU \o ( ) 






1 1 no 
\ \ UZ 


\inn f qa\ 

/ 1 UU \6o) 




-(1 1) 


ling 


"Sinn (*> ^\ 






110/1 


77 




-(23) 


1 m<\ 

MUD 


\iflfl (% l) 

/ lUU \0 1 / 




-(1) 


1 I UO 


Si nn (toS 

/ 1 U U \OU/ 




-(0) 


1 1 07 


^1 nn (4fi) 




-(24) 


1 1 nn 

I I Uo 




1 O 3 




1 1 n q 




1? 
i L 


353 

U vl o 


1110 

1 1 1 u 




16 


113 


1111 




46 


405 


1119 
i i i & 




1 24 


-(19) 


1113 




785 


785 


1114 




118 


674 


1115 




241 


-do) 


1116 




156 


878 


1117 

III! 




185 


-(31) 


1 1 Ifl 




106 


-(0) 


1119 




334 


-(27) 


1 1 90 




207 


778 


1121 




7 


<30 


1122 


>100(48) 




-(26) 


1123 




-(43) 


961 


1124 


>100 (22) 






1125 


>100 (22) 




-(8) 


1126 


>100 (70) 




-(35) 


1127 


>100(8) 






1128 


>100(47) 




-07) 


1129 


>100 (48) 







WO 01/47890 PCT/JP00/09157 

770 

1130 <10 547 

1131 51 192 

1132 <10 146 

1133 <10 42 

1134 169 

1135 <10 239 

1136 14 639 

1137 28 -(38) 
1138 

1139 12 783 

1140 >10O(22) 

1141 <10 416 

1142 80 

1143 >10O(32) 

1144 28 -(30) 

1145 548 

1146 23 552 

1147 10 105 

1148 <10 42 

1149 43 150 

1150 51 192 

1151 <10 146 

1152 <10 1000 

1153 43 -(13) 

1154 49 -(21) 

1155 17 -(31) 

1156 >100(35) -(28) 



1157 <10 

1158 46 

1159 >1 00 

1160 <10 

1161 <10 

1162 13 

1163 >100 

1164 <10 

1165 >100 

1166 <10 

1167 >100 

1168 <10 

1169 37 

1170 <10 

1171 13 

1172 34 

1173 >100 

1174 >100 

1175 37 

1176 >100 

1177 17 

1178 78 



1179 14 327 

1180 «10 480 

1181 35 -(26) 

1182 <1 0 206 

1183 <10 427 

1184 55 

1185 13 -(26) 



WO 01/47890 



771 



PCT/JPOO/09157 



1186 
1187 
1188 
1189 
1190 
1191 
1192 
1193 
1194 
1195 
1196 
1197 
1198 
1199 
1200 
1201 
1202 
1203 
1204 
1206 
1207 
1208 



«10 

24 

76 

26 

24 

31 

19 
<10 

56 

21 
>100 

25 
<10 

42 

25 
<10 

50 
<10 

18 



73 

240 

193 

672 
-(18) 
1000 

530 

700 

219 

247 
1000 

716 

450 
-(15) 
1000 

434 
-(27) 
-(16) 
-(22) 



405 
1000 



Wistar^M^^^h (330~370g) h /VV ;VJftfiTF*C fcjzmffi&W 

nu ^Jiii&MJ; DFogaty 2Fpb^— ^)v*mxvx&mmm%.-vm&>, 

2.5nrC3IIHg8fibfco 
miMb^*l%Cremophore(;?J^U ^©E&B <fc t)2»ltfk 0.4ml/100g B.W. 

(m) &«bfco i/MtMrnwrncDtmhisfro 

in vivo (30mg/kg&#) 



I/MWtf (%) 



2 2 3 



4 1 



2 8 7 



3 7 



4 0 8 



5 0 



4 2 1 



4 2 



5 16 



3 2 



WO 01/47890 



PCT/JPOO/09157 



772 



5 6 7 


2 4* 


5 9 0 


8 6 


6 1 4 


9 2 


6 1 5 

KJ X *J 


4 3 


6 2 2 


3 8 


6 4 7 


3 2* 


6 7 9 


5 4* 


6 8 7 


1 7* 



(*1 Omg/kgg!4) 

t hKDR£ b^>^7i^i>3>bfeNIH3T3|fflJ^ (Sawano A et al., Cell Gro 
wth & Differentiation, 7, 213-221 (1996)) *5XittK^-f >*a^- P*3 
£^TlO%FBS£^trDMEMig* (GIBCO BRL^fc) f50~70%n h 

¥Jsri/-M3l.5 x lOWwellh^^. ct^^?Wb37°C-eiB^tg«Lfeo 0.1XF 

^;K3»bT37 0 CT«M(-lBtP^«bfeo t h£im;iMlfamrtJ£:^gEB 1 (WTs 
VEGF^P&T) £100ng/mlh&3J;d»#nb37 o CT2^s »%$iMbfco J& 

**B8t*bjpffljia*y>Kiiaf^3i^M* (pH7.4) t!^#bfef^ qr*tfb««* 

(20mM HEPES (pH7.4) s 150mM NaCK 0.2%TritonX-10(k 10%Glycerok 5mM^;i/ 
\>n±*J)Vm.i~ h U <>A S 5mM^^l/>^T^ >4@^|[g2^- h U r>A N 2mM NmP»0 T ) 
£50/zl«]U 4°CT" 2B#P^JMSbT,|fflMfimft§fiMbfco 
ELISAffl^ ^d71/ — h (Maxisorp ; NUNCtt) ^JrCphospho-tyrosineJrL^ 

(PY20 ; Transduction Laboratories*!) -CiffiftU ±fB©$BJJS«im$££:£:B^ 



WO 01/47890 PCT/JPOO/09157 

773 

£100%©KDRU >®ft?Stts »^mEGF^^PbTV^^V^m^CDBMJ^^O%cDK 

•TSia^apS^a&N *»««<5DIDRy >KYb50Xlffl*«R (IC«) mifeo 

*§JHI±Tf BOM n Tf $» o fc o 
MSffljlg; I Cso CnM) 



2 2 3 


3 8 


2 8 7 


> 1 0 0 0 


4 0 8 


10 8 


4 2 1 


6 9 2 


5 16 


> 1 0 0 0 


5 6 7 


> 1 0 0 0 


5 9 0 


> 1 0 0 0 


6 14 


4 7 


6 15 


3 7 


6 2 2 


> 1 0 0 0 


6 4 7 


5 9 9 


6 7 9 


3 2 3 


6 8 7 


17 6 



■&m&B (24~31kg) £5^./— ;v (Telazol) &cfcl^P^^> (xylazine) 
3^f^fr£> 2 8 HHn 6 7 9 0<b^^-^^^>*^-k^t 10ms/ 



WO 01/47890 PCT/JPOO/09157 

774 

m&fmnz&bs mmm (ia) . 4»jm®fjc (ma) , Mmmm (va) , i*i 
m&fccDmmn (fd , mi (vp) &$]^bfc 0 

IA/MA:feJ;7J (IA/VA) / (FL/VP) W«J:bfeo 

&^*(mg/kg) I A/MAW$»(%) ( IA/VA)/(FL/VP)»J^(%) 
1 0 36(p<0. 0 5 ) 4 7(p<0. 001) 



WO 01/47890 



PCT/JP00/09157 



775 




m # & m m (mm26) 



775/1 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



776 




m # & m m <mm) 



776/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

777 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



777/1 




m # & m m <mm) 



778 




m # & m m <mm) 



778/1 



PCT/JP00/09157 




m # & m m <mm) 



779 



PCT/JP00/09157 




m # & m m <mm) 



779/1 




46 "a"^ 




49 -o'^^n^ 

50 -c^Nr 

51 4w 



* •» z mm CMM26) 



780 




m # & m m <mm) 



780/1 




m # & m m <mm) 



781 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



781/1 




m m & m m <mm) 



WO 01/47890 PCT/JP00/09157 

782 




m # & m m <mm) 



WO 01/47890 



782/1 



PCT/JP00/09157 



73 



74 




75 



76 




77 




XT' 



78 



A, 



WO 01/47890 



783 



PCT/JP00/09157 




783/1 




m # & m m <mm) 



WO 01/47890 



784 



PCT/JP00/09157 




92 



m # & m m <mm) 



WO 01/47890 



784/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



785 




m # & m m <mm) 



WO 01/47890 



785/1 



PCT/JP00/09157 




786 




WO 01/47890 



786/1 



PCT/JP00/09157 



108 



h - or 



' "' e II 



107 **o A **Sr 

^^.s^jor 

10B s oC0 




109 "o'C^O 



I 0 



XX? 



110 o 

J.v.. J o 

i y - 



787 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



787/1 




n7 ° " 



118 



136 

J H O XXh 



119 o 



o 

JL 



120 ^' ^ 



ci H r * 'i 



121 o 



°r9 



122 0 



S # & i£ .ft (WJ26) 



788 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



788/1 




m # & m m <mm) 



789 



PCT/JP00/09157 



134 



135 "o' 



JL>0 



rr 



,36 -o'W 



I ? 

XJL- 



137 "o^-^^h 



138 "o-^- ^ 



139 "o"^ N 




o 



789/1 



PCT/JP00/09157 




m # & m m (mm26) 




m # & m m <mm) 



790/1 



PCT/JP00/09157 




m # & m m <mm) 



791 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



791/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



792 



PCT/JP00/09157 




m # & m m <mm) 



792/1 




m # & m m <mm) 



WO 01/47890 



793 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



793/1 



PCT/JP00/09157 



184 




187 



m # & m m <mm) 



794 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



794/1 



PCT/JP00/09157 



193 



194 



195 



196 




197 



m # & m m <mm) 



795 




m # & m m <mm) 



WO 01/47890 



795/1 



PCT/JP00/09157 




206 



m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



796 




m # & m m <mm) 



WO 01/47890 



796/1 



PCT/JP00/09157 



h r j 

210 

s , r o • ----- o ■ Yl X, 

211 
212 
213 



m m m m mum) 



WO 01/47890 



797 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



797/1 




220 



m # & m m <mm) 



WO 01/47890 



798 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



798/1 



PCT/JP00/09157 




227 



m # & m m <mm) 



799 




m # & m m <mm) 



WO 01/47890 



799/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



800 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



800/1 




m # & m m <mm) 



WO 01/47890 



801 



PCT/JP00/09157 




m # & m m <mm) 



801/1 



PCT/JP00/09157 




m # & m m <mm) 



802 



PCT/JP00/09157 




m # & m m <mm) 



802/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



803 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



803/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



804 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



804/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



805 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



805/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



806 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



806/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



807 




WO 01/47890 



807/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



808 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



808/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



809 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



809/1 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

810 




m # & m m <mm) 



WO 01/47890 



810/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



811 




327 



m # & m m <mm) 



811/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



812 



PCT/JP00/09157 




330 



m # & m m <mm) 



WO 01/47890 



812/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



813 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



813/1 



PCT/JP00/09157 




348 



m # & m m <mm) 



WO 01/47890 



814 



PCT/JP00/09157 



349 



350 



351 




352 



m # & m m <mm) 



WO 01/47890 



814/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



815 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



815/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



816 



PCT/JP00/09157 




m # & m m <mm) 



PCT/JP00/09157 



816/1 




m # & m m (mm26) 



WO 01/47890 



817 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



817/1 



PCT/JP00/09157 




m # & m m <mm) 



PCT/JP00/09157 

818 




m # & m m <mm) 



WO 01/47890 



818/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

819 




m # & m m <mm) 



WO 01/47890 



819/1 



PCT/JP00/09157 





m # & m m <mm) 



WO 01/47890 



820 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



820/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



821 



PCT/JP00/09157 





m # & m m <mm) 



WO 01/47890 



821/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



822 



PCT/JP00/09157 




411 



m # & m m <mm) 



822/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



823 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



823/1 




422 



m # & m m <mm) 



WO 01/47890 



824 



PCT/JP00/09157 



423 



424 




425 



m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



824/1 




429 



m # & m m <mm) 



825 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

825/1 




m # & m m <mm) 



WO 01/47890 



826 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



826/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



827 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



827/1 




451 



m # & m m <mm) 



WO 01/47890 



828 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



828/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



829 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



829/1 



PCT/JP00/09157 





465 



m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



830 




m # & m m <mm) 



WO 01/47890 



830/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



831 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



831/1 




m # & m m (mm26) 



WO 01/47890 



832 



PCT/JP00/09157 




WO 01/47890 PCT/JP00/09157 

832/1 




WO 01/47890 



PCT/JP00/09157 



833 




WO 01/47890 



833/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



834 



PCT/JP00/09157 




m m & m m <mm) 



WO 01/47890 



834/1 



PCT/JP00/09157 




m # & m m <mm) 



835 



PCT/JP00/09157 




oJ £JyX> 

V 0, H n 



S # & i£ .ft Cfiiffl26) 



WO 01/47890 



835/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



836 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



836/1 



PCT/JP00/09157 




J 

516 -o^^hT 



51 



7 ^o-^^n^ 



JLJ. 



518 "o-^^n^ 

XX? 



519 ^o— -^"-"n 




FT M 



^ # & m m <mm) 



WO 01/47890 



837 



PCT/JP00/09157 




m # & m m <mm) 



837/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



838 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



838/1 



IT 



534 



535 



xrY- 



536 



537 



538 o 





H H 




m # & m m <mm) 



WO 01/47890 



839/1 



PCT/JP00/09157 



544 -O 




O 

545 



546 



547 





N " 




N 





548 ^o^-u 



r 



mm & m m mum) 



WO 01/47890 PCT/JP00/09157 

840 




m-w & m m («U26) 



WO 01/47890 



PCT/JP00/09157 



840/1 




m-w & m m («U26) 



WO 01/47890 



841 



PCT/JP00/09157 



559 




m-w & m m («U26) 



WO 01/47890 



PCT/JP00/09157 



842 



560 ^cr v 





„rrY-Q 

561 o^^m 



562 ^° 



563 





564 ^o- x ^^ 



565 o 




842/1 



566 "o^^n 



XX? 




567 -o— - ^ 



568 ° 




569 o^^-n 



570 



00$ 



571 



■°XX? 

^6Vx> 



572 ^o-^"^n* 




843 




m # & m m <mm) 



PCT/JP00/09157 

843/1 




XJTX> 

579 ^o^^n 



580 o ^ n 



f »H H 



581 ° 

XrYx> 

582 ^o-^^n 




M II 

583 



cc6 



584 



585 ^o^-^ 




jOVo- 



jCrYx> 



586 "o-^^-n* 



ft # & /a .is (WJ26) 



WO 01/47890 



844 



PCT/JP00/09157 





m # & m m <mm) 



WO 01/47890 



844/1 



PCT/JP00/09157 




m # & m m <mm) 




m # & m m <mm) 



WO 01/47890 



845/1 



PCT/JP00/09157 



O 



jctVo 



601 o 



H H 



602 -o-^^ 



H H 



603 *"o 



0TO 



604 "0^^^ 




V' H H 




N 

605 "o^n* 1 



S # & i£ .ft (WJ26) 



WO 01/47890 PCT/JP00/09157 

846 




m # & m m <mm) 



WO 01/47890 



846/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



847 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



848 



PCT/JP00/09157 





618 



m # & m m <mm) 



WO 01/47890 



848/1 



PCT/JP00/09157 




m # & m m <mm) 




m # & m m <mm) 



WO 01/47890 



849/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



850 




m # & m m <mm) 



WO 01/47890 



850/1 



PCT/JP00/09157 



o 

637 ^o^^Ni^ 



nP 0 ** H H 




638 "o'^^' 

;:oVqjo 

639 ^o-^^V 




640 ° " ^ 






H H 



641 "d^n^ 



H H 



xrrxxo 



642 ^o-^^Ni** 





m # & m m <mm) 



WO 01/47890 



851/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



852 




m # & m m <mm) 



WO 01/47890 



852/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



853 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



853/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



854 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



854/1 



PCT/JP00/09157 



675 o 




676 ""o^^N 



CI 




H H 



677 "o^-^n^ 



678 




f 0 * H H 

j£r-i — o 



NO 

7 ■ i 



z H H 



679 "° 



S # & i£ .ft <£i#|26) 



WO 01/47890 



855 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



855/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



856 




m # & m m <mm) 



WO 01/47890 



857 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



857/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



858 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



858/1 




m # & m m <mm) 



859 




m # & m m <mm) 



WO 01/47890 



859/1 



PCT/JP00/09157 




m # & m m <mm) 



860 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



860/1 



PCT/JP00/09157 



H H 



725 ^o^^ti 




726 



0 ^rVi — o 



727 




728 "o- 1 ^— n< 




rrVo 

CI 




729 "° 




m m m m mum) 



WO 01/47890 



861 



PCT/JP00/09157 




m # & m m <mm) 



861/1 



PCT/JP00/09157 




m # & m m <mm) 



862 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

862/1 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

863 




m # & m m <mm) 



WO 01/47890 



863/1 



PCT/JP00/09157 



753 -o^^ti 




s o 



754 





755 v or 





756 



757 "o- 



m & m 



WO 01/47890 



864 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



864/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

865 




m # & m m <mm) 



WO 01/47890 



866 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



866/1 



PCT/JP00/09157 



777 



778 



779 



780 




m # & m m <mm) 



867 




m # & m m <mm) 



867/1 




m # & m m <mm) 



WO 01/47890 



868 



PCT/JP00/09157 




868/1 




m # & m m mum) 



WO 01/47890 PCT/JP00/09157 

869 




m # & m m <mm) 



WO 01/47890 



869/1 



PCT/JP00/09157 



810 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



870 




m # & m m <mm) 



WO 01/47890 



870/1 



PCT/JP00/09157 




825 



m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



871 




830 



m # & m m <mm) 



871/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

872 




840 



m # & m m mum) 



WO 01/47890 



872/1 



PCT/JP00/09157 




8-15 



m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

873 




m # & m m <mm) 



WO 01/47890 



874 



PCT/JP00/09157 



851 



852 




m # & m m <mm) 



WO 01/47890 



874/1 



PCT/JP00/09157 




m # & m m <mm) 



875 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



875/1 



PCT/JP00/09157 




865 



m # & m m (mm26) 



WO 01/47890 



876 



PCT/JP00/09157 




m # & m m <mm) 



876/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



877 



PCT/JP00/09157 




876 



m # & m m <mm) 



WO 01/47890 



877/1 



PCT/JP00/09157 




WO 01/47890 



878 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



878/1 



PCT/JP00/09157 




m # & m m mum) 



WO 01/47890 



879 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



879/1 



PCT/JP00/09157 




894 

895 



m m m m mum) 




880 



PCT/JP00/09157 




m # & m m <mm) 



880/1 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



881 




m # & m m <mm) 



WO 01/47890 



881/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



882 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



882/1 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



883 



PCT/JP00/09157 




m m a. m m (.mm) 



883/1 




884 




m # & m m <mm) 



884/1 




m # & m m <mm) 



885 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



885/1 




jcnr 




954 "o-^V 



955 "o^-^V 



956 ""o'^^N 




N 




957 "o-^^-N^ 



958 v o-^"V 



XT 



Vy CT 



0 ^ s o 



886 




WO 01/47890 



886/1 



PCT/JP00/09157 




m # & m m <mm) 



887 




m # & m m <mm) 



887/1 




m # & m m <mm) 



WO 01/47890 



888 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



888/1 




m # & m m <mm) 



WO 01/47890 



889 



PCT/JP00/09157 



993 ° ^ N 



994 ^o^^n' 



995 



? H M 




996 o ^ n 




8 O 



997 ° 



998 ° 



889/1 





£ •» & mm CMM26) 



890 



PCT/JP00/09157 




m # & m m <mm) 



890/1 




m # & m m <mm) 



WO 01/47890 



891 



PCT/JP00/09157 




m # & m m <mm) 



891/1 



1021 



0C& 



COT 

j£rVro 



1023 "o^-^n 

H H 



,024 *<*^ ' ' 



1025 ^o-— 




1026 



892 



1027 cA*- 



H H ifl 




3 O 



1028 ° ^ N 



h h r\ 




1029 °" 



1030 

1031 "o-^%r 

1032 ^-^"Nr 



S # & i£ .ft (WJ26) 



892/1 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



893 




m # & m m <mm) 



893/1 



PCT/JP00/09157 




m # & m m <mm) 



894 



PCT/JP00/09157 




m # & m m <mm) 



WO 01/47890 



894/1 



PCT/JP00/09157 




m # & m m <mm) 



895 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



895/1 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



896 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



896/1 




m # & m m <mm) 



897 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



897/1 




m # & m m <mm) 



898 




m # & m m <mm) 



898/1 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



899 



110(5 ^-^•n- 



* H H 
N N 



oc6 





1107 



1108 




Y .. 
s o 




s o 



1109 o ^ N' 



1110 'O-^-M' 




Y 

s a 



WO 01/47890 



899/1 



PCT/JP00/09157 




m # & m m <mm) 



900 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



900/1 



ci 




1122 

I 




a m m CEW26) 



WO 01/47890 



PCT/JP00/09157 



901 




m # & m m <mm) 



WO 01/47890 



902 



PCT/JP00/09157 



1130 "or 



CO 



h h r\ 



1131 -o'^r 




T 

s □ 



JO 



1132 -o 



•'°TT*j N 

1133 -o A - sS Sr s ' 




nr rt 

S O 



1134 '-o-^n 



WO 01/47890 



PCT/JP00/09157 



902/1 



s o 



[135 --orv^Si' 



s o 



1136 -o A ^ N * 



1137 -o-^V 

1138 - cr^V 

1(39 o^V J 
,o.. X 



1140 o 



-JUJ 



m m & m m mum) 



WO 01/47890 



PCT/JP00/09157 



903 




m # & m m <mm) 



WO 01/47890 



PCT/JP00/09157 



903/1 




m # & m m <mm) 



WO 01/47890 PCT/JP00/09157 

904 




m m m. m m owm) 



WO 01/47890 



905 



PCT/JP00/09157 




WO 01/47890 



PCT/JP00/09157 



905/1 




WO 01/47890 



906 



PCT/JP00/09157 




m m m m omm) 



WO 01/47890 



PCT/JP00/09157 



906/1 




m m z-m .m mum) 



WO 01/47890 



PCT/JP00/09157 



907 




WO 01/47890 



908 



PCT/JP00/09157 




m m m m ewj26) 



WO 01/47890 



PCT/JP00/09157 



908/1 




m m m m <mm) 



WO 01/47890 PCT/JP00/09157 

909 




# tl m m (W026) 



WO 01/47890 



PCT/JP00/09157 



909/1 



1192 ""o 




1193 



1195 



VrP 



N 




s o 



N 



J 




H H 




N 




s o 



M96 -o-—^ N 



m w it- m m mwm) 



WO 01/47890 



PCT/JP00/09157 



910 



S O 

1197 "o-^V 

1198 ^o^^N^ 




£ # £ .fi WJ26) 



WO 01/47890 



911 



PCT/JP00/09157 




m m m m m®2® 



WO 01/47890 



911/1 



PCT/JP00/09157 



1206 



1207 



1208 



1209 




m m m m <mm) 



WO 01/47890 



912 



PCT/JP00/09157 




WO 01/47890 



PCT/JPOO/09157 



913 



i t © i i 



^ «fc t) g & £ frl T V > T & cfc V > C i - * T ; 1/ n Jf- § * b . 

R\ R\ R\ ^tfR 8 ^ IS! — tfc(i^ot^t^)J;<^ zkJUS^ ^ 
^U;i/§^U ^ (i) - (x) ^fc&^Ts A&sS (i) ~ (x) frt>tz%m 

(i) ~ (x) ti^tez>mfrt>miR£ti%&%m:iss 

5£ (i) ~ (x) izte^x, IL^&XnR 12 ^ |bI — Sfefil^otut^) 
<s tK^^s ^ny>^tJ; Dgm^tiTUT*) «fcl>Ci-*r;i/*;K 

/\ n y >m^fc £ t> gj&£ t^T & J: vn c i -4 bs 

{HU R\ R\ R 5 s *5J;^R 6 ^7K^^-rag.oTs A^* (v) 
u&0-£fetK R 19 ^7ac-;i/ (/nd^'>M^\ d-iTJV^rJK 




O) 



WO 01/47890 



914 



PCT/JPOO/09157 



R11 R12 



R13 



N, 



ii±o~i 0(Dmwt%m^ 

fc<fcDg$l£;ftT^T&<fc^Ci-6:7^dr;i/ ; £fci±;\n>f b < l±C i-4 

r 1 3 £ fe & r 1 4 & r 1 2 h — m & o t j\ d y > m t J: d g m z n x v ^ t & <t 



(±13^;^ 

mi±0~2CDlli$C£glU 




R11 R12 




WO 01/47890 



PCT/JPOO/09157 



915 



WMZtiX^X & «fc^ c i- 4 T;i/^;i/^ J; DS^^tLTV^T % J; < s 



(±13^ 4»n 
pfc±0~l 0©3&»C£^U 

^ J;v^Ci- 4 T;i/^r;i/^;i'^-;i/ ; Ci- 4 t;i^;i/ (/\n^>im;: J; DSi$n 
£©iCS!l^Mi<£> 1 £fcfcJ: 2 O^^Sfeiim^h^bT 1 0 ~ 




R11 R12 




(±135^ 



WO 01/47890 



916 



PCT/JPOO/09157 



fMU r:i3<fctfs#l^fc:0£^1-£fcfci&<s 
t&0~2©^«^U 




R11 R12 




(v) 



R 19 fc£, 

(1) 7 (^cD7xr;wt An^^^tJ; DgfH£tiT& J^d-io 

T)l*JV ; ADyyl^tck Dg$l£ftT& J^Ci-io^l/P^ ; -NR 31 R 
32 (R 31 *5J;^R 32 {i|Bl-^fe{i^^oTV^T^ £<7K3fiM?i;fc&/NP^>JI 

u^c*/ ; -NR 3I R 32 (R ai 43«fcl^R 3Z i±B5iatlRlll"Cfe5) ; ^n^>Jl^Ft 



WO 01/47890 PCT/JPOO/09157 

917 

i-47/^/K /ND^v^lZckDgm^ti-CV^^ckv^^ai^K An^>l^ 

jjt^ii^rb-t io~i 2 m(D^m^(omm^it±^mm<DW.mm^m l vx^ 

(5) Ci- 16 t;i/^;k 

(6) c 2 -6T;v^r-;i/s £fci± 

(7) c 2 - 8 T;i/=^-;i/ 

CCITN (5) Ci-i6 7/I/^K (6) C 2 - 8 T;V^-;K *5cfct>* (7) C2-6 

(a) (ZL<D7 ;nd^>J1^J3 J; t>gl&£ftT& £^ C 1-10 

; ^D^vM^^^Dam^ti-r* J;v>Ci-ioT;i/3^^ ; -nr 31 r 

32 (R 31 *5i;tFR 32 {iBufah|5l^Tfe^) ; /NDy>^^ck DSm^tiTV^T 

(b) 7:cy^> (^cD^^y ^-^cD73ir:;i/gp^{±. ;\ny>I?t J; »5gm 
£tix% J;v^Ct-ioT;^^;l/ ; ;np^>I?{3J: DH^^tiT^ J;^d-io7/i/ 
n^r>> ; -NR 31 R 32 (R 3 ^ £!FR 32 y:iiuf3^ji-£fe&) ; ap^^C 



WO 01/47890 PCT/JPOO/09157 

918 

T;H3^>> ; -NR 31 R 32 (R sl &£T$R 32 temdtmmx&&) ; ^n?>M 
(d) — NR 33 R 34 (R 33 &£TJ!R 3 U±R 15 &£V!R l4 Xfem£tlfcfrntmm 

mmtm^^x i o~i 2mcd— ^ttcDiafnsfc^wfn©it^5i§7T^bTv^ 
t& £ < s zcom.mMi±^v>f & t>m&£tix^x & c 1-47/1/^1/ 

(h) */TJ, 

( j ) j\utr>m^ tsfctt 




R 20 {^ 

(R 35 &£WR 3<3 &m--ikfzi±m-&-3x^x& &<7kmm*&ft&^vtf>m : ? 



WO 01/47890 



919 



PCT/JPOO/09157 



UT&cfcV>:7;e-;i, ; s\V?>M^ ; &tz\±i/T S \Z £ bUWiZtlX^Xb «fc 
(2) iJ|)KC3-7T;i/=*r;i/ (ctD^r^^Mo^^^fe^^^il-^b 

mmhm&^T i o~i 2m(D~m&<Dmm^t^^ma(DmmM^m^x^ 

(4) Ci-2ot;i/^;k 

(5) C 2 - 6 7;i/^^/K 

(6) C 2 - 6 T;i/^— ;v 

(4) Ci- 2 o7/^/K (5) C 2 - 6 T;i/^^;i/s :fe£t>* (6) C2-6 

(a) (:©7i-JHt ;NP^>Ji!?k: J; Dg^£;ftT& J^Ci-eT 
)\s*r)\, ; 7ND^>M^(CJ; Dgm^tlT^) c fcV^Cl-6T;^n^^Sy ; — NR 35 R 36 

(R 35 *5=fc-^R 36 (±mrf3^|5l«^S)^) ; Mny>il^{;J: Dem^tiT^T* 
J;^;?:^;^ ; /\D^>I? ; 3; feli^T^ (3 J; D BIH£ tlT V^T % <£ V^) s 

(b) 7 (Z(D7 ^J3ris<D7 ^=.)lffifr&, J\V*f >^^{3j; ^ gg| 

^fiTfe J:v^Ci- 6 T;i/^;i/ ; ;\d^ vn^d; Dg^^fiT^ =fci^c i- 6 t;1/=i 
^>;-NR 35 R 36 (R 35 *5J;^R 36 ^BufB^|Bia^fe^) ; ^n^M^f-cfc 

(c) 7 (^©7 i^;!/^-^-cD^ ^ -;bgp^{± s An^f ym^lz X D 
tt^tit % ckv^C i-6^;v^r;i/ ; Any>M^tJ; DSI^Ht*^^Ci- 6 7 
)Vzi**s ; -NR 35 R 36 (R 86 ;fcJ;tfR 88 &iiufBfcl^-efc£) ; 7\ny>j^^ 



WO 01/47890 



920 



PCT/JPOO/09157 



(d) — NR 37 R 38 (R 37 &&nR 38 l±R 13 &£nR ii Xfem£nfzft&£mm 

X*&%) s 

mmtm&vx i o~i 2M©-^©iafnsfe{±^focDW^^7B^bT^ 

(h) ^77 0 ) 



£^:7 3m;i/ ; /\n^>^ ; %fzl±^7 J £V) WW>:g thX^X % £ 




(vii) 



WO 01/47890 PCT/JPOO/09157 

921 

mmtm^vx i o~ i 2m<D-m&<DmG&fz&^mQ<D&.mm*?&j&vx^ 

SfcH:/^Dy>jK : ?fc«fcD*^fe^i^•CV^T*J:v^o ) > 

(4) Ci-2ot;i/^;k 

(5) C2- 6 t;i/^--;k 

(6) c 2 - 6 t;i/^-;v 

cicitr, (4) Ci-2ot;v^-;k (5) c 2 - 6 t;i/^-;k :fc«fctM6) c 2 - 6 
TVl/Jf- - 1 W±©TIB©Sti «fc D g$l£ tiT & : 

; /\xir>mtt&*)W&£tlX%&^Ci- 9 y)\'U*i/ ; -NR 39 R 40 
(R 39 *5J:t>'R 40 {itufBi:|Bia^fei)) ; /mtf^Mtt «fc Dgifc&ti/r^'rfc 

(b) 7i;^ (z.<d-7 *i/<D 7 Apfl'vjR^fcJ; DKIft 
£*i/r& J;v^Ci-6r;i/^-;i/ ; ^n^>l?(a i)gi&£*iT& <£^Ci- 6 r;i/n 
^>;-NR 3S R 40 (R 39 *5J;t>"R 40 tttuf3^|5iaT'$)S) ;An/f>g?ti 

(c) 7^— (^©7i-;i/^©7i-;H5^ /NDyvm^fcJ: D 
g$l£ftT& t fc^Ci-6r;i/:*;i' ; An^>I?CJ; Dgl&£*iT& £^Ci- s t 

; -NR 39 R 40 (R 39 & J;^R 4 °&liuf3^ji^fe3) ;Any>^ 
fc<fc Dgm^tiTV^T*) J;VN7i-;V ; An^>If ; ^feii^>77 fc £ t> g$l 

(d) — N R 4 1 R 4 2 (R 41 ^^^R 4 M^R 13 *5J;I>*R 14 -e^«^tife^§i:l5l» 



WO 01/47890 



922 



PCT/JPOO/09157 



t 8 ~ 1 2mcD-m\%(Dmm£fri±^mQ(Dt%mm&fcii±w.mn%ftm^x^T 
mmtm&vx i o~ 1 2m<D-m^<Dmm^rzit^fmu(Dmm : m^mhx^ 

£fcl£s\v?>m :: ?te£y)mWk£tixux% J;V^o ) 
(h) Wo ) 

x ^rfw r 22 ( viii ) 

wfc£ 1 ~4©^&£glU 

L&-0-, -S ( = 0) y- (y&0~2©filifc£:g|-r) ^ £/fek±-N (- 

M{±-0-s -C ( = 0) -0-, -S ( = 0) z- ( z J±0~2©Slf&£3l 
1~) s -N (-R 12 ) -s -C ( = 0) -N (-R 12 ) -s £fcfcfc-C (=0) 

R 22 y\ TfcmM-?; Ci- 4 7/^/v (/\n^>M^££ Dg$l£;JxT^T& £ 
Mfts-N (-R 12 ) -£fc&-C (=0) -N (-R 12 ) - 1! & £ fcfc, 

r 22 tR 12 ti±^ti^ibm^Lx^^mmm^t-m^^x 5 - 7 mcomu^ 
td^mmcDmm^ (mzi^vmmm^-^/vxuTb^) ^mvx^ 
x&£<, z<DmmMi±<fo<DMmn&fei±w.mm£M£iLx i o~i 2i©-ii 



WO 01/47890 PCT/JPOO/09157 

923 



— OR23 ( j x ) 

— NR24R25 ( x ) 

2. X^CHtfcliN^U Z^CH^Sts Sf 5fcljf 1 J3f3«c7Mbl^lo 

3. R 1 *5=t^R 2 *5Ci-4T;i'nJf^§SU R 3 ~R 6 ©d%'>&< — o 
^X^il^^O^^atoTs m&m 1 £«3f4©'fbi§rtJo 

4. ■ R 1 *?J:t/R 2 A5Ci-4T;i/=J^sy^^U R 3 ^7K*M^m©*^*fc> 
U R 4 ~R 6 ^7j<*M^^S-rs If 5f<JS 1 ^IBttO'fb^rtJo 

5. R i $>&Zjm 2 &C 1 -47J]/^*is%mi>, Afr**(i) (i^l~3cD^ 

6. R^^R^Ci-^Lo^^U R 3 ~R 8 ^iI?§S U A 

( ift* l~3©Mi&£^tU R 13 ££tfR 14 «|i?— ^fc&li&oT^ 

7. R l *«trfR > **Ci-4T;H3^S/*^U R 3 ^7jc^Ji™^©^^^fe 



WO 01/47890 PCT/JPOO/09157 

924 

U R 4 -R«tf*^?^U Atim(i) (ii«l-30l»*SU R 13 

8. R 1 *5cfc^R 2 ^Ci-4T;i/i3^^§^bs R 3 ^r.hn^U R 4 ~ 
R'tfzR&JIC^fc^bs A/b*S( i)( i ft* 1 ~ 3 ©M$t£^U R 13 :fe£^R 14 {± 

9. X^N^^bs Z^CHSSU R^J^R^Ci^^l/^^StU 
R 3 ^-hn^Sfc>b^ R 4 ~R 6 #7KStJgB^SlU A?»(i) (i^*l~3© 

10. X#N£^U Z^CHSiU R 1 *5<fc^R 2 ^Ci- 4 r;i/3i^^^ 
U R 3 A s -hD^t)U R 4 ~R 8 #zk3&]lC : ?£^U A#*(i) (i* s 2t? 

R 13 *?cfctFR 14 {±|5l— ^fe{i^otl^*J; < C 2 - 3 7/^J^itA\ 

bT*5Ds ^©^^(±Ci-4T;i/^;ivfcct Dgl&^ftTV^&cf;^) at 

11. R 1 *5ck^R 2 ^Ci-47 > ;i/=idr^^^b> A#g (ii) (j^lSfcfcfc 

12. R^J^R^C.^^l/^^ilU R 3 ~R 6 # : 7.kfilJl^£Sl;bU 
Atm (ii) ( j#l £fcfci:2t?&tK k^l^fc»2^$>Ds m&l£fc&2 



WO 01/47890 



925 



PCT/JPOO/09157 



©initio 

14. R^WR^C^^zn^^U A#& (iii) (n^Ot?^ 

5-71 (Dffi l mmmm%J&ffi bU 1 ^ £ oftiKSStt c » - 4 t s fc fcfcltfftM 

15. R'&^R^Ct^TVVr^^^U R 3 ~R 6 * s 7K^^^abs 
A^S (iii) (n^Otfe^ pAU~3 0lt^U R 16 *5 WE 17 fc£|el— 
^fc&^&^Ti^Tfc ck < Ci-ir;^^^ &^y:^;frk>b^-£-bTi> 

16. R 1 *5ckt>*R 2 ^Ci-4^;i/n^^^^bs R 3 tihkmM^&$\-CD&%m 
toU R 4 ~R 6 yb s 7K^M^^mbs A/^* (iii) (n#0-£&tK p#l~3© 
SHR£*U R 16 & WR 17 &|E3-;£fcy:fi&oTV^&cfc < C ,- 4 :p;v3r;v£gt 
-TA\ $)^V^{±^tL5>^'a■bTV^^M^ : ?^— ^{-^oT 5~7M©tS|ait 

17. R 1 j3J;VR a *sCi-4^;vn^->$^U A*s* (iv) (qtfO"C$>!)s 
r#l£fci±2-efc»K s^Ufel±2ffe^ tliltfd±2t*^ R 18 # 

18. R'^m'i'CiMW^SSU R 3 ~R 8 * s zk3iSli : ?£^;foU 
Atm (iv) (q*«0"e$>Ds r**l*feH:2T?*.D N s # 1 f-fcfcj: 2 7? ft 



WO 01/47890 PCT/JPOO/09157 

926 

bs R 4 ~R 6 &7kmm^%m\ss a#* (iv) (q#o-e&tK r**i*fct±2 

-e^Ds s^lSfeii2t'fe^ tftl*fcl±2^^ R 18 ^gm^tbTV>T 

fci DS^^tifc C flf^Jl 1 £f3«4tfMb£r#Jo 

2 1. R 1 ^«fctJ c R 2 * $ Ci-4T;i/n^^^U R 3 ~R 6 ^7KmM^^*t>bs 
A**S (v) (u^lTSDs R 19 fimWk£tiT^T& «tl>7i=^ &3V»fcfc 

2 2. R 1 *5ct^R 2 ^Ci-4T;i/n^^^*bs R^TkJRH^JW^©**^ 

r\ r\ texxfRtti^mm^mL, Atm (v) (u^it?$.^ r 1 

2 3. R^cklKR^Ci^T/^^r^^U A^S (vi) (R 20 ^gJH£ 

J; Dem£*iTV^& <fci>) &irr) &*?\ ft&g l fclB«©ffr&4fco 

2 4. R^ctVR^Ci^T^^^U A3&sg (vii) (R 21 /^g?H 

fc.fcDSifc^jh/r^Tfc <fcv0 &^?\ »^ l cfB*©^b'&«io 

2 5. R 1 ^«t^R 2 *«Ci-47 , ;i/3^->^^U (viii) (w^l~3 

©McSgtbs L#-0-£^U M^-O-tfefi-C (=0) -0-£^U 
R 2 2 7^gm£*iT^T& i^7i-;i/$It) st5f<JIl i3f3a©{b^rtJo 

26. R 1 43J:^R 2 * $ Ci-4T;i'3dF-i/^^U Atm (viii) (L#-0- 
M#-0- N -C ( = 0) -0-s -N (-R 12 ) -C ( = 0) - 
N (-R 12 ) -s Sfeti-C ( = 0) -TrfeDs L£s-S (=0) y-©i:^ 
M#-0-T!fctK L#-N (-R 11 ) -(Dt^s M#-0-"T?&3) Sits 
if #E 1 t:|Bi8©<b^o 



WO 01/47890 PCT/JPOO/09157 

927 

2 7. R^^R^Ci^T^n^^itU AftM (iii) (n#l*C& 

2 8. R 1 *5J:^R 2 * s Ci-4T;V3dr^^Sbs R 3 A^;i/^ u;v£itu 
R 4 ~R 6 ^7K^M^^^b, A^a (x) %miTs si^RJl 1 ^13«0<b^rt)o 

2 9. Tfa©II^^S^^^§{b^^fe(±^©^S^±^^n-5?»±g^ 

N- {4-[ (6, 7-^p< 1-^^-4-^^-^';-;^) ^^r^]- 2-- hn 

-N' - (2-^'J^;xf;i/) ^UT S ^=tt>* 
N-[2- (^^^T^y) 3^;i/]-N 5 - {4-[ (6, h^>- 

3 o. if^Jii~2 9 (D^rnfr-mzmm<D4k^m&fci±^(DMm¥±m 
mmm&m^nm ? s jfimiag s ^ a j^jfatmiu * £ otdgf t 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP00/09157 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07D215/233, 239/88, 401/12, 403/12, 405/12, 

A61K31/47, 31/496, 31/5377, 31/505, 31/4709, 31/517, 

A61P43/00, 9/10 
According to International Patent Classification (IPC) or to both national classification and IPC 


B. FIELDS SEARCHED 


Minimum documentation searched (classification system followed by classification symbols) 

Tnt CI 7 C07D215/2^3 2^9/88 401 /12 40*3/12 40S/19 

A61K31/47, 31/496, 31/5377, 31/505, 31/4709, 31/517, 
A61P43/00, 9/10 


Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 


Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
REGISTRY (STN) , CA (STN) , CAOLD (STN) , CAPLUS (STN) 


C. DOCUMENTS CONSIDERED TO BE RELEVANT 


Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


X 
Y 


EP, 860433, Al (KIRIN BEER KABUSHIKI KAISHA) , 

26 August, 1998 (26.08.98) 

& WO, 97/17329, Al & US, 6143764, A 

& AU, 9673400, A 


1-4,30-33 
5-29 


X 
Y 


US, 5480883, A (Rhone -Poulenc Rorer Pharmaceuticals 
Inc . ) , 

02 January, 1996 (02.01.96) 

& WO, 95/15758, Al & US, 5710158, A 

& EP, 871448, Al & AU, 9513050, A 


1-3, 30-33 
5-29 


X 
Y 


KUBO, Kazuo et al . , 11 A novel series of 4-phenoxyquinolines : 
potent and highly selective inhibitors of PDGF receptor 
autophosphorylation" , Bioorg. Med. Chem. Lett. (1997), 
Vol.7, No. 23, pp. 2935-2940 


1-4, 30-33 
5-29 


X 


WRIGHT, George C. et al . , "Synthesis and hypotensive 

properties of new 4 -arainoquino lines" , 

J. Med. Chem. (1971), Vol.14, No. 11, pp. 1060-6 


1,2,30 


X 


ALSAIDI, Hattab et al . , "Convenient synthesis of 
heteroaryl phenyl ethers from chloropyridines and 


1/2 


Further documents are listed in the continuation of Box C. 


I | See patent family annex. 




* Special categories of cited documents: 

"A" document defining the general state of the art which is not 

considered to be of particular relevance 
"E" earlier document but published on or after the international filing 

date 

V document which may throw doubts on priority claim(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other 
means 

"P" document published prior to the international filing date but later 
than the priority date claimed 


"T" later document published after the international riling date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 

"X" document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

"Y" document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 


Date of the actual completion of the international search 
21 March, 2001 (21.03.01) 


Date of mailing of the international search report 
03 April, 2001 (03.04.01) 


Name and mailing address of the ISA/ 

Japanese Patent Office 


Authorized officer 




Facsimile No. 


Telephone No. 





Form PCT/ISA/210 (second sheet) (July 1992) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP00/09157 



C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 


Citation of document, with indication, where appropriate, of the relevant passages 


Relevant to claim No. 


X 
PX 


chloroquinolines using phase- transfer catalysis", 
Synthesis (1980), No. 11, pp. 921-4 

Chemical Abstracts, Vol.58, 4563e 

WO, 00/43366, A (Kirin Brewery Company, Limited.), 
27 July, 2000 (27.07.00) (Family: none) 


1,2 i 
1-33 



Form PCT/ISA/210 (continuation of second sheet) (My 1992) 



pct/j poo/o 9 1 5 7 



a. mw<oMi-z>ftm-<Dftm mmm^m d pc> ) 

Int. CI 7 C 0 7D 2 1 5/2 3 3, 2 3 9/8 8, 40 1/1 2, 4 0 3/1 2, 4 0 5/1 2, 
A61K3 1/4 7, 3 1/4 9 6, 3 1/5 3 7 7, 3 1/5 0 5, 3 1/4 70 9, 3 1/5 1 7, 
A61P43/0 0, 9/10 



■tt«r*?ofc*/jN|WPH- (H^#fF^!S (IPC) ) 
Int. C 1 7 C07D2 1 5/2 3 3, 2 3 9/8 8, 40 1/1 2, 4 0 3/1 2, 40 5/1 2, 
A61K3 1/4 7, 3 1/4 9 6, 3 1/5 3 7 7, 3 1/5 0 5, 3 1/4 7 0 9, 3 1/5 1 7, 
A61P4 3/0 0, 9/1 0 



REGISTRY (STN) , CA (STN) , CAOLD (3TN) , CAPLUS (STN) 







mm-tz 






!##?>f£BcD#-iS- 


X 


EP, 860433, Al (KIRIN BEER KABUSHIKI KAISHA) 


1-4, 30-33 


y 


26. SM. 1998(26. 08. 98) 


5-29 




&W0, 97/17329, Al &US, 6143764, A &AU, 9673400, A 




X 


US, 5480883, A (Rhone-Poulenc Rorer Pharmaceuticals Inc. ) 


1-3, 30-33 


Y 


2. U3. 1996(02. 01. 96) 


5-29 




&W0, 95/15758, Al &US, 5710158, A &EP, 871448, Al &AU, 9513050, A 





0 cm<z>m%\z-hxwtt>m^£tiT^2>, 



rpj Hattys autre, ^m^mo>±m<nmmt^^mm 



r&j |H — ^fVF7r5 P — 5C&fe 



2 1. 0 3. 0 1 



SB0HH£««03H£B Q3 04.0$ 



H*aWB=/T* (I SA/J P) 
100-8915 



4 P 



9 6 3 8 



^ 0 3-3 5 8 1-1 1 0 1 1^3^ 3 4 9 2 



iSPCT/ISA/2 10 (IB 2 (1 9 9 8^7^) 



%mmm% pct/j po o/o 9 1 5 7 



C GR$) 



x 

Y 



X 

PX 



KUBO, Kazuo et al. , "A novel series of 4-phenoxyquinolines: 
potent and highly selective inhibitors of PDGF receptor 
autophosphorylation", 

Bioorg. Med. Chem. Lett. (1997), Vol.7, No. 23, p. 2935-2940 

WRIGHT, George C. et al. , "Synthesis and hypotensive 
properties of new 4-aminoquinolines", 
J. Med. Chem. (1971), Vol.14, No. 11, p. 1060-6 

ALSAIDI, Hattab et al. , "Convenient synthesis of heteroaryl 
phenyl ethers from chloropyri dines and chloroquinolines 
using phase-transfer catalysis", 
Synthesis (1980), No. 11, p. 921-4 

Chemical Abstracts, Vol.58, 4563eO^ 

WO, 00/43366, A (WM&mtfa&gQd 27. 7B . 2000 (27. 07. 00) 



1-4, 30-33 
5-29 



1, 2, 30 



1,2 



1,2 

1-33 



«S:PCT/ISA/2 10 (812^- >J(»m*) (1 9 9 8^7^) 



